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Alzheimer's disease, alcoholic or drug withdrawal, etc. 



(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (1) and pharmaceulically acceptable salts 
thereof; a process for producing the same; and drugs containing the same 
as the active ingredient: (I) wherein W, X and Y represent each carbon 
or nitrogen: U and Z represent each CR^ NR'^ nitrogen, oxygen, sulfur, 
etc.; the ring A represents a carbon ring or a heterocycle; R^ represents 
alkyl, alkenyl, alkynyl, NR*R-, OR^ etc.: and R^ represents a carbon 
ring or a heterocycle. Because of having a corticotropin release factor 
receptor antagonism, the compounds represented by the general fonnula 
(I) are useful in preventing and/or treating depression, anxiety, eating 
disorder, post-traumatic stress, digestive ulcer, irritable bowel syndrome, 
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=ijU^=i htiX'yWctii^^ (Corticotropin Releasing Factor : CRF) It^ 1981 

cRFttii^TifP/i^b*^ci±i^n> mrmm^h(Dwm^w^^^^y (act 

15 H) (0^mmW^U^X\f^^ ^ t i)^7f^^^tlfz [Science, 21S, 377-379(1982)] o 

i^-rmm ^ tvfc C R F ;6STS^*:t^^llO A C T HM^mm 
ts:t'(Dimmmi^^^ir:^ CRF (D^^^^bt^^^. CRFV-ir 

wmmw. mm. wm. m^mmi^hw^ir^o Md^miat. m 
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mms cRFit^^m. ^^m^(Dm^^z)o\,^xmxmm^m^i^lx\^^^ 

tcD^^ii^h^ [Science, 226, 1342-1343 (1984) ; Neuroscience and Behavioral 
Reviews, 22, 635-651 (1998) ; J. Endocrinol., im, 1-12 (1999) ] „ 

10 sfc. :ifhP:>sim^h. CRF tm^(DmB(Dmmmw^nx\f^^o m 

'^{^. -^^^^ [Science, 222, 1561-1564 (1996)] ^ [Endocrinology, 121, • 

5747-5750 (1996)] , j^m^BMi^M [Am. J. Physiol, 252, G582-G586 (1987)] . ' 
^i^^fic#[Psychopharmacology 122, 184-190 (1998)], ^fc(ififtlfa.[SocNeurosci 
Abstr (Nov 4-9, New Orieans) , 807.5 (2000) ] ^5 o 

15 CRFn:^ hUy^Khm<mt><^X\^^^o M^it, CRF^SiP^lC 

bti^ [Nature,222, 331 (1982)] c 

^m^(Dm^tmn'^^x\^^^. 

m^^^-D-m. ^^m. ^^mm {^<='yi!^m^. i^mo^'W&s mm^M^s, 
i±^M. ^m^mm) . mmmm. Mm^mm. >m^m'^^hu:^ (p 
25 TSD) . mmmm. tMs mm. mn^^mmim. ^&i^mmm mm . 
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^bH-cv^,|)o 

(1) WO97/29109f-B^||B#}C{l, —Wt"^ (A) , 
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(A) 



3 



wo 02/053565 



PCT/JPOl/11581 



10 L<tt3^<DttJ^STsm$nfc7a::^/wt:*'y i;'r^/^-efc;5. ) T^^tis 
(2) ■^Q9%im^\Q^mm\^\t^ -IS:^ (B) 



(^'t's A«fiN^fcfiCR«T'fe<9> 

15 Z^ttN^fcfiCR^^TfetJ^ 

~ 5 {® <D R ^ ^ g $ tL T V N T i < . 

R'^ttH, T/l^^/K T/l-^::^7K T;^^-/K -'^P^^M-^s ^^7'y, 

R^^ftH, T/l^^/K T/l^-^^/K T/^J^^/K v'iJ' dT/l^^/K v'i^nT 
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R^^ftHs OR'\ SH. S (O) nR^'«. COR'\ COaR'^VoC 
(O) R''^> NR^^COR^^x N (COR'^) 2^ NR'^CONR^^R^^s 

NR^^CO^R''^. NR^^R'^■ r/^^/K TJl^^=-/K T/L'^^/K 

/VT/V^/K NO2. v^D<5;^:/J!g^, i^Ty. /^^T/^=¥/W NR-'^R'^s N 
RSBcoR/^^^a^-to ) ■ 

10 (3) WO98/08847-^B^»(C(i, -^^^ (C) ' ' . 



A'^ fi^^* fc H C R ' U 

B'=«NR^'=R2^. CR'^R2'=R''"=x C (=CR2*'R'''=) R'*^s nhc 
15 R^^R^'^Ri'"^, OCR'''R='^R'°^> S C R "'^R '^^R ' CR^^^R'"'' 
NHR'^> CR2<=R^°^OR'^> C R ''"'R ^ °^ S R fcfi C OR ^'^trS;^ 

20 D^fc'<ttJ^E'=«^n^*tl3!6iELT. CR^^ C = 0. C=S. ^M. 

CR^^R«^*5j:t;fNR«'=/5^b^iR$tl.s 
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J;<9m'^»^-l~3^@6M®ll•^^<^^^T'v^TtiJ:<^ i)^-DmmK^y) i-^tc 

Fg.'C (=0)'0-T/W#yK OC (=0) T'/l'^yl^m^hmiSi^M It. 

I 

I 

10 /l-dr/v^-e$j 19 , , : , ■ , " , . 

R^'^f^iH. T/v^/K :7/k;e-n, ^an, ■:/n^, 3— h\ t Fn^fV, V 
1 ~ 4 c^gi^S R ^ ^ ^ Tgm ^ tiT*J >9 ^ b <Z)gmS<^l^ 1 - 

uy-oHl T/i^^uy-o-T/u^/i-, -yr/. CF3. =hD, T$y^ 

25 mL<its :^Wm. (1) -JiK^ (I) 
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0) 



'I 

C = p'*fcflC=Str^t>L. 
10 (ii) C 1 ~ 8 TyW^>K 

(iii) C 2~8T/V<5r::z/K ' • 

(iv) C 2~8T7^=3f-^/K 

(vi) C F 3. 
15 (vii)v^7'/> 

(viii) ^ h D ^ 

(ix) NR'R^° R'i6XXlR'°n^fh^'timiLLX. 

(ii)C l~4T/^=3r/K 

20 (iii) c 3 ~ 1 0 (Dmm. -hLK \t-m^^mns 

(iv) 1 ~ 4#l(^^^J!gd^, 1 ~ 2 J;t//* 1 ~ 2 #1 
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■ (v) C 3 ~ 1 0 <^mi^ U < (lHltsS^j^^mTN .1> t < {i 1 ~ 4 ^(7)^, 

5 (x)OR'^ R^Mi' , 

(i) 7K^J!i^. 

(ii) C 1 ~ 4 T/p=3r/K 

(iii) C 5 ~ 6 (D^MM.s , ' 

(iv) 1-2 mommm^. i mommm^i^ ^ n/t. i m(om%u 

(v) C 5~6(^;^^^t>L< fil~2|i(D^^i^T-. 1 

$ttfcCl~4T/^=3r>'^Sr^fc>i-o ) , 

(xi) S H. 

15 (xii)S (0)„R^2 (gt^^ n\tO. l^fc(i2^^^U R'''« 

(i) C 1 ~ 4 Tj\^^;\^. 

(ii) C 5 ~ 6 (D^*^^ 

(iii) i~2fiioM*i^^, im(ommwi'^i^^xi/i^fz.\-iim(om^B 

20 (iv)C 5~6(7)^*mt> t< t^l~2i@(Z)g*iglFs 1 ^lil(^^*Jl^*5 

$tT.yhc i~4r/u=ar7^^^bi-o ) X 

(xiii) COR'\ 

(xiv) COOR^\ 
25 (xv)CONR'R^°, 

(xvi) C 3 ~ 1 0 (0^.mh U < {^-^5^^^^. 
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(xvii) i~4^©^^j!^i^. i--2m(ommm^^xx//tfzm^2m(om 

(xviii) ^^■a^ym^. CF3. ocFax v-ry. nr'r^\ or' 

^\ =N-OR'\ SH. S(0)„R'^ COR"> COOR'\ QONR 

1 ~ 2 jio^^Mi^fc itJ^/^fctl 1 ~ 2 ^(^a^m^^-^w-fs 3 ~ 1 0 

10 (i)7K^M^^ 

(ii) C l~4T;l'=3r7^. 

(iii) C 2~4T/^^^/K 

(iv) C 2~4T/l'^^/K 

(v) c 3 ~ 1 0 <z)^^ t < it-m^^mm. 

15 (vi) l~4^(^^mJlT-. l~2j@<D^^JgT-*5j;t>V*fc{^ l~2^<^fii{L 

I 

. (vii)c3~i 0(D^mhL<i-i:zm^^mmx\'^fziti-4:m(D^mw-^^. 
1 ~ 2 f^o^^ig^ <t thv* fcfi 1 ~ 2 ^@(Dfiit^mi^sr^^-r § 3 ~ 1 0 

0; 

(in § S 1 ~ 3 i@ T'Sm ^tlX\^^^i}\ t L < fi^Sfil^^^? C 4 ~ 6 ^^^s 

25 M.(D^mm^^^^. 
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(i) l~,5i®,^^'^-ekm$*iTV^:5/i^^'b<{^^pm(^C 1 ~ 8 T/^'^E^/K 

(ii) 1 ~ 5 p(DR^'^X^,k^^r^^r\f^^i)^h L < It^m^O 0 2-8 T/l^^:^ 

5 (iii) l-5#l(D^l^^-eM^^$tT.TV^5;0^fcl><ttMS^<^C2~8T/^=^^ 

' .1 

(iv)NR;'R^ (Sif'. R^^JiWl^^H^MALT. 

(ii) l~5'1®C>R^'TEm$tbTV^^;0^t>U<^^4i*^^<^C 1-1 5T 

10 /l-^/K , : . .. ■ 

(iii) r~ 5.i@<^ R ^ ' -Ctt^,$ t^-C ^ b < C 2 ~ 1 ■ 5 

(iv) l'~5^S(7)R^^T«m$ttTV^5;0^t> b< fl«ge^<DC 2-1 5 

15 (v) l-5l@<^R''-eE^$H-rV^^/i^t>L<tii^®^^OC3~l 

(vi) l~5{@(75R^«T'em$^TV>5/5^t)L< f**SSt^<^ l~4^(^ 
1 ~ 2 la (^^*® J; t// ^ fc « 1 ~ 2 ^ (^#it|tJ!g^ 
3-1 5m<^#^tb<f*-^^^*S^*^t-o ) s 
20 (v)OR^ R'fi 

(i) 7K^J!^^^> 

(ii) C 1 — 1 0 T7U=3e^;^^ 

(iii) C 2 — 1 OT/t-^^^/K 

(iv) C 2 — 1 0 T/^=¥:^/l'> 

25 (v) l~5#lORi«-eg^^^XTV^6/&^t> L< flMg^^C 3-1 5 
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(vi) 1 ~ 5 leOR ^ «-T?®^$^^TV^S)^l^% t < «i^g^<^ 1 4 

m-r^ 3 ~ 1 smoi^n hL< it-m^^mm. t ten 

(vii) /^o<>*:/il■7•. CF3. 0CF3. i^r.y. -ho, nr^r'°. o 

.5. =N-OR^\ SH, S(0)„R^^ COR'\ COOR'^'; 

CONR^R^\ l--5m(^R^^X-M.^^flX\^^^f)^hL<it^M^(D 

"f-^ ^xiz-ttzi-ii --^ 2m(Dm,nu^^^^ir^ 3,-1 oAf^^^tj 

(vi) S H, 

(vii) s(o)„R^ mfp. nitmutmcMM^^t>u R'n 

(i) C 1 ~ 8 TjI-^/K 
15 (ii) l~5^<DR^«-e«^^$tt-CV^:5/6^t>L<{i*ig^OC3~l 0 (D 

(iii) l~5t!<^R''"C®^$HTV^?);^)^^L< 1~4^0 
20 (iv) l~5iIi©R^'-t:gi^$tL-CV>^;6^t> L< fiMg^OC 3~1 0 

/*fc{ti~2^«^ir.^^-^^i-5 3-1 OMcD^^tiL<«r 

m^m.mmxm^ ^ ^fc c i ~ 4 r/^^/i-^sti^-t-o ) x 

25 (viii)COR\ 

(ix)COOR\ 
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' ' ■ , I. ■ 

(xi) NR?CpjR^'"(k'^^ R^'it. , ' ■ ' 

5 (iii)C 2 ~..l OT/W-ir^/K ■ ' . 

'(iv) C 2 ~ 1 .0 T/V^^/K 

(v)/Nn,/j7*yJl^^, CFs^ OCF3. i>Ty. NR^'R^\ O 

Rile; =n'-or^\ sh. s(o)„r^\ cori\ coor^\ 

t 

<t -0? C p N R « R ^ " )6> b^li^ ^ S 1 ~ ,2 IST'Sm $ tbX V C 1 ~ 

10 4T>'^^/l<^*t3-^o ) X ' , ■ ■ 

(xii) NR'.eOOR' iM^. R "'{IfjfBi: 1^ CS*:^:^:^ U R'f* 

(ii) c i~8T;v^;K 

(iii) C>2~8T/K5r=i;K 
15 (iv)C.2--8T;V=3f-^>'K 

(v) l~5.i@(^R''T'^^^$tLTV^5/{l^^5L< fi^iE^<^C3~l 

(vi) l~5i@^^R'«-eg^^$tl■rv^5;6^'^> L<«M^^(^l~4te(D 
gmi^^> 1 ~ 2ii©m*il^-*5 J;tJ«/*^{i 1 ~ 2^1ilM^J^^^^ 

20 ^-ra 3-1 oM(^^^t> t< fiz:^^1S*^. ^fcfi 

(vii) /^^-^^>J!^i^, CF3. 0CF3. v-ry. ^hn, NR^R^\ o 

Ri\ =N-OR'\ SH. S(0)„R'\ C0R^\ C00R'\ 

C0NR^R^\ l~5iIil(7)R^«T«$tLTV^:5;0^'bL<l^iES^CO 

^*5j;t>V^/c}il~2ii(^.«®^-^-^#1~^ 3~1 om<^^^ti 
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■ ' . , I, 

■ ' . 

h < itzim^mpm^^m^n^m,! ~ ,2 tit^gm^ ^■cv^5 c 1 ~ 

I. ■'■ ' • ' 

(xiii) NR''CON,R^R\' ' i 

(xiv) l~5^<^R'^=T'gm$HTV^5ji>t>L'< fi:^ig,m<^C 3~1 5(0^^ 

(xv) 1 ~5^<7)R ^^-eB1fe^nTv^5/{l^t5 1< liis^gi^o 1 4m<om.mw> 

I 

.il l • 
I 

R * ^ • H (i) TiamM^. (ii) C 1 ~ 4 T/W^yK {i (iii) C 5 ~ 6 (D^mm 

Sr-^^-r ^ 5 ^ fci-i 6 *<D^m^-eS^^$ ;Jxfi C l ~ 4 T/i-^^^^mt> U> 
R^'»«(a)^>n<>*Vjg^. (b)CF3. (c)OCF3. (d)v-r/. (e)^hn, 

i I 

(£)NR^R% (g)OR\ (h)=N-OR\ (j) SH. (k)S(0)„R\ (1) C 
OR\ (m)COOR^ (n)CONR^R\ (o)NR«COR\ (p)NR«CO 
15 OR\ (q)NR«CONR^R^ (r) 1 ~ 5^(7)R ^ ^T'gi^$^^TV^§;{l^'b t 

< itmm^o c 3 ~ 1 5 (ommh u < itzm^mmm. t.tiit (s) i ~ 5 i@<7) 

R'^-Cg^^^tl.TV^^;i>^t) L<{liEg^(^ l~4ili(^^^J!l^, 1 ~2i0(^ 
i?^Ei^*5J:t^/'*fc(il~2l@(D?jKm^^^-^^1-5 3-1 5A(D^»ti 

20 R ' ^ (a) C 1 ~ 8 T/V^/l-, (b) C 2 ~ 8 T/^'^^^^^^ (c) C 2 ~ 8 Z/^^^;^ 
=7K (d)Cl~4T>'^3^v' (Cl~4) T>'^=3e^>'K (e)^Nn ^yj^^, (£) 
CF3. (g)OCF3. (h)v-Ty. (j)^ht3> (k)NR^R\ (l)OR\ (m) 
SH. (n)S(0)„R\ (o)COR\ (p)COOR\ (q)CONR^R^ (r) 
NR«COR\ (s)NR«COOR\ (t)NR8CONR''R\ (u)l~5^i© 

25 R2°T'gi^$tlTV^^;ii^>L<f^Mg^<^C3~l 0 L < fi"^^ 

^mm. (v) i~5#i©R2°-eg^$ixTv^^/{)^'bL<«i^sm©i~4fl§© 
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^5 3^1 OM.(D^MhL<\t-m^^^M. (w)/^^^>igT-^ CF3. OC 
F3. i/T/. NR^R\ OR^ =N-OR\ SH. S(0)„R\ , 

COR\ COOR\ CONR^R% NR^COR^ NR«COOR^ NR 

fcfi 1 - 2m(omnm^^^^i'<^ 3 ~ i o t < • 

10 R^'«(a)/>n^>'Jg-i^, (b)CF3. (c) OCF3. id)iyT/. (e)=bn, 
(f)NR«R^\ (g)OR^^\ (h) = N-ORi\ (j)SH. (k)S(0)„R^\ . 
(l)COR^\ (m)COOR'\ (n)CONR«R^\ (o)NR«COR'\ (p) 
NR«COOR". (q)NR'CONR^R'\ (r) 1 ~ 5 ^(7)R ' ' ^T*ttm^^ 

R^«}:i(a)C l~4r>'V=3r/K (b) C 2~4T;^^:^/K (c)C2~4T/W=^ 
^/K (d)/^^<^^>M^^ (eVCFa^ (eoCF3^ (g)i^Ty. (h)^hn^ (j) 
20 SH. (k)S(0)„R^^ (1)NR^R^\ (ra)OR^\ (n)COR^\ (o)CO 
OR'\ (p)CONR^Ri°. (q) C 5 ~ 6 (D^^^s (r) 1 ~ 2iil(^g^mi^^ 

*fcft(s)C5~6(Z)^*S*fc:(41~2fIO^^®^. 

25 tiyt C 1 ~ 4 Tyl^J^^Vt^Bt^^ixfc C 1 ~ 4 TJV^^^^h 

R^«''{t(a) C l~4T/^^/K (b) C 2 ~4 T/l^<>-^/K (c)C2~4T/V' 
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(j)SH. (k)S(0)„R^\ a)NR'R^\ (m)OR^^\ (n)COR'\ (o) 
COOR^\ ■^fc«(p)CONR'R'°^^:bU 
R^^fiC l~4T/^=^/K C l~4T/>=i^v^, n -Ji^VJI^^^ CF3, O 
5 GF3, v-T/s ::^hP^ T^y. NH (C1~4T/W^/W) . -SfctiN (C 

R^fi(i) l~5^<^R''}Cj:o-Cei^$tLTV>5C 5~1 0©^mt>b< 

(ii) l~5fliOR^'tcj;oTSi^$tl.TV^-5 l~4ii<^'^^J!^iF> l~2^c^ 

R^^fi. 

(a) C 1 ~ 8 T/l^^/K 

(b) C 2~8T/l''Jr::i/K 
15 (c) C 2 ~ 8 Ty^=3r^/V. 

(e) CF3. 

(f) OCF3, 

(g) v'Ty. 
20 (h)=ibP, 

(j)NR«Ri°, 
(k)OR^\ 
(1) S H. 

(m)S(0)„R^2 (/^f-x. 7*n/l^^;t{m<) > 
25 (n)COR^\ 
(o)COOR", 
(p)CONR^Ri\ 
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(q)NR«CpR'^\ 

(r)NR?C9,pR^''v'' ' . , '•■ ■ ■', ' 

(s)NR'C,ONR^R'^,\ , . , I 

(t) C 3 ~ 1 0 (D^^ % L < it-m^^^'^. ; . ■ 

' ' ' ' I 

(v)/M3^>JI-?. CFgs OCF3. ^/ry^'::^^P^ NR°R^\ OR^\ 

t I 

I 

= N-OR^\ S'H. S(0)„R^\ COR^\ COOR^\ CONR'R^ 
\ NR^COR'^\ ,NR«COOR^\ NR*CONR'R'\ C3~10© 

tjt^ hnTgi^$tLfc7cn=/Hl*^$-f. (2) X. Y:iS^nztmmB 
tlTV^^ C 5 ~ 1 0 (D^h L < ft-^^^m^-efc^o ) 

(2) ^nit>(DmT^:^'^. *5J:t>* 

(3) -^tL^p^^^-r^CRFg^fls^^J/L^IJicMi-^o 

::/^/K •^>'^/K ^=3s^i^/K ^T^f-zK ;a-^f^>'^S*5j;t)?^tbb<^^'l4#: 
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wo 02/053565 ' PCT/JPOl/11581 

I 

t 

I. 

•/5'/K ^^^^/^> ^^^^/K ^^^/K y^/K T^'v^/K 

r 

10 "T'n'tVW if^)\^. ^l/^)V^ ^-/^/K :ti5'f^/^£ 

*5^lffl*'!JT'ffiV^?)C 2~1 5Ty^<:r^/^<i:{i^ 1 ~ 3 
15 i-^^^/K :7°D l:f>'K ^^'^^/K ^^iX/K ^t/^/k 

25 :/nt:VK ^:/5^>'^^ ■^t'^/K 
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wo 02/053565 PCT/JPOl/1 1581 

T'n tVW ^^'^/K ^'Sf^v'/K ^7''5^>'K :t^^>'K 

I 

*?^i^l^t^'•effiV^5C 1~4T/V=3d{^>>/ (Cl~4) T/^'^/^i;{t^ 
15 it*-t"5o 

*P>giB*4'-CfflV>S C 3 ~ 1 0 <^^^t> t < C 3 ~ 
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wo 02/053565 PCT/JPOl/11581 

{ 

I 

I, ■ 

. ■ ' . ' ' ' ', 

t 

I 

10 y^ n^yry^ y^ u^^±y^ y^ u^y^ya^y^ y^ Tp^^-^-y^r. 
y, ^y-^y, ^.y^yy^ ^yfy^ -^y^yy, r^^yy^ ^zf^yy^ 
k y^'u^y-^yy^ Ay^y^ /"^^t: y^^^yfy. v-Vf^ K^•:^7 

1.1 

^yy. >-<^\2¥rnty^yy, t KnrXWi^, t Fp^t^^? W 
y, ifv'iJ'P [3. ,1. 1] — 

15 7is:PjjNB*'t'T'fflvN6 c 5 ~ 1 0 (D^gi'ij L < i±-m^^mmat. C 5 ~ 

^fPLfct>©/S.5-^^ti'5e m^it. y^a^y-^y, y^u^^-fy^ y^ 
xi-^zf^y^ y^ vi-^yy-y^ v'^p^^-t>'^ y^xi^-ffy^ y^xi^ 
y^y'zxLy^ y^xi^^^-y:x,y, y^ xi^-:f^yzcy, ^y^y^ ^y^ 

20 yy^ Ayfy. -ry^yy. T>^yy^ t Y^^^y^yy^ yy'^y. 
t Yxi^y^y^ -r h7k Yxi-^y ^yy^ /n"— t Kp•^7^^'>'^ 
-t YxiT:^yy^mi)^mih^^o 
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wo 02/053565 PCT/JPOl/11581 

li^^HllT-^-^W-ra 5~6M©^^SJ-fix l~2fil(Z)^mJl^-s 1 
t°u-/K H^^y-/K fe-yv^^-. t'yv'^'s h'V^i^'^. 

' cf y i:;^ y ^ ^ yy V ^ ^ y y ^x 

yyv?^^. f^yv^:/, t Kn t-y ^v^y, t Kp t-y i?;'v^i^x V? 
t Fny7>'s T b7t Kn7 7^. -r h 7 t Kn t°7>, v^t Kn^:^7. 
15 =^y. X ^7t: Kn^:t:7a.V, x h 7 t Kn ^T-f ^>^:!j^y:^x 

20 3 ~ 1 0 m<^¥st> t < nr^^mmsT y 

BUlE Lfd 1 ~ Am(OmMW^=i-. 1 ~ 2 <t tJ«/* fdfll ~ 2 

fHoa^if^^^^^-r^ 3-1 0*O^^t>b<{i-^^^*^Ty-/^i: 
LTfix t:°a— ^ 5 iJ'V'— /K t:°7>^-;K hyTy'-/K Tb7y— 

25 t'yv'^s t:'7i?:/. t°y^i;'>', fy>5^v^^. r-^^t-^-. v'r-^t'^. 
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wo 02/053565 PCT/JPOl/11581 

I 

r 

^^i-V-TZ^y, :t^i-'^\i'y. ^^i^v^Tif t-^-, ^TV—zK 4y^T 

^yy:/. -fy^yy^-s ^yyv^:/s ly^j'yv^:/. -ty^yv^^^ =3ry^ 

t°nyy, t-nyv^y. -f^yy^yy. ^^^'y^yv^y. f^yyy, 
fyy^yv^y^ hyr/yy^ h y ry^y v'y. x hyy'y y^ x hy>^y 

15 v^y. t'^yv'y, f-iyv^y, v^t Knt°yv?y, T^h^t Kafyi^y, 
i:;?t Kn t"7v>y. -r hy t Kd t°7vi^y, v?t Kn t°y ^ v^i^s xb^t 
Knt°y ^v'y, t Knt°y ^v^y, v't KDt°yy^v>y, r hy t K 
nt'yi^'v'y, /^°w_t Knt°y i5^i>y, v?t KaT-^tV, xVytKnT 
ift°y, /-?-t KnT-^fy, v^t Knv?T-^t'y, xhyt Fov^T-^f 

20 y. /-^"-t Knv^Tift°y, jt^^rv^yy. ;^^-fe^5'y, v^t Knyyy, x 
byt Kayyy^ v't Kta t'^ X hy t Ko tf^yx v^t Ka;^ds^-fe 
t°:/s xhyt YxJir^^Mv. /N'-fc KD^^'^E^-fef y, ^^Ty^s ^^iJ' 
y, Ko^;ry3iy, xhyt Kci^:?hy^>'x v^t: Kn^r-^y (v^ 
tKo^:rfyy) > -r by t Kn9=-T^y (x b y t Kn^:tfc'y y) . 

25 v^t Kp^^t'y, xbyt Kp^^fy, t Kn^^t'^^x ir^'^V 
yy (i^^t Kn;^-^-y-y'-/W s :^=3rf-i/y v>y (x hy t Kp;^=¥-y-y^- 
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wo 02/053565 , PCT/JPOl/11581 

1 

! 

I 

■ ■ . I, 

5 y y'-zk. ^ zkjj^ y ^;t^/v/jN' ,y ^ k y ^ y > k y 

I I 

10 yyy. x by t fp'^/ y ^'^-t KP^r/ y v^t Kp-fy^^y y 
X fy't kp-t y=^y y ^'n, ^^—^ kp-t y^y y >'^ Kpy^^^^ 

=3rf-y ^> Kp^y =^f-y V, /^-t KP^^ry =3rf-y v^t Kp 

15 ^•f-/^)v^ 1 Kp^-^>^y y-x '^-^-t Kp=¥-^y~y v?tKPi/ 
^y y -r i>7 1 KPi/vy y t KPi^i^y y i^t kp^^/ 

y;d-^f;y— t Kp-^:yy;^=^f-y^— /K v^t Kp^:/^/^Ty— 

n^yy^^^y-zK i>;t=3{^y7^^x t?;t^lJ->> v^>^i^v?>'> 
20 f-'i'yiJ'V, yp-^y, ^ yy p-^y^^jis^tf b^5c 

fcfi 1 ~ 2^@<^?5itm^-=gr^^-f 5 3-15 M<^¥^*i b < fir^^ltmm 

a^M^^-^^i"^ 3-15 Mo^^t) t < (in^^mm^T y -zk> ^ fc 

MS U/c 1 ~ 4 j61(^g^Jf.i^, 1 ~ 2 ilc>^^JI^*3 J: T>V* fcfl 1 ~ 2 
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wo 02/053565 ' PCT/JPOl/11581 

■' ' ■ ' I, ' 

y-;w. 'f-Ti;^ry-7K ^^-tv^^^s f-n^r^J'y. ^^r-tft^v^ ^tv^t 

r 

f-y^-s ^-ti^y ^-x v':/yy^>. ^^y;a-^i^y-;K -<:/y^=3r1^v'T 
y-/K --^^/y^Ty— /K ^^y-r^^^y-^K ^:^yTift'^^, ^^^y 
i;fT-^t'>',,,,^^y hyry-zK ^>'y;t'3ef-iffi^, ^vy;^^f-v'T 

15 -<^-y7^if>'^^>55^if fc^Sc 

SulB L fcl ~ 4 ^ o^mUd^. 1 ~ 2 J; TJ«/* fc 1 ~ 2 

igi<^aMi^^^^^i"^ 3~1 5A©^^tjL<fi-S^^m^Ty-/K^ 

20 t°7yyv^>', hyryy^-x hyryy v=>', h^yy^-. r h^yy 

v^^-, fc'^y V?:/, k-^^^v^^^x v^t t°y i?^, t b 9 t Kp t:°y v>:/, 

Kp t:°y ^ t;?^, /"?-t Kp t°y ^ v^^x v=t Kp fc°y iJ^'v^^^x T h 7 t K 
Pt-yyv^^-, yN°-t KPl^y iJ^v^^^x v^t KPTift'^-, T^hyt KpT 
25 -^tf^^x y'<'-h KPT-^f^'s v^k KPt^T-^f^', h7t KPi>T-^k' 
t KPv>T-^~t°>. ;^=3rv'7>'x v>tKpy^:/x X 



23 



wo 02/053565 PCT/JPOl/1 1581 

;v) , KP'i'y;j^^i^y-/K T h7t Kp-y y;t=^i^^/-''K^^f- 
I 

I > ' 

y^Ty-7K ^/i^/j^y:/. ^:^^;^7}n y -f>'Fyv. -fy^vFy^-s. 
v't Fn^^'/y y t FP'<:>^l/y7:/^ v't Fn-^ y^^^y 7 

-<yyf-:t-y:^>'. Fn-f y^yyf^:^y^^> t Fn^y^>ry 

y y T by t Fp=^y y ^-^-t Fn=^y y y-x v>t Fo-f'y'^y y 
X h7 1 Fn-f y^y y Fn^ y=3?^/ y ^x v^t Fny^y 

v'y. X hy t FpyiJ'^v^ys /N'-t Fny^y v^^s iyt Fn-^y^^y 

v^y. T- by t Fnf-yf^y v?yx >-?-t F^•:^yf■y v?yx i^tFn=3{^y 
20 =¥-y- y yx T h 7 t Fn^y^ri^y /-^-t Fn^^^y dj^f-y i^fc Kp 

^^rf-yyy. T'hyt Fa^-f/yy> /-^"—t F^^-^y^y^N v^t Fo^y 
yyyyx fy t Fn-yyy y y, /-^-t Faixyy y y. i;?fc Fn-<y 

/K Ft^^yy^ry—^K v^t Fci-^yyv ^i^'V'— /K t f 

25 n^yy-T ^i5^>^— /K v^k Fn^yi^T-^fys r h y t Fn^yyT"^' 
fy, i?t FP-<yyv^T-^t•y^ hyt Fn^y^^v^TifbV. -yt: F 
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wo 02/053565 PCT/JPOl/1 1 581 

I 

\ 

m^Ltc 1 ~ 4 #<^^*1^^ . 1 ~ 2 B(7)m^M'¥-^XXf/t. fdfi 1 ~ 2 

, LXit. t°D -/K ^ yy-/K y-/K h y ry^-zK Th^y— 
/K fyi;?:/, bf^v^^^ t°];5:v?>', t°y^5'^v?v, T-^t°>'. v^T-^f>', 

15 ^^^s^f-v'Tv?:/. :^:3rf-^'t'>. :t=¥f-v'Tif t"^', ^Ty-/K -iV^T 
y-/K ^Tv^Ty-/K '^T-Jl^. ^rV'T-JV. i'Tiih'y, 'fT-JT 
ift°>', -f^K-/K ^y-^:/K— /K ^:/Kyi>:/. -<:yy:7 7>'^ ^y 

20 y :/s ^•^yy>'^ v-^^yy^s ^yy:t^-^y—/i-. ^yy:i-^-f-i^Ty~ 

WKomnm^F^t^-t^ 5 ~ i oMf^¥st> u < it-m^^mmr y 
y^/. ^5i5^yyv^>. t'^yy^^. t'^yy^y^^. hyryy^/. hyr 
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wo 02/053565 PCT/JPOl/11581 

i'' 

' ' • .' I. ■ 

v^^' V'^i^y. x>7t: Kt3t°y ^v^>'. /^°-t: Kpt°y 5: ' 

■ , ■ • 'I 

I I 

I 

k Kn;4-=ari^y^/W) . :t^-fyVi^y h ^ k KD;^-^f-y-yW) , 
k KP^y:t■'^1^y^>^,■■r h7k Ka^ y::e-df1^y-/K :^^f-i^Ti^y 

15 f-i^^ry'— ^ ^^T^y^- (v=k Kn^^ry-ryv) , 5=-Ty'yv=v (7" b 

7k KPf-ry-zv) , v?k KP-r y^rv'-zK -rhykKP^y^ry 

-/K ^^^^ y =f-^=^)vit^ y V. ^ Ky y-f ^ k y >'^ v'k k 

p^:/y:77>^ t Kp^:/y'7 7>s v^k Kp^ y^^-^y 7 ^"^ 
— k kp^ y-<>'yy7>'> v'k FP'^>'yf^;t7 3^y> k fp^>'>' 
20 ^;^ycn.>, Fp^f y-^>^y'^:^:7 3:v, k fp-t y^y/'^^^^'y 

oi^^, i^k Fn^:^c$^V-yK ^^°-k Fp^^^^V^K v?k FP=^y y 
T h7k Kp=3^y y /-?-k FP^y y :/^ v^k Fp-f y^/ y >x y-\ 

7kFp-^y^yy^. />°-k Fp-ry^y y i?kFP7^7v^>\ x 

h7k Fny^$'7v^>'> ^-^-k FP7i5'7v^:/, v^k FPf-yf-y v^:/> ^ 
25 hyk Fn-t->^^y v':/x /-^--k FP-:^y5^y v^^/, v^k Fp^^e^/ =3rf-y 

T hyk FP'^y^r.-y-y y> /"^'-k fp^/ =3r-y-y v'k Fp^-f/y 
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wo 02/053565 PCT/JPOl/11581 



•5 ^y'ir^Vyy. -Ji^^'^y. V'ir^'^V'y, -Jis-^^^y^^y'. 

^xi-rry, ^ n-^ynmt^m-fhh.^. 

r > 

f 

I ''I 

^ V ^-f tb<^M-^-^T ^5 o T t> ^ V \ 

(iii) X:^ J;t>'Y;5S^mM^T'fe t) x Uia j:t/W:a5^^m^*fcfSgm>!E^^T 

(y)xisxx:^Ytmmm^xh^. zisxxmtmmm'f-xh^ . u*5c=o 
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wo 02/053565 , PCT/JPOl/11581 

i 

■ ' ■ . I, . 

(i-2) X s / Z^^^tJ^wi^^mW>^. Y:io J; D«u ^^M^m^X^h ^B^'t, 

(i-3) X. z;, v^'^x^tmmm'^. Yiimmm'^xh^m^^,^^ 

" ' ' ' . 

(iii-i)x. Yidx.nzimmm'^s vi6xxj^wf)mmm^x^^^^'^^^ 
(m-2)x. Y. 'zii^mtmMm^. wtmrnrn'T-xh^m^^. 
10 (iv-i)x. Y*3 4:T>:w;65,j^^ii-^^s zi)mm^'f: uummm^xh^m-^-^. 

(iv.2)x. Yisiixmt^^mmf: ztmmm'f-. u-d^mmm^xhu^^^. 

(iv.2)X. Y43j;tAViaSj^^M-?s Z;i>SM^if^, U«^m-?T'Jfe5a-a^iirx 
(v-i)x*Diu^YyOS;^^jg-:j^-efc«9. z*3j:t;w/65^*J^^-efoi9s ud^c = 
15 oT-fesM-a-^; ' ' • 

(v-2) X*;ctt;«Y;^S^*m^T*fe «9 . Z *3 JlT^W^mil^T-fc "9 > U^)^C = 

Tf*£;^TO-^5S: ( I - i ) — JIS5^ ( I -xxvi) XTf^^ fl^hOtWifh 
20 fi^o 
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O (l-xv|) 





,r2 (l-xviii) 




r2 (l-xix) 




b ('-»<) 
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wo 02/053565 



PCT/JPOl/11581 




( I - i ) - — ( I -xxvi) -(:^^^^^mmit^<^^. 
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wo 02/053565 PCT/JPO 1/1 1581 

I 

I , 

I 




(A-l) (A-2) (A.3) (A-4) 




(A-5) (A-6) (A-7) (A-8) 



10 (S^cfs G(10, S^fc(iNH^^^L. R^"{*C l~4T/l-=^;K Cl~4 

(i) l~5i®(7)R^^-t:■tt^$HTV^5*='t>L< (t^Si^c^C 1 ~ 8 T/W^/Vs 

(ii) 1 ~ 5 © R ^ " -egl^ $ tlT V ^ ;5 L < {1M®^<^ C 2 ~ 8 T 
15 /Vs 

(iii) l~5#lOR'^T'ttl^$^XV^?);^^tiL< (^^g^(DC 2~8Tyl-:3r:^ 

(iv) NR^R\ 

31 



wo 02/053565 ' , . PCT/JPOl/11581 

i 

■ ' . , I, 

(v) oR\ ,■ ' '', , •, ; ■ ' / , " • , , 

(vi) l~.5M<?:^R''•^'gi^$tlrv^S;6^ti U< (iMm<^c 3-1 5(7)^^ 

i 

(a) R * (i) TK^.i^^T- h^sR^t^ in) 1 ~ 5 R ^ ' T'S^ $ tlT V ^ -5 t> 
10 L<ltilSi^©C 1~1 5T/^=3r>K (iii> 1 —5 ^i(DR ^ 'T'®^^$^LTV^5 

^=>t)U< f^iiei^(D C 2 ~ 1 5 7T^^<^^/V.. (iv) i~5f@(DRi^-eg^^;H 

x\^^t^i>L<nmm^oc2^i st/w^^/k (v) i~5ti<^R''T®j^ 

fc H (vi) 1 ~ 5 (b' R ^ « -cgm ^ t^T V ^ ;5 t> b < (i^igmo 1 ~ 4 j@ CO ^ 
3-1 5*©^mt>b<(ir^^^mSTfc5:&\ *fc« 

(b) R''^5.(ii) l-5^i|(DR^'-Cgm$i^TV^6^^t>L.< (l^g^(^C 1-1 
5T/^=¥/K (iii) l~5^(^R''-e»^^$tbTV^S;^)^^L<^ilS*^^OC2 
-1 ST/V-irr^/K (iv) 1 — 5ffi<7)R^^Tfi|^^tLTV^5/5^t5L<{iMg*^ 

20 <^C 2 - 1 5 Tyl/=3e::i/K %tL\t(y-\) C 3 - 6 (D^^(DiafP^^^-efe "9 > 
R^t^Cn) 1 — 5ffl(7)Ri'Tff^$tbTV^;5;0^'b t< {4iltt^(^C 1 -1 5 

(ui) l-5ililOR^'-trgm^;n.TV^;5/5^t)L.<ftilft^OC2-l 5 7/^<5^ 

25 (iv) l~5#l<Z)R^^T?g^$tlTV>5ii^t> L< ttilg^©C 2-1 5 TyW=3f 
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wo 02/053565 / PCT/JPOl/11581 

I 

' ' • , I • 

(vi) 1 ~ 5^(DR,^'«T'Sm^HTV^6^^t> L< fiiEg^O 1 ~4#©M*E 

mW^O l—4fl0^^m^. 1 ~ 2 J;t>V*^W: 1 ~ 2^(7? 

^i^^ir^-^-^-^^-f'^ 3~1 5M<^¥S^JL<^*-^^C1i»m^^::Jb^V^T. iM 

10 ~5^(7)R'^TtM^^tLTV^S/{i>^>b<fi^igi^«0^ 

o 

-A M' 

ftp 

V ❖ Q Q 0 0 0 

I I I I I I I 

0 0 0 0 0 0 

1 .1 I I I I 
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wo 02/053565 PCT/JPOl/11581 

, I 

r 

1$: (R. Sft:. a. ai-t-Vf-:^-^-. v^T;^-r V;^-^-) , . 

(D. L. .d. Ifls. +. -fls) > i^n-^h^77^-i> 

15 So 

^^^})-^m (z&y^i^^ -^MJi^A^) (Dm.s t/^:^]) ±m^m {loji^^y^ 
^fc^4i^^:^^ Ml 7/^:^0 fL^:^:^ 'm^m'^s ^y^^'^WM.. 
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wo 02/053565 PCT/JPOl/llSSl 

(A) -m^ (I) ,4'. R^;0^iOH-efci9. ;6^oR2jaj:t>^R34j(-oH. i/T 

10 -m^ (I -A) ' ■ 



OH 




(I-A) 



15 iji^'fb'a^ifefis -m:^ (n-1) 
-^^ (m-1) 
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wo 02/053565 



PCT/JPOl/11581 




(HI-l) 



±u-m^ (n) f-m^ (m) x^7f^^ti^it^m(D^}i^^it^A^vhV), m 

(B) (I) 4^^ R^fiOH^StJ^-fs ;6^oi/Ty. =n-gr'^ 

•a-ti. o*t)-^^ (I -B) 



pl-a 




a-B) 



=N-oR^^yt^*^Hb<^^Wi-^s^ fei-a^c 3~i o<^^mt)t< 

20 l~4^(^^^mi=-. l~2j@(^il^J!^^*3J;TJ5/*fc« 
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wo 02/053565 PCT/JPOl/11581 

1-2 momnm'f-^ti^-t^^ 3 ~ i o Romm t> t < n-^^^mm\tm 
VTj^^Mit^mx (IV) 




5 i^fp. Xity^n^ym^^^t>L. ^<Di^(DU^ltms,tmCM^^^i^ 

■to ) ' • • ' 

X-^^tlbit^^t^ (V-l) 

^;b^>itv\ ) 
15 ^fcfi-^^ (V-2) 

pi-Bc ^2) 

l~2i®(73ig^ig^:Jb^J:r>V*fc{i l~2§I(^fii^ltl^^^^-a^t-^ 3 
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wo 02/053565 , PCT/JPOl/11581 

1 

' ' • I, 

±IB-^^> (iv) ' b - ( V - 1 ) x^w^f\.^ i\:^'^(D^Z WJk^ -e fc 

±IB-^^ (IV) « (V-2) -e^'^ixS^b-^tiO^^&fi^J^^tffc 

I I 

(I-B) X-7fi^f\.^\\:.^m^. R^-'';6Si~2ji<DOR'* 
-^^ (I -B-.l) 



15 




{^^. R^-'-^is l~2#l<^OR'*;fo^iCONR^R^■C'g^^$n■CV^;5 

^$tis^b'a^i^(i> -is:^ (I-B- 2) 
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wo 02/053565 i' PCT/JPO 1/1 1581 




■ I- ' ' 

5 X-R^-"-2" ,.(vi) 

(^f ^ R:^'-^^2{j.^ (i) C 1 ~ 1 0T/^=3rvK (ii) C 2~ 1 0 T^\^^=^/^. 
(iii)C 2~1 OT/I^^^/K (iv) 1 ~ 5 {@©R ^ «-eg^$tLTV^6;^l^t3 L < 
fiilgm<7) C 3, 1. 5 ^> b < ~ m^^*^^ (v) 1 ~ 5 #1 © R ' « T'ffi 

10 jb^J:t//*fcfil.~2ffi(D^iSMiIi^^-^W-r^ 3-1 5M<^¥m'bL<{i- 

©C3~l 0(D#^tit<{^-^^J^*S> i3J;tJ«l~5ji<Z)R^«T'®^$ 

tix\^^^t>h t < {iMg^^<^ 1 ~ 4 m(D^mm^. i ~ 2 i@(D^*ig^^*5 j: 

•to ) x^TT^^fi^it-^Si^tRiii^^^^tK fc^v^«-^^ (vn) 

HNR^R^° (Vn) 

J^; $-1^ 6 r i J; !9 Mit1-6 r i: -e^ So 
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I 

. ^^V^T. -7 8~5 0t:-CfTVit3tl5„ . ' 

-1^^ (i-B-2) -r**$ti.^^l:;^fe(^315c^J^?^©-;-^5C (VI) T'^, 

So 

(I-B-2) X*7^^tl^it-^!^(Dm7uR!i^-"^(D-m^ (VH) "C^ 

ywK -<yyD^^Vw^^) 0~l 0 orT'tr^^tp^L-So 
10 tfc. (I-B) Ri>&SNR^R^T'fo>9> "R^*3<J;tJ«R';65-^^. 

-etl^SlAlLT. l~5^@<7)R^'-Trg^$tt-CV^S/6^tiL< tt^S^COC 1 ~. 
IbT^V^JV-^h^. ;J)^OR2joj;0R3 4'(-OH. VT/^ =N-OR''* 
fcfi-^tLb^-^^i-^S^^^^'^iVMtl'a'i^^ -f->it^*5-^^ (I-B- 3) 




(I-B-3) 



15 (^f> R^''-^*3j;t;«R = ''-^fi^tLm3A^b-C. l~5ffl<DR^'T*Sm 
HtilBi:lllCS*<lr^^-ro ) T'^$^Mb-a^^^«^ fiATO^J^^xa^ (1) 



40 



wo 02/053565 



PCT/JPOl/11581 




a-B-7) 




(I-B-6) 



5b^ 




(I-B.3) 



>4b-3 




(I-B-S) 




(I-B^) 



10 
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-^^ (I-By?),!^. 01-2) ,, 



V (n-2) 



(ni-2) , , 




(n-2) t-^^ (ni-2) T'^$ttS^b^i^(75SJ^?tt<i^^T- 

15 ^mmm (y'hy^hr^yyym) t^ (y Av?^ y^^n tVUT ^ 

K^) ^^V^T. - 1 0-5 Ot:TtT?i^^ti^c 
(C) -m^ (I) R2*3J:tJ«R';6S*^i-S'f's < ij@;65oH 



42 
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a-Q 



5 -To ) X'TT^^ti^ih^mit. (l-B) X-Tf^i^fi^it^m^s R^^X 

I 

mx-h^it-^m. i-^J:t>ib-^^ (I-B-8) 




(^q^. Z'>-\ U''-«*3j:t)«R'-''-^ upturn. Z. UjtJitJ^R'irlllC 

X^mmt^::-ti!>^X*^^o 
15 ^/K ^J'Da^/^i:^^) f> /^-f^^ (H:^{1^/}^1>^^) ^ffiV^T. -8 0"C 
(D) -IS^ (I) ft^s R\ R'fc^J;t>*R';?i5*:bi-Sf1^x ^j>'tt< irtilii:^^ 

=N-oR'*fc«=N-oR^^ ^t^-t s s^si^-r^b^^s 0 -is:^ 



43 



wo 02/053565 ■ , PCT/JPOl/11581 




I 

(1) -m^ (i -B) x^T^^H^it^m^. .R\ R'*3J:T>'R';65*fei-S 
jb^^s •fi^.e^fe-^^ (I -B-9) 



10 




*5J;tJ«R'<klllCE*^S:b-t-o fcfzVR'-''-\ Z"-^^ U''-^*5J:W- 
"-^^S^^tJ-rSl^s ^}>?'^< <bt>i1S{t-CH (O-C l~4T;^=3r;^) 2=^-a 

tat 

(2) (1-B) T'^$^5'fk'a'tl^'> R'-'-i!)^OH^^^ir^mXh 

i>L<it-m^ (i-c) T'^$Hsfk^ti> •f-fib-h-'m^ 

44 



wo 02/053565 ' PCT/JPOl/1 1581 

t 

■ ' . , I . 

I 

(I - B- 1 0,) • . I ' , . , , ■ ; 




15 :^J:t>tl^o 

N-0-R% t^httHzN-O-R^^ffiVNT. 0~ 5 O'CT-firJ^^t^tb^. 
(E) (I) 'f> R\ R'*5J;t/R^;is^t>t-S4'> (i^-^£<fhimn 

20 (I-E) 



45 



wo 02/053565 
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R 



e 



a-E) 



5 BulSirl^CS^^^^-To ) T^$^^^b^i^f^^ (l-D) -c^^ 

oH^-^^-r^m^mt>ir^t^m. ^-^^-^^ (i-d-d 



(^4^. R^-^-\ Z^-\ U'-^to^XJ^R^-^-^ns ^ifl'etlRK z. u 
^y7^;uii^:^m^i^m. tfciliif'Dndf^M; ^5^^^7^5"/^#^^V^T^ 0 

*fc. (IV) X7fi-^^M\:^m\-t. (I -A) -e^^ti.^'fli 




R 
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wo 02/053565 PCT/JPOl/1 1 581 

! 

f 

^(Di^om^mnx-h^-^^ (n) . (m) s (V) . (VI) *5 j;t>* (vn) 



H 



5 




Tf^^fi^it^mi-i. (vm) 

o 

NCY^R2-a (VIII) 

I 

f 

|S$;^^TV^So *fc. (VI) T'^^tb6{l::-a'^fei<^5 i-v-r/- 

1- (2 -7? ^/l'-4-;'< hdfV7:t^/W)7"n/-^:/- 2-::a->'fi.Biooi:ganic 
15 &Med. Chem., £, 181-189 (2000) (C|B^$ttTV^6o 
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wo 02/053565 PCT/JPO 1/1 1581 

I 

■ ' . I, . 

, , ^ ■ .'. t . ■ , . 

5 ^^g^'fl:'^t)^l> 3. 1 6*5iX)^3 Omg/k g^-^Ufc^ y 

m2\%. ^m^it'kl'^^l. 3^ 1 0*5Ji-af3 Omg/k gfe-^bfc7 5/ 

I 

r 

1 , I 

(1) >^,-rVxV^i5^Tiyfe^ 

mmm 

15 t h c R F #: 1 m.mmm.m^w mmt c h o - k. i mm ^ = ^ 

P B S -t- 2 Illicit tfc^. 7jc?^ tfc/'^'l' ^^xV y±^mMV0. 
(Tris-HCl (5 0mM, p H7.0) ^ EDTA (2inM. p H8.0) . MgC 

1 2 (1 omM) ) TSi^ufcc mm\.ftmi^^f^'^>:^U(oi!rs^'j^^^~ 

20 •km^^xw^'Lfzw. 10000 g-eB'L^u. mw:^^m^\^fz.. nmxtyciiiiM^ 

^--fV i^iJ^T i/ir-f ^^:^V^fCo 
[/^^ ^/T'-f :/i5^'T y^-T] 
25 '''' I -CRF^0.5nMlC?^^;5J;9lJ:^Mi^T^>'iJ^Tyir-f^«^^-e% 
I^Ls =i^-f XLfc 1.5m 1 ^^-:/li5 0 m Ljnx.fCo ^l-ji^-ft^lR 
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wo 02/053565 i' PCT/JPO 1/1 1581 

1 

i , 

5 X-m>h Lfclk. :km^^X, 7k^^ Ufc P B s'/0.01%Triton X- 1 0 0 T 2 0 

I 

10 (2) m^k+^mmt^^iiTi^^^m • , ' 

^mX^ 5 0 cm(D^^K^ |rIC:B:$ ( 5 0 X 1 0 c m) (^2 7^©;^--^ 
:^T--t^i^ (5 0X1 0 cm) 2;$:<^^ p— XT— A (4 0 c 

15 Lfco 

M(^3 O^J^BUt-ffi'S^a^lc^^^^ (5ml/kg) <^^nS-^tfcSD 
20 Igm^H 1-2 

miis^x^2xy). ^mm(DmMm2 (7 8) (^pfb-a-^^fi. ^^*3:*3j; 
[^#] 
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wo 02/053565 PCT/JPOl/11581 

t 

I ^ . . 

I 

mB^^t^0m-^j:mmi^fc\-±mm\^^^x-h^o m^it^ ^^m. ^-^t- 
m«) X ^'it»#> MUi^mm. >m^m'^^huj^ (ptsd) . mit 
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wo 02/053565 i PCT/JPOl/11581 

' ' • .' I, 

t 

flZtK ii^s .^A-X^fcy)., lUK^lots ,liiig,50^£) lOOOm g Ofgffl-C^ 
O.lmg^O^.Pi 10 Qmg©|£iaTv 1 0 1 lEl^&^b^lal^^PiS-^ (iJ^b<tt. 

i^h^o .1 
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umm. mmmk %imk -^^wu mmk ^mu mmm , 

mw^^^. nm^i^'oms-^fi^^mmn. mMn. wxn. ^ 
-fv-n(omti3m\t. m^\t9^mm^w, 2,868,691 ^^^-an^ 3,095,355 

52 



wo 02/053565 PCT/JP01/n581 

I . . _ 

5. LTV^5„ 




10 T/^=^>^ET^ l, 2-v^p<f"/^- 4-7< v'-O'-if ^ (13.6 g) (^E 

m\:>B.m (2 0 0ml) mmK. N-^n^^^^^w^ k (n.sg) fc*i;u^2, 

2'_7'yif;^^ y;7-^p -]> y /I/ (4 9 2mg) (D>^'^i^^^JP;i. 6.5 

15 0 0ml) \mm\^. ^yT'^iti- b y (9.86 g) ^mk.. mM.x~m.mw 

^ ?V(Olo =7 J^^i' P-^ (g^^jn^/I^: n -^:^f-^= 1:6-^1 : 

4) TffiMLT. ii;^T©tltSje^^1-5#.^{b^i^ (11.78 g) =lr#fco 
20 TLC : R f 0.20 (n-^^f-:/ : |^^^^7U=9 : 1) ; 

NMR (300MHz, CDCI3): 6 7.24 (d, J = 8.0Hz, IH), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s,2H), 2.32 (s,3H)o 

##^j2 
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r • . . 

T)Vzly^^-r, ###!llT-mUfc<b'g^#) (11.7 g) (Om^=c^JV (6 0 

I 

5 ml) wmu ^m-r (2.3 g ) ^mm^^^j^nxM^.. 5 o^ct 2 m 
mmwi^fco d}^>mm\mm^i'^i^ (4 o,m 1 ), mn^. 2.5 B#^^i§$fcL. $ 

btlfc^fpir'TK 'O 0 Oml ) (^l^^SLfCo, 2 Nit^T p H 4 <!r U 

10 mm^^-t^mm^t^!^ iu.oeg) ^mc. 

T L C : R f 0.45 (n-^^'tl^ : ^M^^/^= 1 : 1 ) c 
2-^ x:i ti-4-;^ h^iy^^o^B: 



15 




3-^DP-4-7'n^T^y— /^(2.14g)©il7Kr f7t Ki377:/(1 

(6.5m 1 ) ^iR^^iTu 3 o^^mmwLtco Rmu^m^. ^t^^^vv-c 

y^u\fjU (2.3ml) ^JjlTU -7 8'C-e2^^^t#Ufc, 
:$::^7KTa^l^U ilTKift^-^-hy mnLfc. #btlfc@#:^ 
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wo 02/053565 PCT/JPO 1/1 1581 



mm^^'^umit^'^ (6 s img) ^ntzo 

TLG : R''f' 0.55' (il'fb>{^l/>' : l 9 : 1) ; i 

NMR(300MHz, CDCy ' : 8 7.22 (d, J = 8.4Hz, IH), ,6.93 (d, J = 2.4Hz, IH), 6.86 
5 (dd, J = 8.4,2.4HzUH),3.79(s,3H)„ 

I ' * , ' 

I 

.,1 

4- (2-i^Pi?-,4-.?« h=3riX7^:=i/^) -5-^-^/1^4 y^i-y—Jl^ 




H3CO 



10 #%^fi|3T-^itLfdb'a-tl (6 4 4mg) . 4 - 3 - K- 5 ^/U-f y 
=¥f-y-7l- ( 6 5 8 m g ) . :iSXZJ^Mm:^mi-h}} ^J>> (7 9 Img) (Dv' 
7< hdriXzc^;/ (2.5m 1 ) /yk (2.5m 1) h y h V y 

/^7^^;^7^•y/^°7v^^i^ (3 6mg) ^JP;t^ 8 Ot:Tl 6^TO#L;rCo 

^^f-V : i^^ai^7W= 19 : 1-»1 5 : 1) -e^tiSt^ UTO^^m^.^^ 

-r^ti^M^b-a^^ (6 3 7mg) ^mtc. 

T L C : R f 0.44 in-^^-^y : i^^:nf-/^= 3:1) ; 
20 NMR(300MHz, CDCI3) : 6 8.29 (brs, IH), 7.16 (d, J = 8.4Hz, IH), 7.04 (d, J = 
2.4Hz, IH), 6.87 (dd, J = 8.4, 2.4Hz, IH), 3.84 (s, 3H), 2.41 (brs, 3H)c 
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#%^j4T'S^itLfc'fb'a'#I (6 2 3mg) (D/^y-/l^ (2.8m 1 ) ^^StZls 
5 \.5Mi- hU A;^ h v' K/^ (2.8m 1 ) ^Mx., m^X^ 4 ^ 

(lOml ; 1/1) T'?5fc?^Lfc„ TKSt- 4 N:^^ "( 1 m 1 ) ^Mx.X. . 

10 OT(^^tt*t^^t-^^jS^k^i^ (4 9 7mg) ^ntCo 
TLC : R f 0.13 (n-^^i^-^ : glF^^^/^= 3 : 1) ; 
NMR (300MHz, CDCI3) : 8 7.38 (d, J = 8.4Hz, IH), 7.00 (d, J = 2.4Hz, IH), 6.89 
(dd, J = 8.4, 2.4Hz, IH), 5.11 (s, IH), 3.83 (s, 3H), 2.29 (s, 3H)o 

15 ##^!]6 

HN— N 




OCH3 



##f!|2-ea^3ttfc<b'^ife (8.63g) (O V;l^=r.y (200ml) Wf 
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wo 02/053565 



PCT/JP01/n581 



(8.0m 1 ) joiU^t h^yi^y • iTKfP^J (4.5m 1 ) ^m^fZo EJt^U'B'l^' 
■k 5.5 ^f^mM. L. ^ b tfco SJ^^^^^^M t. 6 

N:^i?^3jn;t. @^i?^5^/^/n-^=2rf-^ (3 0ml /3 0ml) TttWt' 

(8.38 g) ^#fCc 
TLC : R f 0.30 (iJ^Dn7j>/ki^ : jj^i^'y— yU=9 : 1) ; 
NMR (300MHz, CDCI3) : 6 7.08 (d, J = 8.0Hz, IH), 6.84 (d, J = 2.5Hz, IH), 6.77 
(dd, J = 8.0, 2.5Hz, IH), 4.10 (br s, 3H), 3.83 (s, 3H). 2.18 (s, 3H), 2.07 (s, 3H)o 

10 . , • 

-6, 7-i>t Kn-5H-v'j^n^>'i5' [d] f^V^n [l, 5- a] f 



6 -C^jt t fc jk^^l^ ( 5 0 0 m g ) <D@^Pt (3ml) Wm^. 
x^^^'^ -t)jVi!ts:y^aL=}-)V:x.7.=T)V (0.40m 1 ) ^Mtl. 3 BtPH^at 

iJSbfCo ^f&^^^^S^aiJli^SPmx S^^ni^yU^-^/U/n ^^^^ (10 

ml ; 2 : 1) ^;!]P;ifc„ ^ff tH Lfcl^H^B^^^ v^o^^^/V^-x/^/n - 
20 --^1^:/ (1 0ml ; 2 : 1) T'dfe^U. $!;MLT> 
tlM^b-a-tl (4 8 0mg) ^#fCc 



OH 




15 



OCH3 
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■' ' ■ I, ' 

T L C : R f 0,47 x^ui^'juA : ^ ^ y^jV=9 : 1 ) ; 
NMR(3001)pz, DMSb-dfi) : 8 11.90.(br s, IH), 7.10 (d, J = 8.0Hz, IH), 6.93 (d, J 
= 3.0Hz, HI), ,6.83 (dd, J =, 8.0, 3;0Hz, IH), 3.78 (s, 3H), 2.81 (t, J = |5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (ni, 2H)o 

I ( 

8-i^PD-2-p<^;^-3- (2-^^/1^-4-^ -6, 
7 [d] fyi/P ,[1, 5-a] 

! 



CI 




mMmi-Vm^i^tzit^!^ (4 0 Omg) (D (4ml) 

y (0.60m 1 ) isXXfi^^i='/i^T=^ ]) V (0.25m 1 ) SrSBx.. 1 

•a-tl (4 1 Img) ^Wco 

T L C : R f 0.52 {n-^^-^iy : B^^'^^^= 1:1) ; 
20 NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.5Hz, IH), 6.88 (d, J = 2.5Hz, IH), 6.81 
(dd, J = 8.5, 2.5Hz, IH), 3.83 (s, 3H), 3.09-3.00 (ra, 4H),.2.40 (s, 3H) , 2.23 (m, 2H), 

58 
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I' 

2.15(s,3H)o , . • 

■ 5 ^yyz^=.jV) -6, 7-v=t: Ko-SH-iX^n-^^iJ^ [d] t'yy'p [I, 
5- a] fy ^v?:/ 




OCH3 



7 -eMit Lfcfk-^tl (150mg).*5j:t)^^3 — <^^/UT $ V (0.6 

m 1 ) (om^m^ 14 0 1 Bt^i^i^ Lfco i^y 

10 ^/KO;^7 7A^ D-v f^y^-f- : n-^^f-:y=l : 3) 1? 

ffiMLT. ^TOJ^M*^1-5tiM^b^tJ (16 9ing) ^#fCo 
TLC : R f 0.57 (n-^=3{^1^y : i^^J^^/^= 1 : 1) ; 
NMR(300MHz, CDCI3) : 5 7.15 (d, J = 8.5Hz, IH), 6.85 (d, J = 3.0Hz, IH), 6.78 
(dd, J = 8.5, 3.0Hz, IH), 6.21 (d, J = 10.5Hz, IH), 3.82 (s, 3H), 3.81 (m, IH), 3.08 (t, 

15 J = 7.0Hz, 2H), 2.89 (t, J = 8.OH2, 2H), 2.30 (s, 3H), 2. 19 (s, 3H), 2. 14 (m, 2H), 1.69 
(m4H), 1.02(in,6H)„ 

lljfe#y 2 ( 1 ) -^2 (3 6 5) 

1, 2-v'p{^/V-4-^ h=¥i/-<i/-fe'>'©ft^l9};i^ +B^i-5<b^ife^ 
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wo 02/053565 , PCT/JP01/n581 

I. ■ 

I 

(1)' , ,• , , 

10 8- (N-:3^^/k^N-n-:/^/^7^y) - 2-;>{ h^i/7«^/^-3- (2 
-T^^^V'T^'-;^ -6, y-v't Kn- 5H-iX^ n^y 

iJ' [d] f^i^n [1, 5-a] t'y^v?^^ 




OCH3 



TLC : R f 0.43 (n-^'3ef->' : @^i^jif-;U=2 : 1) ; 
1 5 NM R (300MHz, CDCI3) : 6 7.22 (d, J = 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89(t, J = 7.2H2.3H)o 

20 
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I 

8- (N-'ybfcVl^-N- (2-t Kn^v-^f^yi^') T^/) -2-7«f-/^ 
i^^tt^^^'^ [d} f^y.D [1, 5- a] f'y 




OCH3 



TLC : R f 0.80 (n-^^1^:/ : @^ig:3c^/U= 1 : 1) ; 
NMR (SOOMH?, CDCI3) : 6 7.14 (d, J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz, 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2 H), 2.98 (t, J = 7.2Hz, 2 H), 2.92 ^t, J = 7.8Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 
10 3H),2.15(m,2H), 1.58(m,2H),0.95(t,J = 7.2Hz,3H)o 

8- (3— ^^'^/l^T^ y) -2-;^^/V'-3- ( 2 5^/1^- 4 h ^ 
v'>':t::^/l') -5, T-v^tKn-^^/ [3, 4-d] f^v'P [1, 5 
15 -a] t°y 
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PCT/JPOl/11581 




OCH3 



TLC:Rf 0.51 {n-^^-ty : 0^^=^^^= 2 : l) ; 
NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.5Hz, IH), 6.86 (d, J = 2.5Hz, IH), 6.79 
(dd, J = 8.5, 2.5Hz, IH), 6.44 ,(d, J = lO.OHz, IH), 4.32 (br s, 2H), 4.14 (br s, 2H), 
5 3.82 (s, 3H), 3.76 (m, IH), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J = 
7.0Hz, 6H)„ 

I 

mmm2 (4) 

10 ->ys:=^;V) -2, [3, 2-d] fy^P [1, 5 

-a] f y ^v^^- 




OCH3 

T L C : R f 0.40 in^^^-^y : |^i^^'3^/^= 2:1) ; 
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NMR(300MHz, CDCI3) : 8 7.15 (d, J = 8.5Hz, IH), 6.85 (d, J = 3.0Hz, IH), 6.79 ' 
(dd, J = 8.5, 3.0Hz, IH), 6.17 (d, J = lO.OHz, IH), 3.99 (m, IH), 3.82 (s, 3H), 3.36- 
3.20 (m. 4H), 2.30 (s, 3H), 2.18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J = 7.5Hz, 6H)o 



5 mMm2 (5) 



10 TLC:Rf 0.33 (n -^=^rf->' : i^^:i^^/^= 2 : 1) ; 

NMR (300MHz, CDCI3) : 6 7.15 (d, J = 8.5Hz, IH), 6.86 (d, J = 2.5Hz, IH), 6.79 
(dd, J = 8.5, 2.5Hz, IH), 6.32 (d, J = lO.OHz, IH), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, IH), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H)o 

15 

^M2 (6) 

9- (3-^^^/l-T5: /) -6-p«^/^-5- (2-^^/1^-4-^ h=3r 
i/y^=.;u) -2, 3-t>t KO-7P [3, 2-d] t'^^cz [l, 5- 
a] t-y 5v^:/ 



Z/-7a^=^M -5, 7-i^tKn-7o [3, 4-d] f^V^o [l, 5- 




OCH3 
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i 



wo 02/053565 \ PCT/JPOI/1158] 

1 • 

1 

f 




OCH3* 



TLC : Rf 0.43 (n -^dff-;x : i^^^5^V= 2 .: l) ; 

I 

NMR(300MHk CDCI3) : 5 7.31 (brs, IH), 7.12,(d, J = 8.4Hz, IH), 6.89 (d, J = 
2.7Hz, IH), 6.82, (dd, J = 8.4, 2.7Hz, IH), 4.76 (t, J = 9.0H2, 2H), 4.30 (m, IH), 3.83 
5 (s, 3H), 3.74 (t, J = P.OHz, 2H), 2.34' (s, 3H), 2. 19 (s, 3H), 1.90-1.70 (m, 4H), 1.04 (m, 
6H)o 

mmm2 c?) 

9- {S-^yt/^T^ /) -2-7^^/^-3- (2-7«^/^-4-p< V^r' 
10 i/^m^yl/) -5. 6, 7, 8 -7" h7 t Fn-t°^y'n [3, 2-b]=¥ 




OCH3 

T L C : R f 0.45 (n — ^^l^^" : @^^^^;V= 2:1) ; 
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' ' • . I. ■ 

• ■ • ' ' ' " 

NM R (300MHz, CDClj) : fii 13.04 (br s, IH), 7.91 (br s- IH), 7.15 (d, J = 8.5Hz, 
IH), 6.9^ (d^'*y = 2.5Hz, IH), 6.87 (dd, J = 8.5, 2.5Hz, IH), 5.65 (br s, IH), 3.79 (s, 
3H), 2.75 (ni, 2H),.2!58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1.64(m; 8H), 0.91 (t, 
J = 7.5Hz,6H)o ' . ' , , 

I ■ 

(8) ■ ; 

I 

6-p<5^;u-5- {2-:^=f-)V-A-:^y^l/y:r^=^)V) -9- [ (2S, 

,1 I I ' 

4R) -4-> h=3f;v'-2-p< h^iy;^^/^t°Dyi^'^^-l-^;U] -2, 
3--:;^t Kn-r7n' [3, 2-d] t°.7i^.n 5-a] $v?y 



H3CCX 



10 




TLC:Rf 0.24 (n -^^^f-^ : g|i^^^/^= 1 : 1) ; 
NMR(300MHz, DMSO-dj) : 5 7.09 (d, J = 7.5Hz, IH), 6.90 (d, J = 2.4Hz, IH), 
6.81 (dd, J = 7.5, 2.4Hz, IH), 5.07 (brs, IH), 4.66 (dt, J = 9.0, 9.0Hz, IH), 4.56 (dt, J 
= 9.0, 9.0Hz, IH), 4.24 (dd, J = 12.6, 3.6Hz, IH), 4.05 (brs, IH), 3.85 (d, J= 12.6Hz, 
15 IH), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, IH), 3.33 (dd, J = 10.2, 5.1Hz, IH). 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95(m,2H)o 

mm2 (9) 
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' 9- .(3-^:/f^/VT5:y) -6-p«^/V— 5- (2-^^/V-4-7« 
. iX7ct^7W) -2. 3-t>t: KP-t°P n [3, 2-d] \t°yyx2 [.i., 5 
-a] Ify 5:v^>' 




5 ' T L C : R f 0.37 (n -^=3r1^> : @^^^^7^= 1:1); 

NMR(300MHz, CDCI3) : 6 7.16 (d, J = 8.4Hz, IH), 6.85 (d, J = 2.7Hz, llj), 6.78 ,, . 
(dd, J = 2.7, 8.4Hz, IH), 5.86 (d, J = 10.5Hz, IH), 4.07 (ra, IH), 3.82 (s, 3H), 3.58 (t, 
J = 8.1Hz, 2H), 3.06 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m, 6H)o 

10 

M^!l2 (1 0) 

2-7^^-/1^-3- (2-7<^/V-4-7« h=3rv'7a:::^/V) -8- [ (2S, 
4R) -4-;^ h^iy;i^/l-^n]} i^y-l-'i^^l -6, 

Kn-5H-v':^'n^>-i5' [d] t^y^n [1, 5- a] 

15 • 
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i 

TLC:Rf 0.30 \n-^^-fy :BB^^^y=l : I) ; 
NMR(300MHz, CDQlj), : ; 6 , 7.15 and 7.07 (d; J =' 8.4Hz, two comformers, IH), 
6.89 and 6.87 (d^ J = 2.7Hz, two comformers, IH), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 
5 two comformers, IH), 5.65 (brs, IH), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 

4H), 3.367 arid,3.'36I (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 

V(K 

3H), 3.23-2.99 (m, 2H), 2.42 (m, IH), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H)6 

10 mmm2 dp 

2-7<f-/^-3- (2-7«^>'^-4-p< h^v'7ai:=;l-) -8- [ (2S, 
4R) -4-7< h'3ei/-2-^ hdri/T^f-Zl^fP 3J v=V- l->f;U] -5, 
7-v?tKP-7P [3, 4-d] t'7i^t3 [1, 5-a] fy^v^y-lt 
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TLC : Rf 0.22 (n : @|^^5^;^= 1 : l) ; 
(300MHz, DMSO-dg) 7.10 (brs, IH), 6.89 (d, J = .2.4Hzi IH), 6.81 (dd, J = 8.1, 
2.4Hz, IH), 5.33 (d, J = 10.8Hz, IH), 5:25 (brs, IH), 5.15 (d, J = 10.8Hz, IM), 4.85; 
(d, J = 14.4Hz, IH), 4.75 (d, J = 14.4Hz, IH), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 , 
(dd, J = 9.9, 4.5Hz, IH), 3.28 (dd, J = 9.9, 5.1Hz, IH), 3.22 (s, 3H), 3.15 ^s, 3H), 
2.25 (m, IH), 2.21 (s, 3H), 2.15-2.00 (m, 4H)o 



•[12 (12) 



10 6-7«5^/^-5- (2-^^/^-4-7^ hdr^x7^::2/ix) -9- [ (2S, 
4R) -4-7< b=^>^-2-p< b^^rv-T^^/VfP y v?^'-!— fyU] -2, 
S-i/t Ko-t°nP [3, 2-d] t'^y'p [1, 5 -a] , 



HaCa 



0CH3 




0CH3 
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T L C : R f 0.43 p n Tjsyi^i^ \ J —JV= 2 0:1); 
NMR (300MHz, CDCI3) : 5 7.16 (d, J = 8.4H2, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 2.7, 8.4H2, IH), 4.71 (m, IH), 4.20 (m, IH), 4.06 (m, IH), 3.82 (s, 3H), 3.60 
(t, J = 7.8Hz, 2H), 3.54 (m, IH), 3.48 (dd, J = 4.5, 9.6Hz, IH), 3.39 (m, 3.34 (s, 
5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2.18 (s, 3H), 2.01 (m, lH)o ' 

Umm2 (1 3) 

8--f tVi^r - 2 -p^^yi^- 3- (2-p<^;k-4-p< h^^v-y 
3:-/W) -5, 7_o;tKn-7P [3, 4-d] t'^yp [1, 5-a3 



T L C : R f 0.34 {n-^-^-^l^ : mm^^^^= 2:1) ; 
NMR(300MHz, CDCI3) : 8 7.15 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 8.4, 2.7Hz, IH), 6.39 (d, J = 9.6Hz, IH), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, IH), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J = 6.6Eiz, 6H)o 

^:Sfe^j2 (14) 

8- [ (2 S) - 1, 1 -v^^ ^^^^^^1^-2 — f/l'] r^y-2-;^5^ 
;^-3- (2-7^^5^/1^-4-7^ h^i/:7 31 r^/V) -5, 7-v^tKP-7n 
20 [3, 4-d3 If^^n [1, 5-a] If^^v^y 

69 
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I 



TLC : Rf 0.26 (n -^^iJ-^' : i^^^^/U= 2 : l) ; 
NMR (300MHz, CDClj) : 5 7.15 (d, J = 8.1Hz, IH), 6.86 (d, J = 2.4Hz, IH), 6.79 
(dd, J = 8.1, 2.4Hz,' IH), 6.57 (brd, J = ll.lHz, IH), 5.36 (d, J = 9.9Hz, IH), 5.26 (d, 
5 J = 9.9H25, IH), 4.9Q(s, 2H), 4.33 (d, J = 3.9Hz, IH), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 
(s, 3H), 3.39 (m, IH), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, IH), 1.68 (m, IH), 1.04 
(brs,3H)„ M' 

I 

mmm2 (i s) 

10 8- [ (2S) -1, l-v?p< h=3rv-7'i?:/- 2--l'/V] 7^7-2-;^^ 
/l^-S- (2-^5^71^-4-^ h=¥v':7^^/U) -6, T-v'fcKn-SH 

-i/ij^p^v^ [d] fc'yy^p [1, 5-a] t-y 5v^:/ 




OCH3 
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' ' ■ , I, • 

T L G : R f 0130 , ( n -^^:fy : ^m=^^/^- 2 ,: 1 ) ; 
NMR(300i!to[z, CDCljj) : 5 7.15 (d, J = 8.IH2, IH)', 6.85 (d, J = 3.0Hz, IH), 6.77 
(dd, J = 8.1'', 3;0Hz, IH), 6.47 (brd^ J = 11.8Hz, IH), 4.34 (brs, IH), 4.01 (m, IH), 
3.81 (s, 3H), 3.49 (s; 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.,8Hz, 2H), 2.30 (s, 3H),, 
5 2.18 (s, 3H),.2.13'(m, 2H), 1.86 (ra, IH), 1.65 (m, IH), 1.04 (brs, 3H)o 

I ' * . ' 

' .1 

I 

mmm 2 (1 6 ) , 

8- (1, 3-v^7f h^v'7"n/N°^-2--ryH T 5 / - 2 3 - 
10 -d] t'^Vo. [1, 5- a] fy^i^'V' 




0CH3 



TLC:Rf 0.42 (n -^=¥1?-^^ : @^^3i^7U= 1 : i) ; 
NMR(300MHz, CDCI3) : 6 7.14 (d, J = 8.1Hz, IH), 6.87 (brd, J = 8.1Hz, IH), 
6.85 (d, J = 2.4Hz, IH), 6.79 (dd, J = 8.1, 2.4Hz, IH), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, IH), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H)o 

m#-!l2 (1 7) 

4-7< /V) -5, 7-v^tKn-:7n [3, 4-d] fc'^^^n 
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[1, 5 -a] t-y 




0CH3 



T L C : R f 0.24 ( n -^^-fy : 1 : , 1 ) ; 

NMR(300MHz. CDCI3) : 6 7.15 (d, J = 8.1Hz, IH), 6.87 <d,' J = 2.7Hz, IH), 6.79 
5 (dd, J = 8.1, 2.7Hz, IH), 5.22' (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 
' 3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H)o 

I 

mmm2 a s) 

8- (1, 3->^^ h ^ i/T' P 2— f/^) y- 2-p<f-/^- 3 - 

10 (2-7«f-/W'-4-p< b^v-^o:::^/!^) - 6, 7 - v^t Kp - 5 H- P 
[d] f^^/D [1, 5-a] fc°y^v?^ 




OCH3 



TLC:Rf 0.53 (n -^^i^y : i^^^^/V= 1 : l) ; 
NMR(300MHz, CDCI3) : 8 7.01 (d, J = 8.4Hz, IH), 6.72 (d, J = 2.7Hz, IH), 6.64 
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(dd, J = 8.4, 2.7Hz, IH), 6.60 (d, J = 9.9Hz, IH), 4.14 (m, IH), 3.69 (s, 3H). 3.50 (d; 
J = 5.4Hz, 4H), 3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 (s, 3H), 2.01 (m, 2H)o 

1 

5 mmm2 a 9) 

(2-^ h'SriX^t^^/V) T^y- 2-^^71'- 3- (2-;^f-/V- 
4-p< h^i/^::!::^/!^) -6, 7 - v^t Kn - 5 H- v"^ n^:^i5' [d] fc° 
y^n [1, 5 -a] ^^^^^ 



10 TLC : R f 0.41 (n— ^'^E^f-:/ : 1^^^^/^= 1 : 1) ; 

NMR (300MHz, CDCI3) : 6 7.15 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.78 
(dd, J = 8.4, 2.7Hz, IH), 3.88 (t, J = 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14(m,2H)o 

15 

^»!12 (2 0) 

(5RS) -8- O-^y^/UT^/) -2, S-v'^^/W-S- (2- 
7{f-/l.-4-p< hde;y:7ai^7l/) -5, 7-v^tKP-7P [3, 4-d] 

fyyp [1, 5 -a] n'v -mmm. 
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I 




T L C : R f 0.44 ,(n -^=¥f-> : it^^^/>= 2:1) ; 
NMR(300MHzj DMSO-dg) : d 8.71 (br s, IH), 7.15 (d, J = 8.5Hz, IH), 6.93 (d, J 
= 2.5Hz, IH), 6:85 (dd, J = 8.5, 2.5Hz, IH), 5.70 (br s, IH), 5.25 (dd, J = 10.0, 2.0Hz, 
5 IH), 5. 17 (d; i = iO.OHz, IH), 5.1 1 (m, IH), 3.79 (s, 3H), 3.26 (m, IH), 2.26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H)o 

mmm2 C2 d 

8- y) -2->«^7U-3 - (2, 4-v'iJ^Da:7 3i = 

10 ;U) -6, 7-v=l: Ko-5H-iXi^n-<^i? [d] t'^yn [1, 5-a] 




Cl 



T L C : R f 0.50 (n — ^^f-^^ : i^i?^^;V= 2:1) ; 
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NMR(300MHz, CDCI3) : 5 7.5,0 (d, J = 2.0Hz, IH), 7.35 (d, J = 8.5Hz, IH), 7.29' 
(dd, J = 8.5, 2.0Hz, IH), 6.23 (d, J = lO.SHz, IH), 3.81 (m, IH), 3.09 (t, J = 7.5H2, 
2H), 2.91 (t, J = 7.5H2, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 
= 7.5H2, 6H)o • 

mmm2 (22) 

8- -2-/^/i^-3- (2-;^f-;^-4-7< h=¥ 

-5, y-v'fc Ka-t'pn [3, 4-d] ify^n [1, 5 

\i'V^i:^y ' , . 




0CH3 

T L C : R f 0.48 (i^ n P tJn/I^A : ?^ ^ / — 7^= 10:1) ; 
NMR(300]VIHz, CDCI3) : 5 7.16 (d, J = 8.1H, IH), 6.86 (d, J = 2.7Hz, IH). 6.79 
(dd, J = 2.7, 8.1Hz, IH), 6.29 (d, J = 10.2H2, IH), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, IH), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H)„ 



^jjfe^J 2 (23) 

/U) -6, 7-v?fc Kn-5H-v'i}'n^:xiJ? [d] fyi^n [1, 5-a] 
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OCH3 



TLC : R f . 0.67 ,(n— ^=3f.f-^ : g^^:x.5^/U= 1 : 1) ; 
NMR(300MHz, cbc^ : 6 7.16 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 8.4, 2.7Hz, IH), 3.82 (s, 3H), 3.66 (q, J ,= 7.2Hz, 4H), 2.99 (t, J = 7.5H2, 2H), 
5 2.91 (t, J = 7.5Hz,, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 

6H)o ; : ' \ , ■ ^ . , . 

mmm2 (24)., '. 

8- (N-3;.^7^-N-n-:/^/VT^/) - 2-7^^/^-3- (2, 4- 
10 i;fi5^aD7^riM -6, r-v't Fn-SH-v'iJ'D^:/^? [d] t'^)/ 
n [1. 5 -a] k°y ^v'^ 




OCH3 



TLC : R f 0.78 (n-^=¥l^:/ : i^i^3i^/^= 1 : 1) ; 
NMR(300MHz, CDCI3) : 6 7.17 (d, J = 8.4Hz, IH), 6.86 (d, J = 3.0Hz, IH), 6.79 
15 (dd, J = 8.4, 3.0Hz, IH), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 
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2.91 (t, J = 7.7Hz,'' 2H),,2.33 (fe, 3H), 2.19 (s, 3H), 2.13 (ra,' 2H), 1.55 (m, 2S), 1.32 
(m, 2H),'i.l7tt,'j = 7.2Hz, 3H), 0.90 (t, J ^ 7,2Hz, 3H)„ 

mmm2 (25) ' ■ ' / , 

5 8 - v'v^^ m 7°n bVVT^ f^/l^T ^ / - 2 -p^V/V- 3 - ( 2 - 7< 5^/^- 4 - 
pi h^-yy^=^M -6, Ka-SH-iX^ p^^^iJ' [d] 

n [1, '5 -'a] ^v?:/ 




' pCHs 

T L C : R f 0.40 (n -^^f-^ : |^g^a:^/U= 3:1) ; 
10 NMR(300MHz, CDCI3) : 5 7.15 (d, J = 8.1Hz, IH), 6.85 (d, J = 2.7Hz, IH), 6.78 
(dd, J = 8.1, 2.7H2, IH), 6.36 (d, J = 10.2Hz, IH), 3.82 (s, 3H), 3.41 (m, IH), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H)o 

15 mmm 2(26) 

8- (N-y^C2 tVl'-N- (2-t Kp=¥-:x^^/^) T^/) -2-^^/1/ 
-3- (2-7«f^>'V-4-7{ bdrV7:t::^;lx) -5, Kn-7D [3, 

4-d] t'^ym [1, 5_a] t'y ^ v'>' ■ i^^^l 
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OCH3 



TLC : R f 0.26 (n-^=¥f-:/ : I^i^^f-/^=1 : 2) ; 
NMR (300MHz, CDCI3) : 6.7.14 (d, J = 8.4Hz, 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J= 8.4, 2.7H2, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H),. 
2.17 (s, 3 H), 1.63 (m, 2 H), 1.00 (t, J = 7.5Hz, 3 H)c 

ll:SaM2 (2 7) 

10 h^''yy=^=^^l^) -6, 7-i;^t Kn- 5H-v'i5'ci-<:^i5' [d] t°7 

[1, 5 -a] t°y. 5v^:/ 




T L C : R f 0.27 {n-^^-^iy : @^M^^>'^^= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.19 (d, J = 8.5Hz, IH), 6.85 (d, J = 2.5Hz, IH), 6.78 
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(dd, J = 8.5, 2.5Hz, IH), 6.32 (d, J = 10.5Hz, IH), 4.54-4.40 (m, 2H), 3.82' (s, 3H),' 
3.81 (m, IH), 3.37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (m, 2H), 1.80-1 .53 (m, 4H), 1.08-0.94 (m, 6H)o 

I 

■5 m-mm2 (2 8) 

8- (3-^^^^/^T^y) -2-><f-/V'-3- (1, 3--J:t^^^>'^ 
y-5—(M -6, KD-5H-i/i^a^:/i5' [d] \i°yyn [l, 

5 -a] t-y 



10 TLC:Rf 0.61 (n -^^f-:/ : 1^^?^^/^= 2 : 1 ) ; 

. NMR (300MHz, CDCI3) : 5 7.22 (d, J = 1.5Hz, IH), 7.10 (dd, J = 1.5, 8.1Hz, IH), 
6.89 (d, J = 8.IH2, IH), 6.20 (br d, J = 10.5Hz, IH), 5.96 (s, 2H), 3.80 (m, IH), 3.08 
(t, J = 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00 (t, J = 7.5Hz, 6H)c 

15 

mmm 2(29) 

8- (3-^^^^/1/T^y) -2-^5^/^-3- (3, 4-v^^h^v'7 3i 
r::/^) -6, 7--i;?t Kp- 5H-i/^ n^i^^ [d] b'^^P [1, 5- 

a] t-y ^i;^:/ 
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.1 ' t I ' 

TLC : R f 0.56 f^n-^^^-y : |^^^9^/^= 1:1) ;. 

NMR (300MHz,. CDCI3) : 8 7.29 (d, J = 2.1Hz, IH), ,7.19 (dd, J = 2.1, 8.1Hz, IH), 

6.96 (d, J -8.1Hz, IH), 6:20 (br d, J = lO.SHzi IH), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 

I 

5 (m,lH), 3.Q9 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H)o 

• I . t ■ ■ • 

^MJ2 (3.0) 

10 7ai::i;^) -5, 7-v^tKP-7P [3, 4-d] [l, 5-a] 




0CH3 



T L C : R f 0.33 (n -^^'f:y : g^^^f^/l/= 3: 2) ; 
NMR(300MHz, CDCI3) : S 7.14 (d, J = 8. IHz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
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I 

' ' ■ . I. • • 

(dd, J = 8.1, 2.7Hz) 1;H)„6.62 (brs, IH), 5.54 (hrs, 2H), '4.91 (brs, 2H), 3.82 (s, 3H), 

' ■ ' ' ' ' * . : t 

2.89 (m, IH), 'i's'O (s, 3H),^2.15 (s, 3H), 0.98-0.84 (m, 4H)o 

5 8- i3-^ly'^JUT^ -2--^^ n-zf^jV-Z- (2-p«f-/W-4- 
n [1, 5-a] ^^yl^ 




T L C : R f 0;62 : ^^zcf-jv^ 5:1) ; 

10 NMR (300MHz, CDCI3) : 6 7.09 (d, J = 8.1Hz, IH), 6.83 (d, J = 2.7Hz, IH), 6.75 
(dd, J = 8.1, 2.7Hz, IH), 6.35 (d, J = 10.5Hz, IH), 3.82 (s, 3H), 3.81 (m, IH), 3.53 
(m, IH), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 78Hz, 3H)o 

15 Iljfe^j2 (3 2) 

8- (S-^^^^/l'T^ y) -2-j:^f-yV'-3- (2-7<^/V-4-^ 
i/731^/^) -6, 7-i^t: KP-SH-v-i^P^^i? [d] t:°7:/n [1, 
5-a] ^i;'^' 
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TLC : R f 0.59 (^>-^y : @^^^f->'V= 5 : 1) ; 
NMR(300MHz, CDCI3) : 8 7.15 (d, J = 8.1Hz, IH), 6.85 (d„ J = 2.7Hz, IH), 6.77 
(dd, J = 8.1, 2.7Hz, IH), 6.27 (d, J = 10.5Hz. IH), 3.82 (s, 3H), 3.80 (m, IH), 3.08 (t, 
5 , J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), 
1.81-1.52 (m,4H), 1.16 (t, J = 7.2Hz, 3H), 1.04 (t, J = 7.5Hz, 3H), 1.01 (t,J-7.8Hz, 
3H)„ 

' 1 . 

10 8- (3-^^^^7VT^ y) -2-^y7°otVW-3- (2-.;<^yV-4- 
7( h=¥v^7 3.^/V) -6, Kci-5H-v'i^n^^^J' [d] 

n [1, 5- a] \i°V ^i^:^ -m^m. 




OCH3 
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■ ' . . i; . 

TLC: R f 0.^0 ,(n-^'=¥'f-V : fl^qp^/l<='3 1) ; 
NMR(300rtoz, CDCU : 5 7.28 (m, IH), 7.09 (d, J = 8.4Hz, IH), 6.90 (d, J = 
2.4H2, 1H),''6181 (dd, J = 8,4, 2:4Hz, IH), 3.99 (m, IH), 3.84 (s, 3H), 3.49 (m, 2H), 
3.12 (t, J = 7.2H2, 2H), 2.99 (m, IH), 2.28 (m, 2H), 2.20 (s, 3H), 1.85 (m, 2H), 1.74. 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J = 7.2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz; 3H)o 

I , 

mmm2 (3.4) , 

8- (2-3i^;u:/^/V'75y) - 2-><5^/^'-,3 - (2-p«^/U-4-^ 
10 h=¥i/73i=yu) -6,' 7-i>}^h*ti-5H-''y^u^y'^ [d] fc'y^n 

[1, \i'])'^i:^y 'mmm. 




T L C : R f 0.55 {n-^^-fy : @^^ai^/U= 3:1) ; 
NMR(300MHz, CDCI3) : 8 7.46 (m, IH), 7.11 (d, J = 8.4Hz, IH), 6.89 (d, J = 
15 2.4Hz, IH), 6.82 (dd, J = 8.4, 2.4Hz, IH), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, IH), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H)o 

^mm 2 (3 5) 
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8- ,(3_^y5^ywT5: >) -2~9^^)\^^iri^'f')VT-Z- (2-;^^;w- 



[1, 5- a] t°y ^S;^^ -iS^:^ 



5 ' TLC : R f 0.31 (n-^^f->' : 3 : 1) ; 

NMR(300MHz, CDCI3) : S 7.31 (brd, J = 10.8Hz, IH), 7.16 (d, J = 8.4Hz, IH), . 
6.89 (d, J = 2.4Hz, IH), 6.80 (dd, J = 8.4, 2.4Hz, IH), 4.00 (brs, IH), 3.83, (s, 3H), 
3.70 (d, J = 13.5Hz, IH), 3.60 (d, J = 13.5Hz, IH), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J. = 7.2Hz, 

10 3H), 1.05 (t, J = 7.5Hz, 3H)c 

^]life#ij2 (3 6) 



8- (N-T^^^-Z^-N-v^i^nT'n tWT^y) -2-p<^/l— 3- (2- 
^f-/l.-4-p{ h^rv- 17 3.^/1/) -5, 7-v^tKn-:7n [3, 4-d] 
15 t'7yc2 [1. 5-a] 
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OCH3 

TLC:Rf 0.16 (n-^^1^>- : g^^^5^/l/= 3 : 1) ; 
NMR(300MHz, CDCI3) : 5 7.14 (d, J = 8.1Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 

'1 

(dd, J = 8.1, 2.7Hz, IH), 5.4? (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m, IH), 2.33 (s, 3H), 2. 16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H)o 

mmM2 (3 7) 

8- (3-^:/^/^T^ /) -2-7<f^yl— 3- (2, 4-v^^f-7^7i = 
/U) -6, T-v't Kd- 5H-i/^n^>'^5' [d] t^y^n [l, 5 -a] 
10 h'V^i^y 




CH3 



T L C : R f 0.50 (^✓'"^^^ : if^^^/^= 10:1) ; 
NMR(300MHz, CDCI3) : 8 7.13 (d, J= 7.5Hz, IH), 7.11 (br s, IH), 7.03 (m, IH), 
6.21 (d, J = 10.8Hz, IH), 3.80 (m, IH), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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■ ' . ■ 1, 

( 

2H), 2.34 (s, 3H),,2,31 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, AW), 1.02 

(m, 6H)o'i'' Uw ! ■ ■ " 

,'. i 

' , 'i ' ■ , ' ' ' . ' ' 'I 

mmm2 os) . ' ' ■: ,' 

5 8- is:-^:/^ji^T^y) -2-/¥/i-^z- (2, 5 -v^^f";^73.^ 
/V) -6, 7— 'b't Kci-SH-i/iJ'n^^iJ? [d] t'yy'P [l, 5-a] 

I 




TLC : R.f 0.5f in-^^-fy : ^m^^^^= 3 : D ; 
10 NMR(300MHz, CDCI3) : 8 7.31 (br d, J = 10.2Hz, IH), 7.24 (d, J = 7.5H2, IH), 
7.15 (br dd, J = i;2, 7.5Hz, IH), 7.01 (br s, 1H),3.99 (m, IH), 3.49 (t, J = 7.5H2, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1.07 (t, J = 7.5H2, 3H), 1.06 (t, J = 7.2Hz, 3H)o 

15 SIM 2 (3 9) 

8-i/i5^ny^/VT5:/-2-p<f-/V-3- ( 2 - 9^/1^- 4 b^v^^ 

j:-7l/) -6, 7 -i^M Yx2-5H-'y'^ ^^y-^ [d] t'^^P [l, 5 
-a] \^])^i^y 
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T L C : R f. 0.36 jin-^^^l^ : i^^ai^;P= 3:1) ; 
NMR (300MHz,' CDCI3) : 5 7.14 (d, J = 8.7Hz, 1H)„6.85 (d, J = 2.7Hz, IH), 6.77 
(dd, J = 8.7, 2.7Hz, I'll), 6.50 (brd, J = 8.4Hz, IH), 4.46 (m, IH), 3.81 (s, 3H), 3.12 (t, 
5 J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, 4H), 
2.16 (s, 3H), 1.90-1.70 (m, 2H)o 

i . I • 

^mm 2 (40) 

8- (N-cnf^/i.-N-v'^ n:/^/UT'^y) - 2-7«f->'^- 3- (2-^ 
10 b:3{^v'7a:::^yu) - 6, T-v't Kn-5H-iX^ o^^^tJ' [d] 

fy^n [1, 5 -a] ^i^^ • mBm. 




0CH3 

TLC : R f 0.38 (n-^=¥-b-:/ : iti^^f-/^= 3 : 1) ; 
NMR(300MHz, CDCI3) : 8 7.12 (d, J = 8.7Hz, IH), 6.89 (d, J = 2.7Hz, IH), 6.82 
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15 



(dd, J = 8.7, 2.7H2, IH), 4.74 (m, IH), 3.99 (m, 2H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz,, 
2H), 2.98 (t, J = 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m, 2H), 1.16 (t, J = 7.2Hz, 3H)o 



2 (4 1) 



8- {•:fx2/<^^- 1, Z-i^ir—;V-'2.--<jV) T ^ y - 2- 3 - 
(2-^^71^-4-^ b=35^V7ai^/P-) -6, Kp- 5H-^^^ P. 

^y'^ [d] t-^y^ci [1, 5- a] t-y^v?:/ 

.OH 
N 



c6 




10 TLC : R f 0.44 (^on^tx/WA : /l'=9 : 1) ; 

NMR(300MHz, CDCI3) : 5 7.17 (d, J = 8.1Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 8.1, 2.7Hz, IH), 6.73 (d, J = 10.2Hz, IH), 4.12 (m, IH). 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H),2.11 (m,2H)o 



mmm2 (4 2) 

8_ (3 y) _2- (2-7U/W) -3- (2-^^/V-4 

-^>=aE^i/:7rc^/V) -6, 7-->^t KD-5H-v'^n^^/i5' [d] t:°7 
[1, 5-a] fc-y^v^y 
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OCH3 



TLC:R f 0.33 (n -^=3ef-:/ : g^i?^^/^= 4 : l) ; 
NMR(300MHz, CDCI3) : 5 7.47 (m, IH), 7.21 (d, J = 8.,lHz, IH), 6.87 (d, J = 
2.7Hz, IH), 6.81 (dd, J = 8.1, 2.7Hz, IH), 6.38-6.30 (m, 2H), 6.05 (m, IH), 3.84 (s, 
5 ' 3H), 3.82 (m, IH), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (m, 2H), 2.10 
(s, 3H), 1.70 (m, 4H), 1.04 (t, J = 7.2H2, 3H), 1.01 (t, J = 7.2H2, 3H)o 

'1 1 • 

mmm2 (4 3) 

8- (S-^V^/l^T^y) - 2-:7ai^yV- 3- (2-^^/>-4 h 
10 ^^^ya^::^/U) -6, 7-t>t Kn-5H-ViJ'P^:^iJ' [d] t'yy'a [1, 
5 -a] t-y ^v?V • :^^Jfe 




T L C : R f 0.41 (n-^^-f-y : mB^^^l^= 4:1) ; 
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I 

■ ' . , I, . 

NMR(300MHz, CDCI3) : 6 ,7.59-7.54 (m, 2H), 7.45-7.19 (m, 5H), 6.88-6.82 (m, 

2H), 4.04 in^,m), 3.«5 (s, 3H), 3.55 (t, J = 7'.8H2, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 

(m, 2H), 2.95 (s, 3H), 1.97^1.55 (m, 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07,(t^ J = 7.2Iiz, 

3H)c ■ ■ 

5 : ' . ,1 ' 

t • 

mm\2 (4 4 ) 

I 

I 

^^y^D [1,' 5-fa] ^v^i/ 




0CH3 



T L C : R f 0.30 (i^lfliT* ^"1^:/ : ;^ ^ J —)V= 19:1) ; 
NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.4Hz, IH), 6.85 (d, J = 2.7Hz, IH), 6.77 
(dd, J = 8.4, 2.7Hz, IH), 6.71 (t, J = 5.7Hz, IH), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.3 1 (s, 3H), 2. 17 (s, 3H), 2. 12 (m, 2H)o 

^j!i^y2 (4 5) 

8- (N-p<^7V-N- (2-i;?7<^>'VT5 7:i^^>'^) T$y) -2-7?^^ 
7^-3- (2-^^;l^-4-p( h^v'^o.^/W) -6, 7-v?tKD-5H 
20 --^iJ'n^^iJ^ [d] [1, 5 -a] t-y^v'y- ^'mmM. 
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TLC : R f 0.46 (ig^b^f ^1^:/ : 7^ ^/—/V^ 9 : 1) ; 
NMR (300MHz, pyridine-dj 0.5ml + CDCI3 0.1ml) : 6 7 AT. (d, J = 8.4H2, IH), 
7.04 (d, J = 2.7Hz, IH), 6.96 (dd, J = 8.4, 2.7Hz, IH), 4.21 (t, J = 7.5Hz, 2H), 3.85 (t; 
5 J = 7.5H2, 2H), 3.75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J = 7.5Hz, 2H), 2.80 ^ 
(t, J = 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1 .90 (m, 2H), 

mm,m2 (4 6) 

8- (N-^^yi— N- (a-v^pj^/i^f ^y^^/v) T5:y) -2-p«^ 

10 71^-3- (2-p«f^/U-4-7< b^iX^a^::^/^) -6, 7-v^tKn-5H 
-v-i^^n-^^'iJ' [d] fc'^yn [1, 5-a] 




T L C : R f 0.46 {^itp^ i^^:^: 9:1) ; 

NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.4Hz, IH), 6.85 (d, J = 2.7Hz, IH), 6.78 
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(dd, J = 8.4, 2.7Hz, IH), 3.82 (s, 3H);3.80^(t, J - 7.2H2, 2H), 3.64 (q, J = 7.2Hz, 2H); 
2.99 (t, J,^ 7,51^2, 2H),'2.90 (t, J = 7.5Hz, 2H)i 2.56 (t„J = 7.2Hz, 2H), 2.31 (s, 3H), 
2.25 (s, 6H), 2.17 (s,.3H),'2.12 (m, 2H), 1.17 (t, J = 7.2Hz, 3H)o 



5 mmm2' (4 7). 



8- '(4-^:/^7UT^/) -2-/^/\^-3- (2-;^^/^-4-^ h=3r 



-y7=^=^M -6, 7-i>t Kp- SH-VdJ'D^^iJ' [d] f^y'n [l, 



10 TLC : R f 0.50 (n-^^i^i^ : g^^^^/V=3 : 1) ; 

NMR (300MHz, CDCI3) : 8 7.27 (brd, J = 9.6Hz, IH), 7.11 (d, J = 8.4H2; IH), 
6.88 (d, J = 2.7Hz, IH), 6.81 (dd, J ^ 8.4, 2.7Hz, IH), 4.12 (m, IH), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 

15 7.2Hz, 3H)o 

mmm2 (4 s) 



8- (2-7^5^/^X5:/) -2-/^/1^-3- (2-/f^/^-4-/ b^v- 
•7aL=.jU) -6, Fn-5H-v'^n^>'i$' [d] t°7i/n [1, 



5 - a ] t° y ^ v^'^' • ili^:^ 




OCH3 
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I 

5 -a] }^V'^'.yi^.',mm^' 




0CH3 



TLC : Rf 0.40 ( n -^=3f-j^> ; |^^^^7^= 3 • 1) . 
NMR(300MHz, CDCI3) : 8 7.36 (brd, J = 9.9Hz, 1H),.7.12 and 7.11 (d, J = 8.4Hz, 
5 two comformers, IH), 6.88 (d, J = 2.7Hz, IH), 6.81 (dd, J = 8.4, 2.7Hz, IH), 4. 1 8 (m, 
IH), 3.83 (s, 3H)i 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 2'.19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1 .08 (t, J = 7.i2Hz, two comformers, 3H)o 

10 (4 9) 

- (2-^f-/^-4-7« b=3rv'7a::^;^) -6, 7 - v't: Kn - 5 H- -^^ 

u^i^^ [d] t°^)/p [1, 5 -a] ^i^'^ -mm^ 




OCH3 
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TLC:Rf 0.42 (n-^^-fy. :B^=^'^^^= S : l) ; 
NMR(300MHz, CDCI3) : 5 7.13 (m, IH), 6.88 (br s, IH), 6.82 (m, IH), 3.88 (m, 
2H), 3.83 (br s, 3H), 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 
(m, 2H), 2.19 (s, 3H), 1.73 (m, 2H), 1.12 (m, IH), 0.96 ( m, 3H), 0.62 (m, 2H), 0.26 

I 

5 , (brs,2H)„ 

^:6S#J 2 (50) , 




TLC : R f 0.46 (n-^^i^:/ : i^^^^/^=3 : 1) ; 
NMR(300MHz, DMSO-dg) : 8 9.25 (m, IH), 8.31 (s, IH), 7.23 (d, J = 8.1Hz, IK), 
6.95 (d, J = 2.4Hz, IH), 6.86 (dd, J = 2.4, 8.1Hz, IH), 3.99 (m, IH), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H)o 

m^m2 (5 1) 

8- [ (2R) - 1-^ h^-:/:/^?y-2-^/w] t^/-2-^9^;w-3 




-6, T-v^t Kn-BH-V^D^^^ [d] t'^y^a [1, 5- a] t° 



10 . V mmm. 
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10 



- (2-p«^/l'-4-7{ h^i<7ai;^y^) -6, 7 -i^t Kn - 5 H--^^' 

u^-y^ [d] fc-yy'p [1, 5 -a] ^V'^y-mmM. 




TLC:Rf 0.21 (n : i^i^3i^yk= 3 : 1 ) ; 
NMR(300MHz, CDCI3) : 6 7.63 (brd, J = 8.4Hz, IH), 7.09 (d, J = 8.7Hz, IH), 
6.87 (d, J = 2.7H2, IH), 6.79 (dd, J = 8.7, 2.7Hz, IH), 4.19 (m, IH), 3.81 (s. 3H), 
3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2.28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1.08 and 1.07 (t, J = 7.5Hz, two comformers, 3H)o 



ij 2 (52) 



8- [ (2 S) -1-7^ 2— f/U] 2-^(^/1^- 3 

- (2-^^/1^-4-^ h^arv'y' a: ^/V) -6, 7 -\>\iYn-bH-i/^ 
n-<^^^ [d] k^^yn [1, 5- a] M'V ^V'y - W^M. 
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1 
I 

, I 




T L C : R f 0.21 ,(n : ^m=^fJ^= 3:1) ; 

I" 

NMR(300MHZj CDCls) : 8 7.59 (brd„ J = ,10.2H2, IH), 7.11 (d, J = 8.4H2, IH). 
6.88 (d, J = 2.4Hz, IH), 6.81 (dd, J = 8.4, 2.7Hz, IH), 4.19 (m, IH), 3.83 (s, 3H), 
5 3.66-3.53 (m, 2H), 3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers, 3H), 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1.09 and I.08.^(t,fJ,= 7.5Hz, two comformers, 3H)o 

mmm2 (5 3>. 

10 8 -v^iJ'n^^^^^/t'T^ 7-2-^^/1^- 3- ( 2 -p< ^yl— 4 h ^v- 
^i^^/V) -6, 7-i>t Kn-5H-i/iJ'n^>'i^ [d] k'^yc [1, 
5-a] t:°y 5:v^>' 




OCH3 
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T L C : R f 6.30 ( n -^i^'-fy : 1^^^^/^= 3 :< 1) ; 
NMR(3bOlto, CDCI3) : 6 7.15 (d, J = 8.7Hz, 1H);6.'84 (d, J = 2.7Hz, IH), 6.77 
(dd, J = 8.7, '2.7Hzj .IH), 6.34 (brd, J = 9.0Hz, IH), 4.38 (m, IH), 3.82 (s,' 3H), 3.15 (t, 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H),'2.1,7 (s, 3H), 2.18-2.00 (m, 4H), 
5 1.95-1.65 (m,,6H)o ' ' ' 

I ■ ' 

^^2' (5-4) , 

8- (3-^:/^/l^T5:y) -2-p<5^/^-3- (2, 4-i^yMx:iy 
-6, 7— v't Kd- SH-v/,^ n,^:/^ ,[d] M'y^^ [1, 5- 

10 a] t°y ^.v;^^.. ' ' ,. ■ 




TLC : R f 0.57 (n-^=3fi^>' : @1^^3^f^/^= 3 : 1) ; 
NMR(300MH[z, CDCI3) : 5 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, IH), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, IH), 3.80 (m, IH), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J =8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J =7.2Hz, 6H)„ 

(5 5) 

8- (S-^^-^yi^TS: y) -2- h]) 7yV';3-t37«^/^-3- (2-^5^/^ 
-4-p« h^^ri/^ai^/V) -6, KD-5H-i^j{'n^;/i$' [d] 

20 fc°7>^D [1, 5- a] t'U ^v?^/-Jt^4| 
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OCH3 



TLC : R f 0.42 (n-^^f->' ': @^i?^f'/^=3 : 1) ; 
NMR(300MHz, CDCI3) : 6 7.33 (br d, J = 10.2Hz, IH), 7.13 (d, J = 8.7Hz, IH), 
6.89 (d, J = 2.4Hz, IH), 6.81 ,(dd, J = 2.4, 8.7Hz, IH), 4.04 (m, IH), 3.83 (s, 3H), 
5 , 3.56 (m, 2H), 3.20 (m, 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, \ 
6H)o 

I ■ ''I 

mmm2 (5 e) 

10 - (2-pf^7l/-4-7^ -6, Kn-5H-i/i5' 

n^^-iJ' [d] t°7>^n [1, 5 -a] t'l; ^ v^^^ • 




T L C : R f 0.20 (n -^^f-:/ : i^^3i^/l/= 3:1) ; 
NMR(300MHz, CDCI3) : 5 7.11 (d, J = 8.4Hz, IH), 6.89 (d, J = 2.7Hz, IH), 6.82 
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(dd, J - 8,4, 2.7Hi IH), 4.34^4.17 (m, 2H);.3.91 (q, J = 7.2H2, 2H), 3.83 (s, 3H), 
3.68 (t, J = 5.1^ 2H), 3.f 7 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 
2.28 (s, 3H), '2.30-2.20 (m, 21^0, 2.18 (s, 3H), 1.38 (t, J = 7.2Hz, 3H)„ ' I 



5 



»^!l2' (5 7) 



10 TLC : Rf 0.30 {n-^^^l^ \W^^f-J^= Z : l) ; 

NMR (300MHz, CDCI3) : 6 7.15 (d, J = 8.1Hz, IH), 6.84 (d, J = 2.7Hz, IH), 6.77 
(dd, J = 8. 1, 2.7Hz, IH), 6.34 (brd, J = 9.6Hz, IH), 3.81 (s, 3H), 3.80 (m, IH), 3. 10 (t, 
J= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2. 17 (s, 3H), 2.18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, IH), 1.50-1.20 (m, 5H)o 

15 

lljfeM2 (5 8) 

8- (N-:/ntVu-N- (3— <:/5^/^) T^y) -2-y^;^-3- (2 
Y^-yyoLZLjV) -6, 7 -v^fc Ka - 5 H— i^'tJ' 
[d] [1, 5-a] t-y 



5- a] t-y V 




OCH3 
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OCH3 

t 

TLC:Rf 0.43 {n-^^-^l^:m^^'f-^^=S : 1) ; 
NM R (SOOMfJz, CDClj) : 5 7. 14 (d, J = 8. IHz, IH), 6.89 (d, J = 2.7Hz, IH), 6.82 
(dd, J = 8.1, 2.7Hz, IH), 4.20 ,(m, IH), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz,' 
5 2H), 2.97 (t, J = 7.5Hz; 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1.42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H)o 

mmm2 (59) 

8- O-^V^/I^T? y) -2-;{f-/^-3- (4->« b^v-^aic^/l^) 
10 -6, 7 -v^t Kn- SH-iX^ n^i/i^? [d] t'^^n [1, 5- a] bf 




T L C : R f 0.57 ( n ^f-^- : i^^^5^>'^= 2:1) ; 
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NMR(300MHz, CDCI3) : 8 7.60 (d, J = 9.0H2, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10' 
(br d, J = 10.5H2, IH), 3.84 (s, 3H), 3.81 (m, IH), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H), 2.53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t, J = 7.2Hz, 6H)„ 

■5 mmm2 (eo) 

=171^) -6, Kp- 5H-v'i?n^^^^5' [d] t°7>^n [1, 5- 

a] t°y ^Iv';/ 



10 TLC : R f 0.54 (n-^^1?-i/ : @^^^^7U=3 : 1) ; 

NMR (300MHz, CDCI3) : 6 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, IH), 3.84 (s, 3H), 3.80 (m, IH), 3.32 (sept, J = 6.9Hz, IH), 3.07 (t, 
J= 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J = 7.5 HZ, 6H)o 

15 

2(61) 



8- t-yf-/^T^y-2-7<f-/U'-3- (2-y^/V-4-p< h^v^^o. 
^JV) -6, T-v't Kn-5H-v^^n^>j?' [d] t°7^D [l, 5- 

a] fy ^i^:/ 
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I 

I I J 

t L C : R f 0.35 (n -^^-^^^ : i^^3i^/V= 3:1) ; 
NMR(300MHz, CD^k) : 6 7.15 (brd, J = 8.7Hz, IH), 6.97 (brs, IH), 6.85 (d, J = 
2.7Hz, IH), 6.78 (dd, J = 8.7, 2.7Hz,' IH), 3.81 (s^ 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
5 (t, J = 7.5Hz,. 2H), 2.30 (s, 3H), 2.18,(s, 3H), 2.11 (m, 2H), 1.57 (s, 9H)o 

»0j|2 ( 6 2 ) 

8- (3 -<<^^/VT^ y) -3- (2, 4, 6- h y - 
6, 7 -v^t Fn^ 5H--^^ i3^:/>' [d] .t'^y'p [1, 5-a] 

10 




T L C : R f 0.58 (n-^^-^y : @^^^f-7l-= 3:1) ; 
NMR(300MHz, CDCI3) : 8 7.91 (s, IH), 7.39 (brd, J= 10.2Hz, IH), 6.99 (s, 2H), 
4.03 (m, IH), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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■ ' . I, 

2H), 2.13 (s, 6H)i 167-^.96 (m, 4H), 1.07 (t, J t= 7. 5Hz; 6H)o 

' '' i^.. I ' ' ' ' ". ■ ■' • ■ ' 

mmm2.('G 3)., '' ' ; i 

5 ]^^-yyL=^7]^) -6, Kn- 5H-v/i^P^:/i? [d] t:° 

yy^u [1, 5- a] t-y 5:v^^^ -i^i^m ' 




T L C : R f 0.28, (n : m^^f-^y= S : 1 ) ; 

NMR(300MHz, pyridine-dj 0.5ml + CDCI3 O.lml) : 5 7.46 (d, J = 8.IH2, IH),. 
10 7.06 (d, J = 2.7Hz, IH), 6.97 (dd, J = 8.1, 2.7Hz, IH), 6.80 (d, J = 10.2Hz, IH), 3.96 
(m, IH), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, IH), 
2.50-2.36 (m, IH), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H)o 



15 mMM 2 (64) 

8- (3-^^f"/^T^ y) -2-/^/^-3- (2, 3-i>7<5^/V-4- 
^ h=¥C^7ai=:/u) -6, 7--j^t Ko-SH-^/^n^yiJ' [d] l^yV" 
n [1, 5-a] t°y ^v'i/ 
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TLC : R,f 0.37 (^V-^^-': @ti?^f^>'^= 1 0 : D ; 
NMR (300MHz, CDCI3) : 6 7.08 (d, J = 8.1Hz, IH), 6.78 (d, J =. 8.1Hz, IH), 6.21 
(d, J = 10.8Hz, IH), 3.84 (s, 3H), 3.81 (m, IH), 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
5 , 8.1Hz, 2H), 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m, 4H), 
1 .03 (t, J = 7.5Hz, 3H), 1 .01 (t, J= 6.9Hz, 3H)c 

mmm2 (6 5) 

8- (S-^^'^yl^T^/) - 2 5^/1^-3- (2, 5 -v^^5=-7^-4- 

I 

10 7« b=3ri/7^::i/W) -6, T-v't Ko-SH-v'iJ'u^^^ [d] 
n [1, 5- a] k'l; ^v^:^ 




OCH3 

T L C : R f 0.43 (^y^y : f^^:ii^yU= 10:1) ; 
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NMR(300MHz, CDCI3) : 6 6,99 (s, IH), 6.76 (s, IH), 6.20 (d, J = 10.5Hz, IH); 
3.84 (s, 3H), 3.82 (m, IH), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.31 (s, 
3H), 2.19 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H), 1.54-1.80 (m, 4H), 1.01 (m, 6H)o 

I 

5 mmm2 (6 6) 

8- [N- (2, 2, 2 - b y y;Witn3i^7l-) -N d T^d tVv^ ^ 
/W] T5y'-2-;^5^/W-3- (2-^5"/'^-4-;^ h^i^y:^=^M -6, 
7-i>t Kn- SH-v-i^P-^^-iJ? [d] t°7y*n [l, 5 -a] t-°y^v= 



T L C : R f 0.62 (n -^^-fy : @^^:i:f-/U= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.17 (d, J = 8.1Hz, IH), 6.87 (d, J = 2.7Hz, IH), 6.80 
(dd, J = 8.1, 2.7Hz, IH). 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, J = 6.9H2, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2.18 (s, 3H), 1.03 (m, IH), 0.57 (m, 2H), 0.21 (m, 2H)o 

mmm2 (a 7) 

8- (2, 2, 2-V^)y)Vi!rna^'^)V) T ^ J - 2- :^f-)V~ Z- (2- 
7<'5'.'V-4-;^ h^^r-i/^a^ri/w) -6, 7 -i? t - 5 H-->':i' a^y^J' 
20 [d] Cl, 5-a] 



10 
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, t 

I 

T L C : 'R f ' 0.22 in-^^^y : S^^^^/^= 3:1) ; 
NMR(300MHz, CDPI3) : 6 7.14 (d, J = 8.1Hz, IH), 6.85 (d, J = 2.7Hz, IH), 6.78 

I" 

(dd, J = 8. 1, 2.7H2, IH), 6.75 (bit, j = 7.8Hz, IH), 4.22 (dq, J = 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J - 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H); 2.23-2.09 (m, 
2H),2.17(S,3H)„ . 

mm.m 2 (6. siO.' 

8- [ (2R) -1-^ b=¥i/yi?^~2-^/V] T^y-2-p<^/V-3 
10 - (2-p«^y^-4-^ h^Sfv-^ct^/v') -5, 7-i?tKP-7D [3, 
4-d] f^i/P [1, 5-a] h'}) -mmM 




OCH3 



T L C : R f 0.25 (n -^=arf-V : i^^ac^7^= 2:1) ; 
NMR(300MHz, pyridine-dj 0.5ml + CDCI3 0.1ml) : 6 7.39 (d, J = 8.1Hz, IH), 
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7.37 (brd, J = 9.3Hz, IH), 7.03 (d,^ J = 2.7Hz, IH), 6.95 (dd, J = 8.1, 2.7Hz, IH), 5.45' 
(d, J = 9.9Hz, IH), 5.35 (d, J = 9.9Hz, IH), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H), 2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t, J = 7.5Hz, ' 
3H)o ■ . 



mmm 2 (69) 

8- [ (2R) — T/l^] TS: /- 2-p<^y^- 3 
- (2-^5^/^-4-p< h=¥'i/:7^::^/l/) -2, 3-i>tKP-7a. [3, 
2-d] b-yy'n [1, 5-a] b° y 5; v?^ • ' , 



TLC : R f 0.29 (n-^=3rf-:/ : g^^ni^/W=2 : 1) ; 
NMR (300MHz, pyridine-ds 0-5ml + CDCI3 0.1ml) : 8 7.40 (d, J = 8.4Hz, IH), 
7.03 (brs, IH), 6.95 (dd, J = 8.4, 2.4Hz, IH), 6.80 (brd, J = 9.3Hz, IH), 4.47 (m, IH), 
4.47 (t, J = 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H)o 

mmm2 (7 0) 

8- (3-^>'^/^T^ y) -3- (2, 6-v^;^^/^-4-7< h^V7 3^ 
-6, Kd- 5H~i/i!^ n^VjJ' [d] t'7>^n [1, 5- 



■ 5 




.OCH3 



10 
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' ' • , • I, ■ 




pCHs 



TLC : R.f 0.33, in-^^-fy : i^^:xf^;V=,3 : D ; 
NMR(300MHz„ CDCI3) : 6 7.90 ,(s, IH), 7.39 (br d, J = 10.2Hz, IH), 6.72 (s, 2H), 
5 4.02 (m, IH), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J = 6.9Hz, 2H), 2.32 (m, 

2H), 2.14 (s,'6H), 1.66-1.96 (m, 4H), 1.08 (t, J = 7 ;2Hz, 6H)o 

>ty 

mmm2 (71) ' .' , 

8- iS-^y'f-JVr^ -3- (4, 6-i>p^^/^-2-^ 
10 ^/V) -6, T-v't Kn- 5H-iXi^P^:/i5' [d] t'^yn [1, 5- 

a] ^i^'^ -mmm 




T L C : R f 0.33 (n -^^-fy : @^i|ai^/P= 3:1) ; 
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NMR(300MHz;'GDCl3) : 6 ' 7!99,(s, IH), 7.37 (br d, J =.10.8Hz, IH), 6.75 (s, IH), 
6.70 (s, m)j\bl (m, IH), 3.85 (s, 3H), 3.57 (t, J = 7;8H2, 2H), 3.16 (t, J = 7.2H2, 
2H), 2.36, (s; 3H),'2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (tj J = 7.2Hz, 
6H)o ■ . , 



5 



mmm2 (72 ) 



8- (3',-^>'f-/^T5/) -2-7^^/^-3- (2, 6-t>7«f-;V'-4- 
o Ci, 5-a] If y ^v?:/ 



TLC : R f 0.33 (^^'ifV : ^^^i^^U= 10:1) ; 
NMR(300MHz, CDClj) : 6 6.68 (s, 2H), 6.21 (d, J = 10.5Hz, IH), 3.81 (m, IH), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H)o 

15 

^ifeM2 (7 3) 

8- (3-^^-5^yVT^y) -2-^^/1—3- (4, 6-v'7<^/^-2- 
;i -6, 7 - v^t Kn - 5 H-->^ n^yiJ' [d] fy^ 

n [1, 5 -a] t'D^v^y 




10 



0CH3 
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CH3 



TLC:Rf 0.33 (^^if : 8^^^^;!^= 1 0 : 1) ; 
NMR(300MHz, CDCI3) : 8 6.75 (m, IH), 6.62 (s, IH), 6.21 ,(d, J = 10.5Hz, IH), 
3.80 (m, IH), 3.71 (s, 3H), 3,06. (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H),: 
5 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H)o 

^ifi^j2 (7 4) 

10 f-/l^-4-^ h^V^:!!;:^/!^) -6, 7-v't Kn - 5 H--J/^ n^!x^ [ d ] 

[1, 5 -a] i^v ^i^y -mmu 




OCH3 

TLC : R f 0.36 (n-^drf-^' : @^^^^>'^=3 : 1) ; 
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NMR (300MHz, CDCI3) : 6 8.01 (brs, 1 H), 7.12 (d, J = 8.1Hz, 1 H), 6.89 (d, J =■ 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m, 4 ' 
H), 1.55 (s, 3 H), 1.03 (t, J = 7.5Hz, 6 H)o 

(7 5) 

8- (3-^>^/VT$y) -2-^^/V-3- (S-^i'PP-l, 

:t=¥i^-f ^iJ'V-6--Y7U) --6, 7-i>t Kn-5H-v'i:^n^>'i$' [d] 
t'^y^n [1, 5-a] b°y$-^:/ ' , 



T L C : R f 0.44 (^^if : @^^az^/^= 10:1) ; 
NMR (300MHz, CDCI3) : 8 6.96 (s, IH), 6.85 (s, IH), 6.22 (br d, J = 10.5Hz, IH), 
5.99 (s, 2H), 3.80 (m, IH), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1 .53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H)o 

^jfe^j2 (7 6) 

8- (N-^if^/V-N-^Vv'/^T^/) -2-7<^/V-3- (2-p«5^/V' 
-4-;^ h:3i-V'7:n:::yU) -6, 7 Yxri - 5 H-i^l^ U^^^^ [d] 

fy^D [1, 5-a] M']} ^i^i^ -mmm. 




Ill 



wo 02/053565 ^ , PCT/JPOl/11581 

i 

I 




OCH3 



TLC : Rf 0.43 (n -^df-i^> : Ili?^^>'^= 2 : l) ; 
NMR (300MHz,' CriCla) : 6 7.26-7.43 (m, 5H)i 7.13 (d, J = 8.4H2, IH), 6.89 (d, J = 
2.7Hz, IH); 6.83 (dd, J = 2.7, 8.4Hz,' IH), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H); 3.83 
5 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 
2.19 (s, 3H), y 9<t, J = 6.9Hz, 3H)o 

y ■ 

' 1 ' 

mmm2 (? ?) ■ 

8- i3-^:yf-/^T^ y) -2 -^^71^-3- (2-iJ'nn-4-MJ:7 
10 /V;^P7« h'^^^:7 3i::^/^) -6, 7 - v^t Kp - 5 H- Vi^' a^^iJ' [d] 
fc*7>^n [1, 5-a] h']} ^i>y -mMk^ 




OCF3 
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■ ' • . I. ■ 

■ ' ' ' ' , ■ ' 

T L C : R i Q.S2 (n : g^^^^/^= 3 :, ■ 1 ) ; 

NMR(jOOlto, pyridene-d5(0.5ml) .CDCUO.lml)) ; 6 7.71 (d, J = 8.4Hz, IH), 
7.57 (m,.lH), 7;28,(m, IH), 6.77 (d, J = 10.5Hz, IH), 3.74 (m, IH), 2.95 (ti J = 7.5Hz, 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H),, 1.64- 1.48 (m, 4H), 0.92 (t, J 
5 =7.5Hz,6H)i ' ' , 

" ■ . ' I 

^»J2' (7-8) , 

8- {Z-^yt^^7^y) -2-;^^;V-Z- (2-^J^^D-4-p<^^ 

I 

v-y:!!-/!^) -6i '7 --JyiYxi-^H-^z/^ u^y'^ [d] t'^y'p [1, 

I t 

I 

10 5 -a] \f,']} ^^j:^ ' mm. 




0CH3 



T L C : R f 0.20 (n -^^f'^' : i^^:x^/^= 3:1) ; 
NMR(300MHz, pyridene-djCCSml) .CDCUO.lml)) : 5 7.59 (d, J = 8.4Hz, IH), 
7.24 (d, J = 2.4Hz,lH), 6.98 (dd, J = 8.4, 2.4Hz, IH), 6.78 (d, J = 10.5Hz, IH), 3.74 
15 (m, IH), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H)o 

mmm2 (79) 
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■ 3-. (2-7«f-/^-4-;^ f^v-^oi:^;!^) -6, 7 - v't Kn - 5 H-iX 




0CH3 



■ TLC : Rf 0.24 : 2 : l) ; 

5 NMR (300MHz, CDCI3) : 6 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13, (d, J = 
8.4Hz, IH), 6.90 (d, J = 2.7Hz, IH), 6.83 (dd, J = 2.7, 8.4Hz, IH), 5.11 (s, 2H), 4.14 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3 .07 (t, J = 7.2Hz, 2H), 2.3 1 (s, 3H), 2.23 (m, 2H), 2. 1 9 (s, 3H)o , 

10 »^J2 (8 0) 

8--"(l, 2, 5, 6-7" hyfc Kn t°yv^>'^) -2-p«^y^-3- (2- 
^'^/W-4-7{ l.dri/:7 3i::i/U) -6, 7 -i^^t 5H-iy^ u^^'^' 

[d] t'^y'n [1, 5 -a] 
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OCHi 



T L C : R f 0.30 (^^f-^ : i^^ai^/U= 3:1) ; 

t , 

NMR(300MHz, CDCI3) : 6 7.15 (d, J = S.lifiz,. 1H),'6.85 (d, J = 2.7Hz, IH), 6.78 
( dd, J = 2.7, ,8,1H2, CDCI3), 5.97 (m, IH), 5.83 (m, IH), 4.21 (m, 2H), 3.85 (m, 2H), 
5 3.82 (s, 3ri), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (ra, 2H), 2.32 (s, 
3H), 2. 16 (s, 3H), 2. 11 (m, 2H)o 

^»J2 (8 1) ■ ■ 

8- (3-^>'5=-Vt$ y) -2-p«^>'U^3- (2-y h=3^v'-4, 5- 
10 v^y^/V:7:t;^;l') -6, 7 - v=t Kn - 5 H- ViJ' [d] 

n [ 1 , 5 - a ] t° y ^ • mm& 




T L C : R f 0.29 i^^-t^" : ^^:3Lf-;u= 3:1) ; 



115 



wo 02/053565 



PCT/JPOl/11581 



NMR(300MIz, CDCI3) : 6 7.29 (brd, J = 10.2Hz, 1 H), 7:04 (s, 1 H), 6.83 (s, 1 H), 



3 H), 2.31 (s, 3 H), 2.28 (m, 2 H), 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J = ' 
7.5Hz,6H)<, , , 

I 

.5 , ■ ' ' ■" '■• 

^»J2 (8 2) 

8- (1, 2, 3, 4 -T h7t KP-ry^y y:/-2-^yi') -2-p<^ 

;W-3- (2-^f-/^-4-^ -6, 7-v/tKP-5H 

-V^n^^-^ Cd] tfy^n [l, 5- a] tfy^^i^^ 



T L C : R f 0.24 i^^'-^y : i^i^3i^/V= 3:1) ; 
NMR(300MHz, CDCI3) : 6 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
15 J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2.17 (s, 3 H), 2.08 (m, 2 H)o 

^ji^ll2 (8 3) 



3.95 (m, 1 H), 3.90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s. 




10 



OCH3 
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JV) -6, Fn-5H-i>'^n^>'j5' [d] Ifyya [l, i5-a]' 



T L C : R f 0.35 (^=3f-f-> : f^^:r.^)V= 3:1); 
5 NMR(300MHz, CDCI3) : 5 8.01 (br, IH), 7.45 - 7.38 (m, 2H), 7.33 - 7.17.(m, 4H), 
6.87 (d. J = 2.4Hz, IH), 6.80 (dd, J = 8.1, 2.4Hz, IH), 3.83 (s, 3H), 2.89 (V J =' 7.8H2, 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H)o 

I 

mm (8 4) 

10 8- (2-7^^/1^7 31-/^) T^y-2-7«5^/l'- 3- (2-7{5^/>-4- 

7< h^^rv-^o^— /l^) -6, KP-SH-i^i^n^^-t? [d] t°7y' 

P [1, 5-a] l^y^i?^ 




OCH3 




OCH3 
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' . I 

I 

I, 

T L C : R f '037 (^^i^;:^ : i^g|if-yU= 3 :, 1 ), ; 
NMR(300MHz, CDClj) : 6 7.76 (br, IH), 7.32 - 7.17 (m, 5H), 6.87 (d, J = lAUz, 
IH), 6.80 (dd, J = 8.4, 2.4Hz, IH), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H),. 2.36 (s, 6H), 
2.22 (s, 3H), 2.13 (t- J = 7.5Hz, 2H), 1.96 - 1.85 im,'.2S)o 

mi^m2 (8 5.) . 

8- (3 -;^^>'^^3i y - 2-7«^;v- 3- {2-7«f^/^-4- 

p( hdri/y^.::^/!^) -6, 7 - v^b Fo - 5 H- i/iJ' a^^-^ [d] t'^v' 

n [1, 5-a,],b°y . , 




10 OCH3 

TLC : R f 0.38 {^^-^^ : S^^3i5^/^= 3 : l) ; 
NMR(300MHz, CDCI3) : 8 7.96 (br, IH), 7.32 - 7.26 (m, IH), 7.19 (d, J = 8.4Hz, 
IH), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, IH), 6.80 (dd, J = 8.4, 2.7Hz, IH), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s. 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H)o 

Hjjfj 2 (86) 

8- (4-7^^/^7 3::^/^) T^y- 2-7«f-/l^- 3- (2-p{f-/V-4- 
y b^iX^ai::^/!/) -6, 7 -'Jh V'r2-5H—y^ti^:^^ [d] t°7>^ 
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I, . ' 




, t OCH3 

T L C : R f 0.33 ' ('^'^i-y : ^m=^i^^Ur= 3 :1) ; 
NMR(309]VIH2, CDCl3) : 6 7.93 (br, IH), 7.23 ,7.11. (m, 5H), 6.87 (d, J = 2.7Hz, 
5 IH), 6.80 (dd, J = 8.4, 2.7Hz, IH), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29 (t, i= 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1.88 (m, 2H)o 

mmm2 cs 7) / 

10 7U-4-y h'3(^v^:7 3::ri7U) -6, 7 - V? t Kn - 5 H" i^:^ n^^-iJ? [ d ] 
k°7>^n [1, 5-a] t-y ^v^^ 




OCH3 



T L C : R f 0.48 (^^"^-^ : @lFi?J^5^^^= 3:1) ; 

119 



wo 02/053565 PCT/JPOl/11581 

' NMR(300MHz, CDCI3) : 8 7.31 - 7.24 (m, 2H), 7.21 (d, J = 8.4Piz, IH), 6.99 - , 
6.87 (m, 4H), 6.81 (dd, J = 8.4, 2.7Hz, IH), 4.15 - 4.07 (m, 2H), 3.84 (s, 3H), 2.92 (t, 
J = 7.5Hz, 2H), 2.36 (s, 3H), 2.31 (t, J= 7.5Hz, 2H), 2.22, (s, 3H), 2.05 - 1.94 (m, ' 
2H), 1.82 - 1.68 (m, 2H), 0.96 (t, J = 7.2Hz, 3H)o 

1 

mmM2 (8 8) 

/y-4-p< h=3{^v':7:xc:i7V) - 6 , . 7 -v^t K^- 5 H-i^i? H^^'i? [d] ' 
f^yp [1, 5- a] fy5:v'^ 




OCH3 



T L C : R f 0.63 (^^f-:/ : i^^^f^;V= 3:1) ; 
NMR (300MHz, CDCI3) : 8 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8.4Hz, IH), 6.87 (d, J 
= 2.7Hz, IH), 6.80 (dd, J = 8.4, 2.7Hz, IH), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
15 1.98 (m, 2H), 1.67 - 1.54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H)„ 

m-mm2 (8 9) 

8- (N, N-v^ry/I^T^; y) -2-yf-/^-3- (2-7<^/V-4-p< 
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h^Uyai::^jU) -6, 7 --J^t Ko - 5 H- i^i?^ [d] tf^^c' 

[1, 5-a] \i°v^i:^y-mm^ 



5 NMR(300MHz, CDCI3) : 6 7.11 (d, J = 8.4Hz, IH), 6.89 (d, J =2.7Hz, IH), 6.82 
(dd, J = 2.7, 8.4Hz, IH), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J .= 18Hz, 
2H), 4.49 (d, J = 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7.2H2, 
2H), 2.28 (s, 3H), 2.23 (m, 2H), 2.18 (s, 3H)o 

10 mmm2 oo) 

8- (3-^>'^/^T^ /) -2-7<^/^-3- (2-p<9^/^-4-v'7<^ 
-6, 7-v'fc Kn-5H-iX^P-<^i57 [d] t°7)/ 
P [1, 5-a] ^i;^^' 




OCH3 



T L C : R f 0.46 : g^^^^/^= 2:1) 
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t 

i 

' ' • . I, ■ 

I 

T L C : R f &'.,17 (-^=¥1?^^^,': : ,1 ) 

NMR(3001»<ip?, CDCl3): 6 7.11(d, 1= 8.1Hz, 1 H)„6.70 (d, J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1„2,7Hz, 1 H), 6.19 (d, J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t,| J = 7.5Hz', 
2 H), 2.95 (s, 6 H), 2,89 (t, J = 7.5Hz, 2 H), 2.32 (6; 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
5 (m, 2 H),:i.80 - 1,56 (m, 4 H), 1.01 (brs, 6 H), ' , 

f • * 

" ' .1 

mmM2 (9 1) 

I 

8- oL^'/uyuh'jur ^ y) -2-^f-/^-3- (2 -^^ 9^/^-4 

hdfi/7::^'=/M) -6, 7-v^tKn-5H-->iJ7P^:/iS^ [d] t°7 
10 y'n [1. 5-,a]. b°y ^v^^' " ■ 




OCH3 



T L C : R f 0.45 : @^^ai^/V= 2:1) ; 

NMR (300MHz, CDCI3) : 6 7.83 (d, J= 8.7Hz, IH), 7.27 - 7.48 (m, 5H), 7.12 (d, J 
= 8.4Hz, IH), 6.88 (m, IH), 6.81 (dd, J = 2.7, 8.4Hz, IH), 5.10 (m, IH), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, IH), 2.83 (m, IH), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1 .01 (t, J = 7.2Hz, total 3H)o 

m-mm2 02) 
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8- (N- (2-7 3i:^;W^9:/l>) -N-T'P tVWT^y) -2-;'<f-/V-' 
3- i2-?^f-/l^-4-;^h^iyy^^M -6, 7 - t - 5 H-v' 



NMR(300MHz, CDCI3) : 8 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, IH), 6.83 (dd, 
J = 8.4, 2.4Hz, IH), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81 - 1.68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H)o 

10 

mmm2 o 3) 

8- (N- (3-7ai:^y^7°ni:VP) -N-:/n tVU-T ^ y ) -2-p<5^yU 
-3- (2-7<^/^-4-^ h^v^^oi-yl^) -6, 7-v?tKn-5H- 
v-i^o^^^iS^ [d] fc'^yn [1. 5 -a] fc-iJ^v^:/ 



^u^y^ [d] t'yy'n [l, 5-a] \i'V ^Py - W^^ 




0CH3 



5 T L C : R f 0.35 (^=^r1^ V : 1^^015^/1-= 3:1) 
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i 

/ 

I ' ' 




I 

T L C : 'R f 0.40 : @M^5^7V= 3:1) ; 

.1 I ' • 

NMR (300MHz, CDPj) : 8 7.26 - 7.05 (rn, 6H), 6.86 (d, J = 2.7Hz, IH), 6.79 (dd, 
J = 8.4, 2.7Hz, IH), 3^83 (s, 3H), 3.66 - 3.53 (m, 4H); 2.88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H); 2.62 (t, J = 7.8Hz, 2H), 2.32 (s,. 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 1.83 (m, 2H), 1.61 - 1.49 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)o 

mmm 2 (9. 4'> 

8- (N-" (4-:7,a:=/^y^/H -N-:/P tV^T^/) -2-;^^/V- 
10 3- {2-^^J\^-4-yi h^i^-7a^=^M -6, 7 -v't Kn- 5 H- v- 
^n^y^ [d] \i°yyv2 [1, 5-a] t°y^v^^ 




OCH3 



T L C : R f 0.48 (^^-fy : i^i?:3^5'/^= 3:1) ; 

NMR(300MHz, CDCI3) : 6 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, IH), 6.78 (dd. 
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15 



J = 8.1, 2,7Hz, lU), 3.83 (s, 3H); 3.63 (t, J =.6.,6Hz, ,2H), 3.57 - 3.49 (m, 2H), 2.90 (t, 
J = 7.5Ife, 2il),'2.88 (U = 7.5Hz, 2H), 2.57,(t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2. 15 ,- 2.05 (m, 2H), 1.66-1 .49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H)o ' i 



i|2 (0 5) 



8- (l-y'a:i:^/^-2-:/^/l^) T SlV - 2 -p< ^/I^- 3 - (2-/'f-/U 

t 

-4-7{'>dfi/7 3i-/V) -6, T-v't: Kn-5H-i/j5'n^:/i^ [d] 
f^y'n [1, 5^ a] t°y ^v^:/ -i^^i^ 




'A ' I' 




HCI 

CH3, 



OCH3 



10 TLC:Rf 0.41 {^^^y : BB^'^^^= 2 : l) ; 

NMR(300MHz, DMSO-ds) : 5 9.24 (m, IH) 7.04 - 7.30 (m, 6H), 6.95 (br s, IH), 

6.86 (dd, J =2.7, 8.4Hz, IH), 4.20 (br s, IH), 3.78 (s, 3H), 2.87 - 3.17 (ra, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82 - 2.18 (m, 5H), 1.63 - 1.82 (ra, 2 H), 0.93 (br t, J = 
6.9Hz, 3H)o 



^»J2 (9 6) 

8- (l-:7 3.::iyU-3— <>'^/W) T^>-2-p<^y^-3- (2-p<f=- 
;v_4_^ ^^5^^:7 31-;^) -6, 7-i;^t KP-5H-->^a^>'^ [d] 
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• t'^^D [1, 5-a] t°y ^i^^V -^ti?:^ 




0CH3 



T L C : R f 0.43 (^^i^-^' : |^^^5^/l/= 2:1) ; 
NMR (300MHz, DMSO-dg) : 6 8.53 (m, IH), 7.09 - 7.28 (m, 6H), 6.96 (d, J = 
5 3.0Hz, IH), 6,85 (dd, J = 3.0, 8.4Hz, IH), 4.10 (m, IH), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m; 2H), 0.93 (t, J = 
7.5Hz, 3H)„ 

mmm2 o?) 

10 ■ 8- (N- (4-;^'5^/V73i:^/V) -N -•fn h'jUT ^ J ) -2-7«^yV- 
3- (2-^f-/^-4-p< h^v^:7i=i/k) -6, T-v'tKn-SH-V 

^u-<i^^ [d] h'yyu [1, 5-a] \i° }) ^i^^i^ ■ mm^ 



126 



wo 02/053565 
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OCH3 



T L C : R f 0.43 (-^^ih^' : @^^ai^/^= 3:1); , 
NMR(300MH2, CDCI3) : 6 7.27 (d, J =8.1Hz, 2H), 7.13 - 7.22(m, 3H), 6.90 (d, J 
= 2.4Hz, IH), 6.84 (dd, J = 2.4, S.THz, IH), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
5 2.43 (s, 3H), 2.31 (s, 3H), 2.22 (s, 3H), 1.77 - 1.97 (m, 6H), 0.98 (t, J = 7.5H2, 3H). 

mmm2 o s) 

8- (N- (4-p<f"/l^73i^/^) ;>{5^/U-N-::7'nfcV^T5/) -2-p« 
^;^-3- (2-7^^/1^-4-^ h=¥v':73i=/^) -6, 7 -':;^t: Kd- 5 
10 H-v'iJ'n-^:/^ [d] t°7yci [1, 5-a] ]) ^i^^ ' 




OCH3 
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I i 

I 

I 

■ ' • , I . 

TLC :Ri 0.45 (^=¥fr:/': 11^^31 ^7k= 3. : 1) ; 
NMR(300I)^ Cbcij) : 6 7.11 - 7.21 (m,'5H), 6.90 (d, J = 2.7H2, IH), 6.83 (dd, 
J = 2.7, 8.7Hz, lH),' 5.lV (s, 2H), 3.84 (s, 3H), 3.72 ,(t, J = 7.5Hz, 2H), 3.48 (t, J = 
8.1Hz, 2H), 3.01 (t, j = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s, 
5 3H), 1.77:(m, 2H), 0.94 (t, J = 7.5Hz, 3H)„ ,, i , 

" ' . ' I 

mmm2^ (9 9) 

8- (N- '(3 ->< 5^/^:7:3. ^/W) -N-yotVVT^y) 

I 

3- (2-;?«5^;W-,4-7< b^v'^znr^;!/) -6, 7 -i?t: Ka - 5 H-i/ 
10 ^T^^y^^f Idl t°7>rp [1, S -a] t^'i^.^ v^^ -it^:^, 




T L C : R f 0.41 i^^-^y : g^^ai^7W= 3:1); 
NMR(300MHz, CDCI3) : 5 7.36 (m, IH), 7.06 - 7.24 (m, 4H), 6.91 (d, J = 2.4Hz, 
IH), 6.84 (dd, J = 2.4, 8.1Hz, IH), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
15 3H), 2.32 (s, 3H), 2.23 (s, 3H), 1 .77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H)o 

mmm2 (i o o) 

8- (N- (4-;^ V^i^y:^^;^) ^f^/V'-N-T'ci bVUT^/) -2- 
^^/V-3- (2-^f-/V-4-^ h^i/^cji^/^) -6, T-i^'tKn- 
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I 

■ ' ■ . I, . 

5K-iy^xn^tyf, Idl fy/n [i:, ,5-,a] }^']} Ki^^l^ - 




T L C : R f 0.26 i^^-fl^ : mk=^^/^= 3:1) ; 
NMR(300MHz, CDCI3) : 6 7.18 (d, J = 8.7H2, 2H), 7.13 (d, J = 8.4Hz, IH), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J = 3.0Hz, IH), 6.83 (dd, J = 3.0, 8.4Hz, IH), 5.10 (s, 
2H), 3.84 (s, 3H); 3.82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H)o 

10 HjfeM 2 (101) 

8- (N- (4-^ P T^f^-yV-N-T'n tVUT5: y) -2-;^ 

^yW—S- (2-^^/V-4-;^ b^v^7ao=7k) -6, 7-v^tKci-5 
H-v'i? [d] t'7:/D [1, 5-a] t°y^i>^-:^^a 
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CI 




OCH3 



T LC : R f 0.26 (^=3ef-V : ^^^01^/1^= 3 : 1) ; 
NM R (300MHz, CDCI3) : S 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7. 12 
(d, J = 8.4Hz, IH), 6.90 (d, J = 2.7Hz, IH), 6.83 (dd, J = 2.7, 8.4Hz. IH), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8H2, 2H), 3.02 (t, J= 7.2Hz, 2H), 2.29 ' 
(s, 3H), 2.25 (m, 2H), 2. 1 9 (s, 3H), 1.74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H)c 

mmm2 (102) 

8- (N- (2-^'fjU-7aL::^/U) -N-yPtVPT^/) -2-^^/1^- 
10 3- (2-p<f^/^-4-^ b=3rv'7 3i;:^/U) - 6, 7 -v^t Kn - 5 H- i/ 
^p-^>-i5' [d] l^yyti [1, 5-a] fy ^ v?^' • 
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I 

I, ■ 

TLG : R f 0:46,(f^^f-'y : @^^ir:5=-;ix=3 ; 
NMR(^boitoz, CDCy : 8 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, IH), 6.90 (d, J 
= 2.4Hzi IH); 6.84,(dd. J = 2.4, 8.4Hz, IH), 4.53 (in, IH), 4.37 (m, lH),'3i.84 (s, 3H), 
3.34 (m, 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2,07 (m, 6H), 0.97 (t, J =. 
5 7.5Hz, 3H)o . • ' ' ' • 

I - ' . ' 

" ■ . ' I 

I 

MMM 2' (10 3). 

8- ( (3 3) - h:3ev'^9^/u- 1, 2, 3,' 4-x h7t Kn-ry 
y i^- 2 -'f/t') -2-p«^yV-.3- (2-^^/1^-4-^ f'3rix:7cn 
10 n/u) -6^ 7'^i^}iVu-5H-^y^n^,y^ idl "dy^/n [i, 5- 




0CH3 

T L C : R f 0.56 {-^^^V : @^^:n^/l.= 1:1) ; 
NMR (300MHz, CDCI3) : 8 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, IH) 
15 5.03 (d, J = 15.6Hz, IH), 4.72 (dd, J = 15.6, 3.9Hz, IH), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, IH), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s, 3H)o 



131 



wo 02/053565 



PCT/JPOl/11581 



mm 2 (10 4) 



8- (S-^^f^/V-T^/) 



T L C : R f 0.42 (i^ n n /js/l^A : 7< / — /V= 2 0:1); 
NMR (300MHz, CDCI3) : 6 8.01 (s, IH), 7.32 (d, J= 10.2Hz, IH), 6.85 (s, IH), 
4.00 (m, IH), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, AH), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz,'3H)<, 

10 

Il1fe^!l2 (10 5) 

8- ( (2S) -1-^ h'^-y-s-y^^-fi^-2--:fv2\i°;u) 

-5H-v'>57P-<>'i5' [d] [1, 5-a] t;° U ^ ^ • J^^^^ 



fyv^n [1, 5-a] t°y^v^;/ - 2iti^it 



5 




• 2HC1 
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OCH3 



TLC : Rf 0.26 (^^i?"^ : @^®?^f-/U= 2 : 1) ' • 
NMR(300MHz, CDCI3): d 7.77 (m, IH), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
7.11 (m, IH). 6.88 (m, IH), 6.80 (m, IH), 4.44 (m, IH), 3.82 (s, 3H), 3.53 - 3.68 (m, • 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H), 3.11 (t, J = 7.2Hz , 2H), 3.08 (m, llf), 2.81 „• 
(m, IH), 2.3 1 (s, 3H), 2.20 and 2. 17 (s, 3H), 2. 1 5 (m, 2H)„ 

mmm 2 doe) 

8- (N- (4-7«^;^^:^'7^^7V) 7<^;i— N-7"ci tVi-T^ y ) -2 
10 -^5^/1^-3- (2-^f-yW-4-7< h^V^a^^/V) -6, 

-5H-l^^x:i^y^ [d] k'7>^n [l, 5-a] h' ]) • mmm. 
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OCH3 



I 

I I , 

T L C : R f 0.50 (^^-^y : |^^^^>V- 2:1); 
NM R (300MHz, CDCI3) : 6 7.25 (d, J = 8.4Hz, 2H), 7. 1 8 (d, J = 8.4Hz, 2H), ,7. 13 
(d, J = 8.1Hz. IH), 6.90 (d, J = 2.4Hz, IH), 6.83 (dd, J = 2.4, 8.1Hz, IH), 5.13 (s, 
5 2H), 3.84 (s, 3'h), 3J0 ,(m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J = 7.5Hz, 3H)o 

2 (10 7) 

8- aL^jU}i°^yi/y-l-4M -2-^5^/1^-3- (2-^^ 

10 h^i/^ai::^/^) -6, 7 - v^t Kn - 5 H- v^iJ' n^^-^ [ d ] 

fy^n [1, 5-a] • 2iS^it 



134 



wo 02/053565 ' PCT/JPOl/11581 



I 




OCH3 



TLC : R.f 0.30 (^'^•fy : ^m^^>>'^= 2 : l) ; 
NMR(360MHz, DMSO-dj) : 6 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
= 8.4Hz, IH), 7.00 (brd, J = 6.9H2, IH), 6.95 (d, J = 2.7Hz, IH), 6.86 (dd, J = 2.7, 
5 8.4H2, IH), 1.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J = 
7.8Hz, 2H), 2.21 ,(s, 3H), 2. 1 5 (m, 2H), 2.06 ,(s, 3H)c 

m-mm 2 ( 1 0 s ) 

8- (4- i2—i^nuy:c:=./U) yf^Jx^y-l-y^/V) -2-7«f^/W- 

10 3- (2-p<^/k-4-7« h=¥v':7 3ic:^/U) -6, Kp-SH-v- 
^u^y-^ [d] t'^y^ci [1, 5-a] M'V^V':^ 
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OCH3 



TLC : R f 0.38 (^^f",:/ : @|^^^/^= 2 : l) ; 
NMR(300MHz, CDCI3) : 8 7.41 (ddi J= 1.5, 7.8Hz, IH), 7.28 (m, lH)i 7.16 (d, J 
= 8.1Hz, IH), 7.15 (d, J = 8.7Hz, IH), 7.03 (m, IH), 6.86 (d, J= 2.7Hz, IH), 6.79 
(dd, J = 2.7, 8.1Hz, IH), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.8H, 4H), 3.16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2. 17 (s, 3H), 2. 14 (m, 2H)c 



2 (10 9) 

8- (N, N-v^:/f-/V'T5: y) - 2 - p< 3 - (2-p^5=-/l'-4-p< 

10 hdrV7cr-M -6, Kn- SH-v/i^' n^^^iJ' [d] t'^y'ci 
[1, 5 -a] If y ^v^^' • 



HCl 
CH3 




OCH3 
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TLC:Rf 0.51 i^^-fy :BB=^f'J^=2 : 1) ; ' ' 

NMR(300MHz, CDCI3) : S 7.12 (d, J = 7.8Hz, IH), 6.89 (d, J = 2.4Hz, IH), 6.82 
(dd, J = 2.4, 7.8Hz, IH), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m ; 4H), 1.38 (m, 4H), 0.^7 (t, J = 
5 6.9Hz, 6H)o 

mmm 2 (110) 

4-^ h^-yy^^yl^) -6, Kn- SH-v'^ [d] t° 

10 [1, 5 -a] ^'Jy 'Mmm. 




0CH3 



T L C : R f 0.36 : ^m^'^^^= 2:1) ; 

NMR(300MHz, CDCI3) : 6 7.10 (d, J = 8.1Hz, IH), 6.88 (d, J = 3.0Hz, IH), 6.81 
(dd, J = 3.0, 8.1Hz, IH), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (m, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1.40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H)o 

mmm 2 (111) 

8- (N- (4-p«f=-/U:7aic:i/V) p< ^/WN-^'^/l'T ^ / ) - 2 - / "f- 
20 ;V-3- (2-p^^>'^-4-p< -6, 7 -i^^^i - 5H 
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-V^xi^y^: [d] t°7,y^n Cl. '5 -a] y ^ •v' V • j^^il 

. . ' ' • 'I 




0GH3 



TLC :R f 0.53 (^^f-^' : 11^^^/^^= 2 : l) ; 

NMR(300MHz, CDCI3) :' 6 7.10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, IH), 6.83 (dd, 

.-•I.I' • 

5 J = 2.4, 8.1Hz, IH), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J ^ 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H)o 

Hjfe^j 2 (112) 

10 - 8- (N- (4-p<9=-/L'7a.=./U) p<f-;V-N- (2-p( hdriX^^^/k) T 
-2-^-5^7^-3- (2-^^71^-4-7^ h=¥->:7rc^7^) -6, 7 
Ka-5H-Vi5'P^:/iJ' [d] t°7>^n [1, 5 - a ] t'y 5 v?^ • 
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OCH3 

I 

'1 

T L C : R f 0.23 i^^-f '^ : @^^a:^yU-= 2:1); 
, NMR(300MHz,CDCl3) : 6 7.25 - 7.05 (m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), , 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 211), 3.58 - 3.38 (m, 2H), 3.30 (s, . 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2. 19 (s, 3H)o 

mmm 2 (113) 

8- (N-i/i5' n^P tVV-N- (4 ^/l^^^i^/U) ;^^JUT^/) - 
2-7«^7^-3- (2-^f-yV-4-^ H^V^ai::^/!^) -6, 7-v^t:K 
10 n-5H-i/^n^:/i? [d] t'^V^P [1, 5-a] ^ • ig^lt 
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t 

! 

I ' I . H(i 




OCH3 



TLC : R f 0.35, C^^f-^' : @^^^f^/^=2 : 1) ; 
NMR(30pMHz, CDCl3) : 8 7.25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s. 3H), 2.31 (s, 
5 3H), 2.30: 2.10 (m,3H),2.19(s,3H), 1.10 -0.80 (m,4H)o 

I- . 

y) -2-7<^/^-3- (2 -^^/W^4-^ -6, 7- 

10 v?t KP-5H->'i^n-<:/i?' [d] M'yyn [1, 5-a] t'y^v'y- 
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T L C : R f 0.37' i^^-^y : |t^^^^^= 2:1) ; 
NMR(30'0MHz, CDCI3) : 6 7.30 - 7.00 (m, 5H); 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, »3H), '2.22 (s, 2H), 2. 1 1 (s, 3H), 1 .38 - 1 .05 (m, IH) , 0.75 - 0.50 (m, 2H), 
0.35- 0.10 (in,2H)o , 

^MM 2 (lis) 

8- (N, N-v^yn tVvr 5 y) -2-7^^71^-3- (2-^9^/1^-4- 
10 7« h^iy:7ji::^/V) -6, 7 ->^t Kp - 5 H-iX^ n^:/^5' [d] t°7>^ 
a [1, 5 -a] if]) ^i^y 




141 



wo 02/053565 PCT/JPOl/11581 

TLC : R f 0.59 (-^^f-:/ : g1f^^^/V= 2:1); 
NMR(300MHz, CDCI3) : 8 7.17 (d,. J = 8.4Hz, IH), 6.86 (d, J = 2.4Hz, IH), 6.79 
(dd, J = 2.4, 8.4Hz, IH), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.90 (t, J , 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 
5 7;5Hz,6H)o 

m-&m2 (116) 

8- (N- (4-7«^/i-7^^;H, 7«^/^-N- r^y) ■ 

-2-7«^/^-3- (2-^^/1^-4-^ h^i^:73i^;^) -6, 7-v>t 
10 Kp- 5H-v'i5'n-^yi5' [d] [l, 5 - a] ' 5 i^:/ • 




T L C : R f 0.47 {■-^^■fy : @^^ai^/l/= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, J = 8.IH2, 2H), 7.11 
15 (d, J = 8.7Hz, IH), 6.89 (d, J = 2.7H2, IH), 6.82 (dd, J = 2.7, 8.7Hz, IH), 5.27 (d, J = 
15.0Hz, IH), 5.24 (d, J = 15.0Hz, IH), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J = 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91(t,J=2.4Hz,3H)o 
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mmm2 a 1 7) 

8- (N-T'D tVW-N- (2-^5^^/^) T^y) -2— T^^/l'-a- (2* 
•5 [d] t'^y^D [1, 5 -a] t'y^v?^' 



T L C : R f 0.55 (^^f-^' : @^^3^^yL'= 2:1) ; 
NMR(300MHz, CDCl,) : 6 7.16 (d, J = 8.1Hz, IH), 6.86 (d, J = 2.7Hz,'lH), 6.79 
(dd. J = 2.7, 8.1Hz, IH), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
. 10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s. 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H)o 

mmm2 (118) 

8- (5-/:^>'^T$/) -2-^^71^-3- ( 2 4 h 
15 ^ai^/V-) -6, 7— i>t KD-SH-i/^u^^^^ [d] fyj/n [1, 

5- a] ^i^y-mmm. 




0CH3 
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I 

I 




.('I.I ' 

TLC : R f 0.58 : il^^f->'l'= 2 : 1) ; 

NMR(300MH2; CDClj) : 6 7.33 (brd, J = 10.5Hz, ,1H), 7.12 (d, J = 8.7Hz, IH), 
6.88 (d, J =^ 2.7Hz, IH), 6.81 (dd, J = 2.7, S JHz, IB), 4.10 (m, IH), 3.83 (s, 3H), 
5 3.49 (t, l=^ i,lHz, 2H), 3.12 (t, J = 6.6Hz, 2H), 2.29 (s, 3H), 2.27 (m, 2H), 2:20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1:30 - 1.53 (m, 8H), 0.94 (m, 6H)o 

mmm 2 ( 1 1 9.) 

1 

10 2-^^/W-3- (2-7<f^7l/-4-p< -6, 

P-5H-i^i5^P^i^i5' [d] fyy'P [1, 5-a] \i' ]) ^z:^^ - 




OCH3 
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T L G : R f 6.38 i^^i-^y ; @^i^ic^/V= 2,' : 1 ),' ; 
NMR(3b0lifHz, CDjOD) : 8 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, IH) 6.85 (dd, 
J = 8.6, 2AM IH), 5.20 (d,' J = 16.5Hz, IH), 5.09 (d,' J = 16.5Hz, IH), 5.02 - 4.70 
(m, IH), 3,81 (s, 3H), 3.17 (t J = 7.2H2, 2H), 2.98 '(t, J = 7.8Hz, 2H), 2.29 (s, 3H), , 
5 2.22 (s,3H), 1.98 (s,3H), 2.40- 1.60(1X1, 10H)o 

.1 
i 

mmm2' (12 0) . 

T^y) -2-:^^/i^-3- {2-y^=f'fV-^-:^y^-yy=c:^)V) -6, 
10 7-v?t KP^'5H-v/j5'n^>'i$' [d] t°,7VD [1, 5 -a] t'y^v' 
>- ; • . 

SCHs 

I \ 




OCH3 



TLC:Rf 0.85 (^:¥f->' : @^^^9^/^= 1 : l) ; 
NMR(300MEIz, CDCI3) : 5 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, IH), 6.79 (dd, 
15 J = 3.0, 8.4Hz, IH), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10 - 0.95 (m, IH), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H)o 
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PCT/JPOl/11581 



m2 (12 1) 



8- (N- (4-7y^;^P73.r^>k) 7<5^/V-N-7°n.tV^T^y) -2- 
^f"/V-3- (2-^^/l'-4-^ h^i^^a^^/l-) -6, 
SH-v'iJ'P^:/^? Cd] t°7/n'[l. 5-a] k'y.^v'V 





0CH3 



TLC :Rf 0.87 : @^^^f^/^= 1 : l) ; 

NMR(300MHz, CDCI3) : 6 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, IH), 6.79 (dd, J = 2.4, 8.4Hz, IH), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 1.5Hz, IH), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H). 2.07 
10 (quint, J = 7.5Hz, 2H), 1 .62 - 1.50 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)o 



2 (12 2) 



15 



8- (N-v-i^ D 7^5^/1/- N- (4-7<^yV7:3^^/W ^5^/1^7 5 7) -2 
3- (2-^5^y^-4-;»« h^iX>'ai::^/V') -6, 7-v^tKP 
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I 




CH3 



T L C : R f 0.48 i^^-^l^ : B^^f'^^= 2:1); 
NMR(300MHz, CDCI3) : 6 7.19 (d, J = 8.4Hz, IH), 7.02 (d, J = 7.5Hz, 2H), 6.89 
(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz, IH), 6.80 (dd, J = 8.4, 3.0Hz, IH), 4.90 - 4.70 
5 (m, 2H), 4.08 (m, IH), 3.83 (s, 3H), 2.84 (t, J = 7.5H2, 2H), 2.61 (m, 2H), 2.39 (s, 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 
2H)c 

mmm 2 (123) 

10 8- (N-aif-/u-N- (4 5^/1^:7 :tc^/v) 7<^/^r^y) -2-7«f^ 

71—3- (2-p<f^/V'-4-7« b=^v'>'^^/^) -6, 7-v?fcKD-5H 
-v'i^P-^^^iJ' Cd] \:°vyu [1, 5- a] t°y^i>^ 
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I 

I 




OCH3 



T L C : R f 0,69' (^=3ri^^^ : g^i^ai^/>= 1:1) ; 
NM R (30pMHz, CDCI3) : 6 7. 19 (d, J = 8. IH2, IH), 7. 14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, IH), 6.80 (dd, J= 2.7, 8.1Hz, IH), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (bit, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 
3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1. 18 (t, J = 6.9Hz, 3H)o 

' 1 

i 

m-mm2 (124) 

8- (N-yntW-N- (4- h y 7/V^n^f-7^:7::c=./^) ?^^/]^T^ 
10 /) -2-^^;^-3- (2-p<5^/^-4-^ h=3rV7 3i=i;W -6, 7- 
Kn-5H-v'i5'o^^^ [d] e^y^n [l, 5-a] t°y^i>>' 
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OCH3 



T L C : R f 0.19 (-^^f- V : g^^^5^/^= 1:1) ; 
NMR(300MHz, CDCI3) : 5 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J = 8.IH2, 2H), 
7.18 (d, J = 8.7Hz, IH), 6.87 (d, J = 2.4Hz, IH), 6.79 (dd, J = 2.4, 8.7Hz, IH), 4.91 (s, 
5 2H), 3.83 (s, 3H), '3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2.19 (s, 3H), 2.18 - 2.00 (m, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.5Hz, 
3H)o 

^jife^!l2 (12 5) 

10 8- (N-yPtVU-N- (x b7t Kci 7 7^-2—1' /^) ^^yVT^y) 
- 2 - p{ ^/l^- 3 - (2-7«^>'^-4-7« h^iX^ct^/U) -6, 7 --JM 
KP-5H-i/i^ n-<^^ [d] k°7y^n [l, 5 -a] 
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I 
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OCH3 



TLC :R f 0.31 (-^^f-:/ : 1^^^^/^= 2 : 1) ; 
NM R (300MHz, CDCI3) : 8 7. 16 (d, J = 8. IH2, IH), 6.86 (d, J = 2.7H2, IH), 6.78 
(dd, J= 2.7, 8.1Hz, IH), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 . 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2. 13 (m, 2H), 1 .74 - 2,00 (m, 3H), 1 .42 - 1 .65 (m, 3H), 0.89 (t, J= 7.5H2, '3H)o ' 

mmm 2 (126) 

8- (N-T/f'/l'-N- (2-^ h^v':i^f-/V) T^y) -2-7«^/V'-3 

10 - (2 -7«^7V-4-^ hdr^>:7cn^yu) -6, 7 -v^fc Kn - 5 H-iXi^ 
[d] }i'yyx2 [1, 5-a] t°iJ5:v^^- 




OCHs 

TLC : R f 0.30 i^^f-y : @li^^^7^= 2 : 1) ; 
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• NMR (300MHz, CDCI3) : 6 7.16 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 2.7, 8.4Hz, IH), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 78Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 
3H), 2.18 (s, 3H), 2.13 (111, 2H), 1:55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2H;z, 3H)„ 

5 

^ife^il 2 (12 7) 

8- (N-T'ntVU^N-v'iJ^DT'atVWT^y) -2-;^5^;v-3- (2 

-;<^/I/-4 h^v':7i^7^) -6, 7-v/t Kd- SH-i/iJ' o^>' 
^ [d] k'^yo Ll, 5-al t°V ^i^y 




10 OCH3 

T L C : R f 0.45 (-^d^1^^^ : i^^ai^/P= 2:1) ; 
NMR (300MHz, CDCI3) : 8 716 (d, J = 8.1Hz, IH), 6.85 (d, J = 2.7Hz, IH), 6.78 
(dd, J = 8.1, 2.7Hz, iH), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
IH), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m. 2H), 1.62 (m, 2H), 
1 5 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H)o 



mmm 2 (128) 

8- (N-iXi^' P:/^/l^plf-/l.-N- (2-p< b^->:t^/k) T^y) -2 
-^f^yl^-S- (2-p<^/l^-4-7< b=¥V7ai::^/l') -6, 7-i^tKP 
20 -5H--=X^n^^^ [d] [l, 5- a] fD^v^^- 
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T L C : R f 6.57 ^i^^-f^ :, @^i^^5^/^= 1:1) ; 
NMR(300MHz, CPGI3), : 8 7.17 (d, J ='8.4Hz, IH)^ 6.86 (d, J = 2,7Hz, IH), 6.78 
(dd, J = 2.7,;8;4Hz, IH), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.62 - 2:50 (m, IH), '2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H). 

mmm2 (1 2 9) 

10 8- {3 -^}<-^^yA/l^yf^=^/l^-l, 2, 5, 6-7" b7 b t°y i?/l/) 
-2-p<^;l— 3- (2-7«^.'^-4-7< h^v':7:t=/l-) -6, T-v^t 
KP-SH-iXi^n^^i? [d] t-y^D [1, 5 -a] 
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TLC : R f 0.27 (^^-fl^ : g^i?a^^/W= 2 : 1 ) ; 
NM R (300MHz,' Cbcis) : 6 7.27 (m, IH), 7:09 (d, J = 8.1Hz. IH), 6.88 (d, J = 
2.7Hz, IH),' 6.81 (dd, J = 2.7, 8.1Hz, IH), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2H2. 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 

1.1 

(m, 2H), 2.27.(s, 3H), 2.26 (m, 2H), 2.17 (s, 3H), 1.34 (t, J= 6.9 HZ, 3H)o 

mmm2 a 3 0) 

10 /) -2-^^^l>-3- (2-7«5^/l— 4-^ h^JrV^:!!^/^) -5, 7- 
v?tKo-:7n [3, 4-d] fyi/p [l, 5- a] ^ v^^ • i^^lg 
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OCH3 



T L C : R f 0.68 (^^"^l^ : BM^f-/^= 1:1); 
NMR (300MHz, CDCI3) : 6 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, IH), 6.90 (d, J = 2.7Hz, IH), 6.83 (dd, J = 2.7, 8.4Hz, IH), 5.41 (brs, 
5 2H), 5.27 (m, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2,31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, IH), 0.67 (m, 2H), 0.24 (m, 2H)o 

t 

Hiife^il 2 (13 1) 

8- (3- (3-^f^7l— 1, 2, 4-:t^^iyTy—J^- 5-^ M -1, 
10 2, 5, 6-xb7t Kct°y v^/U) -2-7«5"/^-3- (2-7«^/V-4 
h^V^^c^yV) -6, 7-v>l: KD-5H-v'i^D^>'^ [d] t°7 
i/n [1, 5- a] t°y 5; v^^ 
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T L C : R f 0.18 (^^f-:/ : gl^^^f-yt-^^. 2 : 1 ) ; 
NMR(30blylHz^ CDCI3) : 6 7.29 (m, IH), 7.15 (d, J= 8.7Hz, IH), 6.86 (d, J = 
2.7Hz, IH), 6:79 (dd, J = 2.7, 8.7Hz, IH); 4.57 [m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J = 7,5Hz, 2H),, 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32. (s, 
3H), 2. 17 (s, 3H)[, i 1,4 (m, 2H)o 

• t 

^jife^j2 (1 3 2) 

8- (4— ^:/^/^T5: y) -2-;^^/l— 3- PP-4-7< 
10 iyya:.=^ju) -6, Kn-5H-i/^n^>'^ [d] t''7y'n [l, 

5 -a] ?v^:/-l^i^it 




OCH3 
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. TLC : R f 0.48 i^^-fy : ^^^f-/^= 2 : l) , ; 

NMR(300MHz, CDCI3) : 6 7.37 (d, J = 8.7Hz, IH), 7.07 (d, J = 2.4Hz, IH), 6.97 
(dd, J = 2.4, 8.7Hz, IH), 4.13 (m, IH), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J =1 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 

5 1.00 (t, J = 7.2Hz, 3H), 0.99 (t, J = 7.5Hz, 3H)„ 



(1 3 3) 



'^/l^- 3- (2-p<^7^-4-p{ -'6, 7-v^tKn-5 

10 H-iX^P^^'iJ' [d] h'yyvi [1, 5 -a] fc°y$v^^ 




0CH3 



T L C : R f 0.73 (^^i^^' : mB^^^^= 1:1) ; 
NMR (300MHz, CDCI3) : 8 7.16 (d, J = 8.1Hz, IH). 6.86 (d, J = 2.7Hz, IH), 6.78 
(dd, J = 8.1, 2.7Hz, IH), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, IH), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H)c 



(13 4) 



20 8- (N- (2-7« h'arV:3i^/U) -N- (2-^^"^/^ T5:y) -2- 
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^Yi-i/'^xi^V'^ [d] t°7^^n [1, 5-a] t°y ^Iv'^' 



5 NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 8.4, 2.7Hz, IH), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.OH2, 2H), 3.82. (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.32 (s, 3H), 2. 1 7 (s, 3H), 2. 17 - 2.08 (m, 2H), 1 . 8 1 (t, J = 2.7Hz, 3H)o 

10 HjjfeM 2 (13 5) ,; 

8- (2-y5^y/^T?y) -2-p(f^7^-3- (2-7<^/>-4-^ 
v-^zt^/l^) -6, T-v'k KP-SH-i^i^^n^^^ [d] yfy^/u [1, 
5 -a] t-y $v?^ 




OCH3 



T LC : R f 0.13 : 3:1) 




OCH3 



15 T L C : R f 0.80 {r-^^V : S^i53^^;k= 1:1) ; 
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I 

' ' • , I, 

i 

NMR(300MHz,' fDC^) : 6 7;i5 (d, J = 8,4Hz, IH), 6.85 (d, J = 2.4Hz, IH), 6.78 
(dd, J = 8^4, a^4Hz, IH); 6.53 (t, J = 6.9Hz, IH), 4.36 ,- 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J« 7,.ai2, 2H), 190 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 
(m, 2H), 1 .83 (t, J = 2. IHz, 3H)o : , ' 

5 : ' .1 ' ' . • , 

mmM2 (1 3'6) 

8- (4- (4-i>Pn:73.=/I^) -1, 2', 5, 6 -7" h 7 t Kn tf y i> 
;u) -2-^i^;u'-3- ( 2 ^/i^- 4 h^i/7cn^/v) -6, 7- 
v?t Ko-5H'-v',i5'P-<>'^5'.[d] f^yp [1. 5 -a] t°y^v'>' 



10 




TLC : R f 0.10 : i^^^f-/^= 3:1) ; 

NMR (300MHz, CDClj) : 5 7.42 - 7.30 (m, 4H), 7. 1 6 (d, J = 8. IHz, IH), 6.86 (d, J 
= 2.4Hz, IH), 6.79 (dd, J = 8.1, 2.4Hz, IH), 6.22 - 6.18 (m, IH), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
15 2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2. 17 (s, 3H), 2. 17 - 2.08 (m, 2H)o 

^jfeM 2 (13 7) 
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8- {'N--y^.ti--:fti\i';u^'^jy-N-^. iA-y^'f-zi^yaiz^/u) ^^/urs: 

7) -2-'^^;^-3- {2-/f-/V-4-p^\^'^'->yaL=^jU) -6, 7- 



.1 

\ ■ 




HCl 




OCH3 



1 1" 



TLC : R f ' 0.53 (■^'^f-:/ : i^i^i^>'^= 2 : 1) ; 
NMR (300MHz, CDCI3) : 8 7.36 (d, J = 8.4Hz, IH), 7.18 (d, J = 8.1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, IH), 6.97 (dd, J = 8.4, 2.7Hz, IH), 5.25 (d, J= 
15.9Hz, IH), 5.21 (d, J = 15.9Hz, IH), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (in, 2H), 1.23 (m, IH), 
0.63 (m,2H), 0.18(ni,2H)o 

^M^!J 2 (13 8) 

8- (N-T'P kVU-N- (4- MI ^/U^n;^*^/^;^^^/^^:^/^) 
15 /l^T^y) -2-^5^/1^-3- (2-7<5^/V-4-p{ ^dE^^/7a:::^/^) -6, 
7-v?t KD-5H-->>^n^>'i5' [d] t'yy^D [1, 5- a] t'lJ^v' 
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OCH3 

TLC : R f 0.55 (-^^f-^^ : 1^^^^/^= 3 : l) ; 
NMR(300MHz, CDCI3) : 6 7.32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, IH), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, IH), 6.80 (dd, J = 8.4, 2.7Hz, IH), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J ='7-8Hz, "' 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H)c 

mmm 2 (13 9) 

10 8- (N- (2-:/^iJ/^) -N-v^^ n:/n tVu^^^y^T^ /) -2-7« 
f-/V'-3- (2-i^ nn-4 h=35^V7cii::^7V) -6, 7-v^tKn-5 
H-v-i^^n^^/i^ [d] t'7>^n [1, 5-a] t°y^v^^ 




OCH3 
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TLC : Rf 0.40 (^d^f-:/ : @^i?ji^/U-= 3 : l) ; 
NMR (300MHz, CDCI3) : 6 7.29 (d, J = 8.7Hz, IH), 7.05 (d, J = 2.4Hz, IH), 6.88 
(dd, J = 8.7, 2.4Hz, IH), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d, J = 6.6H2,' 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16 - 1.02 (m, IH), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H)o 

^mm 2 (14 0) 



10 ^/u- 3- (2-7*^/1^-4-7^ b=3fV7ai^/P) -6, 7--:?t:Ko-5' 



li-i/^u^y^^ [d] f^y'o [1, 5 -a] h'v ^i^y -mmm. 



T L C : R f 0.52 i^^-fy : @^g^^^/W= 2:1) ; 
NMR (300MHz, CDCI3) : 5 7.27 (m, IH), 7.15 (m, IH), 7.13 (d, J = 8.1Hz, IH), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, IH), 6.83 (dd, J = 2.7, 8.1Hz, IH), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (ni, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H)o 





CH 



OCH3 
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I . 

1 

I 

■ ' . , I, . 

I 

' — ~' ' '■ , ' ■. , , ' ■ 

8- (N-;/Pt°/W'N- {2-/f-7^y'.:r.::^;V) ^V/WT ^ 7 ) - 2 - 

'^JT^-S- (2-;^5^A'-4-^ b=3ri/7ji:=^7^) -6, 7-v>tKD-5' 

. . ' ■ ' i 

H-v^i^D-O'i?' [d],t°7i/n [1. 5-a.] t° JJ ^ v':/ • 



5 




T L C : R # o'.52 .('^^Srf-:/ : mm^f-^^= 2:1) ; 
NMR (300MHz, CDCy : 5 7.18 - 7:30 (m, 4H), 7.13' (d, J = 8.1Hz, IH), 6.90 (d, J 
= 2.4Hz, IH), 6.83 (dd, J = 2.4, 8.1Hz, IH), 5.13 (s, 2H), 3.83 (s, 3H), 3.78 (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2.19 (s, 3H), 1.79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H)„ 

^»j2 (14 2) , 

8- (3-^:/^/^7'5 7) -2-7<^yl—3- ( 2 -^^ n n - 4 }> dp 
v':7a.c^7V) -6, 7-i?t KD-5H-V^n^:/i5' [d] t'^y'o [l, 
15 5 - a ] t' y 5 v?^^ • 
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OC2H5 



TLC:R.f 0.49 (^^D-y :B^^f-^^=2. : 1) ; 
NMR(300MHz, CDCI3) : 8 7.34 (d, J = 8.7Hz, IH), 7.06 ,(d,' J = 2.4Hz, IH), 6.95 
(dd, J = 2.4, 8.7Hz, IH), 4.07 (m, 2H), 3.99 (m, IH), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 • 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6. 9Hz, 3H), • 
1 .06 (t, J= 7.5Hz, 3H), 1 .05 (t, J = 7.2Hz, 3H)o 

mmm2 (143) 

8- (3 — ^^-f^/^T^y) -2-7<^/U-3- (2-^t3n-4-^ h=¥ 
10 v^:7^^/v) -5, KP-7n [3, 4-d] t'yy^D [l, 5- 

a] t°y ^v^:/ -i^^^ 




OC2H5 



T L C : R f 0.40 {^^fy : ^B=^^^^= 2:1) ; 
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NMR(300MHzi,CDCl3) : 6 %52 (brd/j = 10.2Hz, IH), 7.32 (d, J = 8.4Hz, IH), 
7.07 (d, J.= 24H2, IH), 6.95 (dd, J = 2.4, 8.4Hz, IH), 5.49 (d, J = 16.5Hz, IH), 5.39 
(d, J = 16.5^ lH),'5i8 (brs, 2H), 4.07 (m, 2H), 3.40 (m, IH), 2.40 3H), 1.68 ^ 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H)o 



5 



j|jife^j2 (144) 



8- (N-^f^/V-N-^^i//l-X^ y ) -'2-p<f-7l'- 3- (2-p«^/V 



-4-7< h^>':7'3ir:/W) -6, y-v't KP-SH-iXi^n-^:/^ [d] 



T L C : R f 0.09 {^^-^l^ : |^^ai^/U= 3:1); 
NMR(300MHz, CDCI3) : 6 7.11 (d, J = 8.4Hz, IH), 6.89 (d, J = 2.4Hz, IH), 6.82 
(dd, J = 8.4, 2.4Hz, IH), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1.80 (m, 2H), 1.44 - 1.25 (ra, 6H), 0.90 (brt, J = 6.6Hz, 3H)„ 

Umm2 (14 5) 

8- (N-T^^/l^-N- (3-^^^^/^) T^y) -2-y5^/l/-3- (2 
-;?«f-/V-4-;?< b^V^^i^/l') -6, Ko-SH-v':;^ 
20 [d] b:-7>^P [1, 5-a] \fV ^^Jl^ '^M. 



t°7 y p [ 1 , 5-a ] ' m^m. 




10 



OGH3 
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OCH3' 



T L C : R f 0.47 K^^-fy : 0^^^^^^= 2:1) ; 
NM R (300MHz, CDCI3) : 5 7.11 (d, J= 8.4Hzi IH), 6.89 (d, J = 2.7Hz, IH), 6.82 
(m, IH), 4.55 ,(m^ IH), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
6.9Hz, THi, 2.26 (s, 313), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 
7.2Hz, 6H)o, 



il 2 (14 6 ) ■ 

8- (N-^^/V-N- (4— ^y^/l-) T^y) -2-.?«^7^-3- (2 
10 -7<^/^-4-> h=^riy7:t^/k) -6, 7--:^t: Kci- 5H-iXi^ P^:/ 
^ [d] f7i/P [1, 5- a] k°y 5v^>' 





OCH3 



T L C : R f 0.51 {^'^■fy : @^i^:x^/u= 2:1) ; 
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' NM R (300MHz, CDCI3) : 8 7. 1 1 (d, J = 8.4Hz, IH), 6.89 (d, J = 3 .OHz, IH), 6.82 , 
(dd, J = 3.0, 8.4Hz, IH), 4.80 (m, IH), 3.83 (s, 3H), 3.47 (t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t, J= 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - 1.94 (m, ' 
4H), 1 .28 - 1 .58 (m,4H), 0.97 (t, J = 7.2Hz, 6H)o 

I 

mmm2 a 47) 

8- (N-->'^n-:/nt'7V-N- (4 f-/V73i^;^) t^'^/UT^V) - 

2-7^5^yv-3- (2-^00-4-7^ h^^v-y^i^;!/) -5, 
n-:7n [3, 4-d] t°7)/P [1, 5-a] \:fV^i>y-mmm. 



10 




T L C : R f 0.54 i^^^-y : |^i^ai^;^= 1:1) ; 
NMR(300MHz, CDCI3) : 6 7.34 (d, J = 8.4Hz, IH), 7.11 (d, J = 7.8Hz, 2H), 7.09 
(d, J = 2.4Hz, IH), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, IH), 5.18 - 5.30 
15 (m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, IH), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 
1.00 (m, 4H)o 

»gij2 (14 8) 
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8- (N--:/^nypbVWf=-;^-N- ( 4 - ;^ x ^/V) T^fi/VT?- 
y) -2-7^^/1^-3- (2-^J'nn-4-y h^Z^y -5, 7- 
v?tKD-:7n [3, 4-d] f^yn [l, 5- a.] b:"!; $ v':/ • ^^it 



T L C : R f 0.58 : 1^^^^^/!^= 1:1); 

NMR(300MHz, CDCI3) : 5 7.35 (d, J = 8.4Hz, IH), 7.19 (d, J ='8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, IH), 6.96 (dd, J = 2.7, 8.4Hz, IH). 5.10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, IH), 0.65 (m, 
2H), 0.22 (m, 2H)o 

mmm2 (149) 

8- (N-v'i>n:/5=->'l^-N-:/nl:f/^T$/) -2-7^^/V-3- (2- 
7«^/^-4-^ h^v-^znri/i^) -6, 7-v>fc Kn-5H--iyi;7n^:/i5' 
[d] fy^D [1, 5-a] fc-y^v^:/ 




OCH3 
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PCH3 



.1 

I 1 

T L C : R f, 0.45 i^^-fy : il^i^^^/^= 3:1) ; 

NMR(300MHz,' CDCI3) : 6 7.17 (,d J = 8.1Hz, IH), 6.86 (d, J = 2.7Hz,. IH), 6.78 

(dd, J = 8.1, .2.7Hz, IH), 4.35 (quint, J = 7.5Hz,' IH), 3.82 (s, 3H), 3.69 - 3.10 (m, 

5 2H), 2.94 (t, J = 6.9H2. 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 

1 .78 - 1 .58 (m, 2H), 1 .39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H)o 

mmm2 (fs o) . ' 

8- (N— r y:/^/l— N- (2-i>'7^f/^T^7^^/l') T^/) -2- 
10 ^f-/V-3- (2 4-;'< b^i>':7a^::^7^) -6, 

5H-->^n^^^^ [d] tf^y'o [1, 5- a] \i°V ^i^:^ ■ 2lM.m^ . 




OCH3 



T L C : R f 0.63 mm^T^l^ : : 7K= 3 : 1 : 1 ) ; 
NMR (300MHz, DMSO-d^) : 6 7.11 (d, J = 8.4Hz, IH), 6.91 (d, J = 2.7Hz, IH), 
15 6.82 (dd, J = 8.4, 2.7Hz, IH), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 
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3.42 - 332 (m, 2H), 10^ (bit, J = 6,9Hz;2H), 2.87 (brt; J=7'7.8Hz, 2H), 2.79 (s, 3H), 
2.77 (s, 3k),'ii5 (s, 3H),^ 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, IH), 0.83 
(d, J = 6.6Hk, '6H)i, ' I 



5 IIMg (15 1) 



8- iN-zfxn}^>\^-'N- (4-7/W;e^P7±^/V) 7«5=-/>T5:y) -2- 



10 T L C : R f 0.34 (^=^i^>' : ®^g?n^^yU= 3:1) ; 

NMR (300MHz, CDCI3) : 5 7.3 1 (d, J = 8.7Hz, IH), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, IH), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, IH), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H)„ 

15 

lljiM2 (15 2) 

8- (N-7"DkVV-N- (4 -7/1^:^0 :7ai-7W) ;^^/V'T^y) -2- 
p^^/l'-a- (2-^nn-4-;?< h^-«>7a:::^7P) -6, T-v'tKi:'- 

169 



7D [3, 4-d],t°7>^n [1, 5-a3 fc'iJ^v^y 



F 




OCH3 



wo 02/053565 PCT/JPOl/11581 



5H-i^^^^y'$' [d] fc-^yn [1, 5-a] t'lJ^v^y 




0CH3 



, TLC : R f 0.36 (^=^E^i^V : g^i?aif^7k= 3:1); 
NMR(300MHz, CDCI3) : 6 7.32 (d, J = 8.4Hz, IH), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
5 = 2.7Hz, IH), 7.02 - 6.94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, IH), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (brt, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H)o 

mmm2 (153) 

-2-7^^/^-3- (2-^57 Pn-4-7« h=3{^v'73i~/l') -5, 
7-i^}^h^X2-yu [3. 4-d] h'^yn [1, 5-a] h']} ^i^^y ■ 
MM 
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SCHs 




OCH3 



T L C : R f 0.67' (^'^■^l^ : @^^3i^y^= 1:1) ; 
NMR(30DMHz, CDCI3) : 6 7.35 (d, J = 8.4Hz, IH), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, IH), 6.97 (dd, J = 2.7, 8.4Hz, IH), 5.48 (d, J = 
16.5Hz, IH), J.37<d, J = 16.5Hz, IH), 5.33 (d, J = 15.9Hz, IH), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, IH), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, IH), 
0.69 (m, 2H), 0.24 (m, 2H)o 



mmm 2 (154) 

10 8- (N, N-v^:/n tVUT^y) - 2 - pi'f/U- 3 - (2-t^^niD-4- 
7« b^i-^^o^r^yu) -5, y-i^^tKn-^o [3, 4-d] fy/n [1, 

5— a] t°y 5: v^:/ • ■'^5^*+ 



HCI 




OCH, 
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' TLC : R f 0.69 {^^^l^ : @^^^^;l/= 1:1); 

NMR(300MHz, CDCI3) : 8 7.33 (d, J = 8.7Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.96 
(dd, J = 2.4, 8.7Hz, IH), 5.48 (td, J = 1.8, 16.8Hz, IH), 5.36 (td, J = 1.8, 16.8Hz, IH), < 
5.21 (t, J = 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz,6H)„ 

mmm 2 (15 5) 

8- (N, N-v':/f-/VT^y) -2-p<f-7^-3- (2-i5'nD-4-7< ■ 
-5, 7-v^tKD-:7n [3, 4-d] t°7:/D [1, 

I 

10 5- a] h'.v ^i^y -mmm. 



TLC : R f 0.74 i^^-t^ : i^^Jl5^7^-= 1:1) ; 
NMR(300MHz, CDCI3) : 8 7.34 (d, J = 8.4Hz, IH), 7.08 (d, J = 2:4Hz, IH), 6.96 
(dd, J = 2.4, 8.4Hz, IH), 5.47 (d, J = 16.5Hz, IH), 5.36 (d, J = 16.5Hz, IH), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H)o 

^jife^j 2 (15 6) 



8- (N-v'i^DT'n tVU^5^/k-N- (4 - :7yl'^nz 7 aic^/V-) ;^^/UT 
20 ^y) -2-;^^;V-3- (2-^ np-4-^ h^v^73:^7V) -6, 7 




■ HQ 



OCH3 
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TLC:Rf 0.27 {^'^f-y : B^^'^/^^ 1 : D ; 
NMR (300MHz, CDCI3) : 6 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, IH); 7.01 - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, IH), 4.88 (s, 2H), 3.84 (s, 3H), 3.3,8 (d, J,= 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, IH), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (ra, 2H)o 

mmm2 (157) 

10 8- (N-T'ptV^-N- (4-^5^;U7 3i^;^) ^f-^v-T^:/) -2-^ 
p [3, 4-d] fyv'D [1, 5-a] f y ^ i;?:/ • i^^Jg 



F 




OCH3 
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I, .' 

I 




TLC : R f 0,43,(^=?rf-V : i^^J^^/W=2 : 1 ) ; 
NMR (300MHz, CDClj) : 6 7.33 ,(d, J = 8.7Iiz, IH), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, IH), 6.95 (dd, J = 2.7, 8.1Hz, IH), 5.28 (m, 
5 2H), 5.13 (m', 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1.80 (nii 2H), 0.95 (t, J = 7.5Hz, 3H)o 

lljfeM2 (15 8) 

8- (8-^^^/1/T^y) -2-^^/1^-3- (3-i^na-5-hy7 
10 jU:^vi^=^;U\i'])i^y-2-4^^) -6, 7 - t Kn - 5 H- v'iJ' n^^^ 
iJ' [d] t'yV'D [1, 5-a] If" y 5 v^- • 2 




CFg 
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TLG : R f 0;i9 : S^^i^^/V= 3, : 1): ; 

, , , . , ' ' ' ' ' I 

NMR(300]sIHz, CDCI3) : 8 8.91 (s, IH), 8.12 (s, IH), 3.99 (m, IH), 3.50 (m, 2H), 

3.15 (ill' 2ri);2.47,(s, 3H), i2.32 (m, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt,l J = 6.9Hz, 



6H)o 



5 



II»J2 (159) 



8- (N-:/^/^^N-yDl:VVT^y) -2-7«^/^-3- (2-^5^ dp 



TLC:.Rf 6.21 i^^-^y : W^^'^^^= ^ : D ; 
N MR (300MHz, CDClj) : 8 7.34 (d, J = 8.1Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.96 
(dd, J = 8.1, 2.4Hz, IH), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
1 5 7.2Hz, 2H), 1.05 - 0.98 (m, 6H)o 

mmm2 a e o) 

8- (N-^^'^^yl'-N-T'D tVUT5:y) -2-^^/1^-3- (2-^^/^ 
-4-/ h^'^'y -6, r-v't Kn-5H-v'^D^^:? [d] 

20 fc'yyn [1, 5-a] M'V ^i^y -MB^ 



-4-^ h^^ixyat^y^) -5, 7-v't Kn-7D [3, 4-d] \i°yy 



P [1, 5-aD 5:v'>-:i:^:^ 




10 



OCH3 
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TLC : R f 0.33 {^^^^ : ^m^f-/^= ^ : D J , 
NMR(300MHz, CDCI3) : 5 7.12 (d^ J = 8.7Hz, IH), 6.89 (d, J = 2.4Hz, IH), 6.82 
(dd, J = 8.7, 2.4Hz, IH), 3.95 - 3.80 (m) and 3.83 (s)total 7H^ 3.^18 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2-18 (m) and 2.27 (s) total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1 .38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H)o 

I 

mmm 2 (1 6 1) 

8- ( 4 -^T'^/l^T ^ / ) -2-7«^yl'-3- (2-i7nD-4-7< 
10 iyya^:^jV) -5, 7-v?t Kn-7n [3, 4-d] \i°yy^u [1, 5- 




OCH3 

T L C : R f 0.54 i^^-^^" : 0^^^^^^= 2:1) ; 

NMR (300MHz, CDCI3) : 5 7.52 (d, J = 10.2Hz, IH), 7.34 (d, J = 8.7Hz, IH), 7.08 
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(d, J = 2.4Hz, IH), 6.97 (dd, J = 2,4, 8.7Hz, IH), 5.49 (brd. J = 16.8Hz, IH),- 5.39 (d,' 
J = 16.8Hz, IH), 5.28 (m, 2H), 3.85 (s, 3H), 3.53 (m, IH), 2.39 (s, 3H), 1.75 (m, 4H), 
1.47 (m, 4H), 1.00 (t, J = 7.2Hz, 6H)o 

I 

•5' mmm 2 ( 1 e 2 ) 

8- (N-zfi^/U-N-^^/UT^ y) -2-^^/1^-3- (2-:J'PP- 
4-7« h^v':7ainy^) -5, Kn-:7a [3, 4-d] tfyv^a 

[1, 5 - a] t'U ^v?^ -itei^il 



10 TLC:Rf 0.48 (^=¥1J-:/ : 1^®^^^/^= 2 : 1) ; 

NMR (300MHz, CDCI3) : 6 7.33 (d, J = 8.7Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.96 
(dd, J = 2.4, 8.7H2, IH), 5.46 (m, IH), 5.35 (m, IH), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m, 2H), 1.01 (t, J = 7.2Hz, 3H)c 

15 

mmm 2 ( 1 e 3 ) 

8- (N-i/i^D:/DtVV-N- (4-7/l';^-P7ai^>'W T^f^/WT^y) 
-2-^^/U-3- (2-^nn-4-7« h^^v-^a^^/I/) -6, T-v't 
Kn-SH-v^^n^ViJ' [d] t'yi/p [l, 5-a] fU^v^:/ 




• HCl 



OCH3 
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I 

I 



1^, . 




OCH3 



T L C : R f 0,80 i^^-fy : i^i^ai^/V= 1:1); 
NMR(300MHz, CDCI3) : 5 7.32 (d, J = 8.4H2, IH), 7;i7 - 7.09 (m, 2H), 7.0? (d, J 
= 2.7Hz, IH), 6.96 - 6.93 (m, 2H), 6.90 (dd, J = 8.4, 2.7Hz, IH), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2,86 (m, 4IT), 2.75 (m, IH), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H)o • . 

mmm2 (i 6 4) 

8- (N.-yp tVV-N- (2-'7/U;tx:ty /^^l-T^J) -2- 

10 p<9^/^-3- (2-7«f^/^-4-^ h^arv-^oi^/V) -6, 
SH-'ty^T^i^y^ [dj f^yp [1, 5-a] t'U^v^V 
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I 




0CH3 



T L C : R f 0.85 : i^^3i^/i'= 2:1);,' ' 

NMR(300MHz, CDCI3) : 6 ' 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, IH), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, IH), 6.80 (dd, J = 8.1, 2.7Hz, IH), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = ,7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0,90 
(t, J=7.2Hz,3H)„ 

mmm 2 ( 1 e 5 ) 

10 8- (N-:/ntVW-N- (3-7;V;3-n:7 3i=.>'W ^^/WT5/) -2- 
7{^/^-3- (2 -p<^/V-4-p< -6, T-v'tKa- 

5H-v^i5^D-<:/i5' [d] k°7yn [l, 5 -a] t^y^v'^' 
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i 

I 




T L C : R f 0.86 X^^^l^ : @^^^^>l-= 2' : -1 ) ; 
NMR(300MH[2, CDCl3) : 6 7.30 - 7.22 (m, IH), 7.18 (d, J = 8.4H2, IH), 7.08 - 
7.01 (m, 2H), 6.98 - 6.90 (m, IH), 6.87,(d, J = 2.4Hz, IH), 6.80 (dd, J = 8.4, 2.4Hz , 
5 IH), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H)>h2.36 (s. 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5H2, 2H), 1.68 - 1.52 (m, 
2H), 0.88 (t, J = 7.5Hz, 3H)o 

mm.m 2 (16 6) 

10 8-v^v'tJ'n7"P tVV7<^/^r5./-2-7«^/^- 3- (2-iJ^na-4- 
>^ Y^iyyzc::^;V) -5, 7-v^tKn-7n [3, 4-d] f^yci [1, 
5 - a] ^v^:/ 




wo 02/053565 ' PCT/JPOl/l J 581 

' ' ■ , I. ■ 

TLG : R f 0'.39,(f^^f':^ : l^i?'^^/^=2 ; 
NMR(300li!trtz, CDCljj) : S 7.29 (d, J = 8.7Hz, IH), 7.06 (d, J = 2.4Hz, IH), 6.89 
(dd, J = 2.4, 8.7Hz, iH), 6.48 (brd, J = 9.9Hz, IH), 5.22 (brs, 2H), 4.89 (brs, 2H), 
3.83 (s, 3H), 2.87 (m, IH), 2.37 (s, 3H), 1.15 (ni, 2H), 0.61 (m, 4H), 0.42 (m, 4H)<, , 

\ • 

mmm2 (1 6 7 ) 

p< h^v':7^-yOi -6, y-v'k Kn-5H-iXiJ'n^>i5^ [d] 

p [1, 5-a]' i^y 




10 OCH3 

T L C : R f 0.40 (^^i^^' : 0m^f-jU= 2:1) ; 
NMR(300MH2, CDCI3) : 6 7.29 (d, J = 8.4Hz, IH), 7.04 (d, J = 2.4Hz, IH), 6.87 
(dd, J = 2.4, 8.4Hz, IH), 6.37 (brd, J = 9.9Hz, IH), 3.82 (s, 3H), 3.40 (m, IH) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H)o 

^jjfe^J 2 (16 8) 

8- (N-T'f^/I^-N-yp fcWr 5 y) - 2 - ;?« ^^/'l^- 3 - (2-^5^0 n 

-4-/ h^iyy^^^ju) -6, 7 --::;^t Kn- 5 H-iXi^ p^:/i5' [d] 



181 



wo 02/053565 



PCT/JPOl/11581 



\^7^/xi [1, 5 -a] ^v?^' -iti^ite 




• HCl 



OCH3 



TLC : R f 0.52 {^^-^V 1 : 1 ) 

NMR (300MHz, CDCI3) : 5 7.40 - 7.30 (m, IH), 7.08 (s, IH),' 7.00 - 6.90 (m, IH), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz, 6H)o . ' 



10 8- (N-i/iJ'PT'ntVV^^/l'-N-T^P tVPT^y) -2-7^^/^-3 
- {l-^nxi-A.-:^ Y^-yy aL:=.)V) -6, 7 - v^t - 5 H-v'iJ^ 
u^y^ [d] fyy'u [1, 5-a] ^')^^yV 



T L C : R f 0.54 (^^"f :/ : @^^3i^/^= 2:1) ; 
15 NMR(300MHz, CDCI3) : 6 7.31 (d, J = 8.4Hz, IH), 7.05 (d, J = 2.7Hz, IH), 6.88 
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(dd, J = 8.4, 2.7Hz, IH), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H); 
3.01 (t, J = 7.2H2, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 - 1.55 (m, 2H), 1.05 - 0.90 (m, IH), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m,' 
2H), 0.15- 0.05 (m,2H)o 



mmm2 a 70) 

- (2-i^nD-4-7« h^V:7a:^/W) -5, T-v'tKa-^n [3, 
4-d] ifyyti [1, 5-a] k'y^i^^ 



10 




15 



T L C : R f 0.42 (^^-^l^ : i^^ai^/V= 2:1) ; 
NMR (300MHz, CDCI3) : 8 7.30 (d, J = 8.4Hz, IH), 7.07 (d, J = 2.7Hz, IH), 6.89 
(dd, J = 8.4, 2.7Hz, IH), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, IH), 0.94 (t, J = 7.2Hz, 3H), 
0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H)o 



20 



(1 7 1) 



8- (N- (2-y^'^-/W -N-yn tVl^7 5:y) -2-/^;U-3 
h^-yy:^^M -6, 7 - v't Kn- 5 H-v'iJ' 
[d] M'yyn [1, 5-a] fij^v?^^ 



- (2 
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OCH3 



,1 

I , 

T L C : 'R f ' 0.44 '(^=¥1^-:/ : @^^:tf-/V= 2:1) ; 
NMR(300MHz,CDCl3) : 8 7.34 ,(d, J = 8.7Hz, IH), 7.08 (d, J = 1.8Hz, IH), 6.96 
(brd, J = 8.7Hz, IH), 4.56 (d, J = 2.1Hz, 2¥[)[ 4.05 - 3.80 (m) and 3.85 (s) total 5H, 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1.80 (m) and 1.89 (s) total 5H, 1.01 (t, J = 7.2Hz, 3H)e 

.I.I'- 

8- (N- (2-^^^/^) -N-yt3tVl-T5/) -2-y^^/U-3- (2 
10 -i^nt3-4-p« h'3ri^>'ai=7V) -5, 7-v'fcKn-:7a [3, 4-d] 

t°7y'ci [1, 5 -a] \i°v^'yy 




OCH3 



T L C : R f 0.36 (^^-^^^ : ^m^f'^^= 2:1) ; 
NMR(300MHz, CDCI3) : 5 7.28 (d, J = 8.7Hz, IH), 7.07 (d, J = 2.7Hz, IH), 6.90 
15 (dd, J = 8.7, 2.7Hz, IH), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s. 
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I. 

I 

3H), 3.55 - 3.45 (m, 2H), 2.38 '(si 3H), 1.82 (t, J = 2,1Hz, 3H), 1.72 (sext, J = 7.2Hz, 
2H), 0.98 (t, J'^^'7.2Hz, 3H)o 

mmm 2 ( 1 7 3 ) ■ ' . '• ,• , 

5 8- (N-y'5^>t— N- (2-?^ V^i^^^/^) T^y) -2-^^yl/-3 
- (2-j5'DO-4-p« h^-yy^^yl^) -6, 7-i^t: KP-5H-Vi5' 

I 

n-Oi?'', [d] fyi^n [l, 5 -a] \i°V -^B^ 




TLC : R.f 0.34 (-^=3ff-^^ : Wa:^yU= 2 : l) ; 
10 NMR(300MHz, CDCI3) : 6 7.35 (d, J = 7.8Hz, IH), 7.08 (d, J = 2.1Hz. IH), 6.97 
(brd, J = 7.8Hz, IH), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2.18 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H)o 

15 mmm2 m 4) 

8- (N-zf^JU-N- (2-p{ h'^i/^f-yu) T^/) -2-7«f-^^-3 
- (2-j5'nn-4-p< h=3{^v'73:=>'U) -5, 7-i^tKn-7n [3, 
4-d] t'yy'n [1, 5-a] \i°V ^i^l^ - mBM 
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OCH3 



TLC : R f 0.39 (^=¥1^:/ : @^^^^/^= 2 : 1) ; 
NMR(300MHz, CDCI3) : 5 7.40 - 7.30 (m, IH), 7.08 (brs, IH), 7.05 - 6.95 (m, 
IH), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H), 4.40 - 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H, 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (t, J = 6.9Hz, 3H)o 

t ■ 

. mmi2 (1 7 5) 

8- (N-:/n tVl^-N- (4- MJ 7/^:^np<5=->'W)^=^t/7 3i=>'W) ^'^ 
10 JUT^/) -2-yif-/U-3- (2-i^Pn-4-^ h^i^y z::-=^/l') - 5, 
7-v^t: Kn-:7n [3, 4-d] t°^y~o [l, 5-a] 
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■ ' . . 1, . 

TLC : R f 0.42 i^^-^'y' : il^ic^/V= 3, : 1),' ; 
NMR(3b0]vlBz, CDCy : 8 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, IH), 7.21 - 
7.15 (m; 2Hr),'7.08,(d, J = l4Hz, IH), 6.91 (dd^ J = 8.4, 2.4Hz, IH), 5.12 (s, 2H), 
4.95 (s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.36 - 3.28 (in, 2H), 2,40 (s, 3H), 1.70 - 1.54 , 
5 (m,2H),0.89(t, J = 7.5Hz,3H)o 

t 

- 2 - ^ 3 - {2-:^f')V-./^-i~)^^-yy a^=^;v) -6, 7 
10 -i;ft Kd- [d] k-y/p [1, 5-a] fp^v?:/ 



F 




OCH3 

TLC : R f 0.28 (^^f-V : g^^ac^y^= 3 : 1) ; 
NMR(300MHz, CDCI3) : 8 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, IH), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, IH), 6.80 (dd, J = 8.4, 2.7Hz, IH), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, IH), 0.58 - 0.42 (m, 
2H), 0.20 -0.01 (m,2H)o 
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10 



mmm2 im) 

I 

8- o-^^-f'/vT^y) - 2 f-/!^- 3 - (3, t°i;t;' 

^_2-^;V<') -6. 7 -'J\iYvi-bll-i/-^X2^y^ [d] t'yy^n [l„ 
5-a] t'y ^i^i/ 




T L C : R f 0.38 (^=3rt,^ : i^^^^/V= 3:1);' 
NMR(300MHz, CDCI3) : 5 8.58 (d, J = 2.1Hz, IH), 7.81 (d, J ^ 2.1Hz, IH), 6.24 
(brd, J = ll.lHz, IH), 3.80 (ra, IH), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H)„ 

mm\ 2 (17 8) 

8- (N-7'^y^-N-^f-/^T5:/) -2-7^^/V-3- (2-^nc- 
4-^ b^v^>'3in/>) -6, y-v't Kn-5H— S/iJ'n^^'i? [d] 
y^n [1, 5-a] f !) ^ • 
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OCH3 

T L C : R f 0.61 i^^-^ly : 1^^?^^^^= 2:1) ; 
NMR (300MHz, CDCI3) : 5 7.35 (d, J - 8.4H2, IH), 7.07 (d, J = 2.7Hz, IH), 6.96 
(dd, J = 2.7, 8.4Hz, IH), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1 .74 (m, 2H), 1 .32 - 1 .48 (m, 5H), 0.98 (t, J = 7.8Hz, 
' 3H)o 

mmm2 a 7 9) 

8- (N-v^^^D^n f/I^^^/lz-N- (4- h y 7/U;tnp<^;V7;xcz/V) 
10 ^^/VT^/) -2-^-^/1^-3- ( 2-7^^/1^- 4 - 7« b=3r->7 pi r^/V) 
-6, Kn-SH-v^^^'P^:/^? [d] t°7>^D Cl, 5- a] 

y 5: v':/ • it^it 




0CH3 
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TLC : R f ' 'D.54 :W^^'^^^'= 2 : l) ; 

NMR(3,00^j|Hz, CDGQ : 6 7.65 (d, J = 8.4Hz, 2H), 7i47 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.7Hz, lH), '6.9p'(d„ J = 2.4H2, IH), 6.83 (dd, J = 2.4, 8.7H2, IH), 5.37 (s, 
2H), 3.83 (s, 3H), 3,66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
5 (s, 3H), 2.27 (m, ?H), 2.19 (s, 3H), 1,14 (m, 'lK),i 0.65 (m, 2H), 0,17 (m, 2H) 

" ■ ' t 

mmm2 a so) 

I . I 

t 

8- y) -2-7^^/^-3^ (2-i^nn-4-p« h=3f- 

iy^ji^^/t-) -5,'-7-v?t [3, 4-d] t°7i/n [l, 5- 

10 a] fjl -m^ig ■ , " , . 




OCH3 



TLC: R f 0.40 (^^f-^/ : @^^3if-/^= 2:1); 
NMR (300MHz, CDCI3) : 8 7.52 (brd, J = 10.2Hz, IH), 7.35 (d, J = 8.7Hz, IH), 
7.08 (d, J = 2.7Hz, IH), 6.96 (dd, J = 2.7, 8.7Hz, IH), 5.50 (d, J = 16.5Hz, IH), 5.39 
15 (d, J = 16.5Hz, IH), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, IH), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06(m,6H)o 

^jfe^ll 2 (18 1) 

8- (N-V^nypfcVV7^^7UT^/-N- (4 :7a^r^/V') ^ 
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♦ 

5. 7-V^''Fo-7n [3, 4-d] t°7/a [l, 5-a] k'y^i?^ 




TLC: R f G.28 '(^^f-:/ : |^^^^/V= 3 : 1) ; 
5 NMR(300MH2, CPCI3) : 8 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, IH), 7.08 (d, J 
= 2.7Hz, IH), 7:05 -6.9% (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, IH), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, IH), 0.56 - 0.48 (m, 2H), 0. 14 - 0.06 (m, 2H)., 

10 mmm2 (i s 2) 

8- (N-^^/v^y^-N- (2-v^;^f-/ur ^y^5^/^) T^/) -2-7« 
^/U-3- (2-7«f-/V-4-^ b^v^^cc::^/!/) -6, 7-v?tKn-5 
H-v^iJ^p^^'iJ? [d] t-^yp [1. 5-a] h'V^i^y- 2^m^ 
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T L C : R f 0.60 (g^^^^/l^ : : 7^= 3:1:1),; 
NMR(300MHz, CD3OD) : 6,7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, IH), 6.98 (d, J 
, = 2.7Hz, IH), 6.90 (dd, J = 8.4, 2:7Hz, IH), 5.20 (s, 2H), 4.40 (m, 2H). 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H), 2.11 (s, 3H)o 

mmm2 ass) 

8- (N-^>'v^/^-N- (2--:/^^/l/T5: 7^5^71/) T^y) -2-7^ 
10 f-zP—S- (2-^Pn-4-7^ h^i/^oi:::^/!^) -5, T-v'tKa-^ 
o [3, 4-d] fc'yyn [1, 5 -a] t'U^v^^- 2it^:^ 




OCH3 
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I 

I 

T L C : R f 0.80 (g^^a:^/U : g^^ : 7K= 3:1:1); 
NMR (300MHz, CD3OD) : 8 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, IH), 7.08 - 
7.02 (m, IH), 5.13 (s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s, ' 
3H), 3.76 (m, IH), 3.56 (m, IH), 2.99 (s, 3H), 2.98 (s,'3H), 2 .44 (s, 3H)., , 

^mm2 (18 4) 

8- (N-^>'v^7l--N- (2-v';^f"/WT^y:3^^/^).T^y) -2-^ 
3-. (2-i}'Dn-4-p< h:^^^-:/^:^^/^) -6, 7-v^tKn-5 
H-v'^P^>'iJ' [d] f^yn [1, 5-a] i^V 2Mm& 




OCH3 

T L C : R f 0.27 (rJ' n P zJs/Vii^ : p« 7 — /V'= 9:1) ; 
NMR (300MHz, CD3OD) : 6 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, IH), 7.08 - 
7.02 (m, IH), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total lOH, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H)e 

mmm 2 ( 1 s 5 ) 

8- (N- (2--:f^:^M ~N-^^/l^T^ y) -2-7^5^/1^-3- (2 
-7<^>'V-4-^ bdE^i/y^ ::!/>) -6, 7 -i^t Kd - 5 H- i^^ V 
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I 

' ' ■ , I. ■ 

I 

[d] t^7>^pJl, 5-,a] t^!J^$.v^i>-:^i^:^. 




0CH3 



1 

TLC : R f 6.36 ,{^=3ff-^ : @^^^5=-/l-=2 : 1) ; 
NMR (300MHz,, CDCI3) 8 7.10 (d, J = 8.4Hz, IH), 6.88 (d, J = 2.7Hz, IH), 6.82 
5 (dd, J = 2.7, :8.4Hz, IH), 4.55 (q, J = <2. IHz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J 
= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, 
J = 2.1Hiz„3H), 1.47 (t, J = 7.2Hz, 3H)o 

mmm 2 a s e ) ' ■ 

10 8- (N- (2-:/^:=-/V) -N-^^/VT^7) -2 -^^7^-3- (2 
tiu-4-;i h^-yy^=^/l^) -5, 7-v^tKn-7P [3, 4 - d'] 
\i°7yu [1, 5 -a] t-y ^ • it^Jt 




T L C : R f 0.26 (^^•^>' : Wm=^^/l^= 2:1) ; 



194 
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NMR(300MHe, CDCI3) : 6 7.3,2 (d, J = 8.4Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.95 ' 
(dd, J = 2.4, 8.4Hz, IH), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36 (s, 3H). 1 .89 (t, J = 2.7Hz, 3H), 1 .5 1 (t , J = 7.2H2, 3H)e 

'I , ' 

I 

'5 mMM 2 (18 7) 

8- (N- (2-y^=y^) -N-i^yl^T^ y) -2-7«f^/^-3- (2 
-i^D 0-4-^ b^v-^^^/U) -6, 7-v?t Kn-.5H-v^^n^>' 
iJ' [d] b-7yn [1, 5-k] t'y ^ v^V • :^g^4^ 



10 TLC : Rf 0.32 (^^'f'^' : 1^^^^/^= 2 : l) ; 

NMR(300Hz, CDCI3) : 6 7.34 (d, J = 8.4Hz, IH), 7.07 (d, J = 2.7Hz, IH), 6.96 (dd, 
J = 2.7, 8.4Hz, IH), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
^ = 7.2Hz, 3H)o 



mmm2 n s s) 

8- (N, N-i/yn tVVT^y) -2-^9^/1—3- (2-i>nn-4- 

7^ h=3rv'7a:;:^/W -6, 7 - Ko - 5 H-;X^ P-<y [d] 

o [1, 5~a] t'y 




•HCI 



15 
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I 

T L C : 'R i' 0.40 X^^-fl^ : @^^^f^/^= 3:1); 

NM R (300MHz, .CDpij) : 6 7.30 (d, J = 8;4Hz, IH), 7.05 (d, J = 2.TBz, IH), 6.88 

1" 

(dd, J = 2.7, 8.4Hz, IH), 3.83 (s, 3H), 3.56 (m,.4E0, 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
5 = 8.1Hz, 2H), 2.36 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 7.2Hz, 6H)o 

t 

• I 

I ' ' I ' 

I . ■ ' 

mmm2 a 8 9) , 

I 

5^/l/-3-'(2-.i?na-4-7« -5, 7-i>l:Kn-7 

10 o [3, 4-dl '\i"7yn [1, 5-a'] t°iJ 5:v?V 




OCH3 

T L C : R f 0.50 ih /l^^^ : T± h 5 : 1) ; 

NMR(300MEIz, CDCI3) : 8 7.28 (d, J = 8.4Hz, IH), 7.07 (d, J = 2.7Hz, IH), 6.90 
(dd, J = 8.4, 2.7Hz, IH), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
15 (m. 2H), 2.39 (s, 3H), 1 .82 (t, J = 2.4Hz, 3H), 1.15 (m, IH), 0.64 - 0.56 (m, 2H), 0.38 
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I 

' ' ■ , I ■ 

- 0.28 (m, 2H)o . , ' , . . , , ,' 

MMm2. n 9 0.) ■ ' 'I 

5 ^/U- 3-t(2-^^/l/-4-^ b=¥v'b:i^r:yk) -6, 7-v^tKP-5 
H-->i^P^:/'^; [d] f7>^n [1. 5-a] ^i^y 



CN 




TLC : Rf 0.22 (^^-fy : mM^^/^= 3 : 1) ; 
NMR(300MHz, CDCI3) : 8 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, IH), 6.87 (d, J = 2.7Hz, IH),. 6.79 (dd, J = 8.7, 2.7Hz, IH), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)o 

mmm2 a 9 1) 

15 8- (N--i/iJ^nz:/afc:V^-N- (4 :^^)vr^J) 
-2-^f-/U- 3- (2-^OD-4-7« h^v':7:3i:^/W -5, T-v't 
[3, 4-d] [1, 5-a] t'U^lv'^' 
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TLC : R f 0.20 (^^rf-^ : f^^3:^/l/= 3 : 1) 



NM R (300MHz, CDCI3) : 5 7.32 (d, J = 8.4Hz, IH), 7. 1 9 - 7. 13 (m, 2H), 7.08 (d, J 
= 2.7Hz, IH), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, IH), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, IH), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m, 4H)„ 

mmm2 (192) 



10 -p«^/V-3- (2-:J^np-4-p« h^v-^ct^/U) -5, T-v'tFn 
-7D [3, 4-d] fy^n [1, 5-a] fU^v^^- 




wo 02/053565 PCT/JPOl/11581 




OCH3 



T L C : R f 0.25 i^^-^r^ : |^i^3i^/U= 3:1); 
, NMR (300MHz, CDCI3) : 5 7.31 (d, J = 8.7Hz, IH), 7.20 (s, 4H), 7.08 (d, J = , 
2.7Hz, IH), 6.90 (dd, J = 8.7, 2.7Hz, IH), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), . 
5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H),. 0.89 (t, J = 
7.5Hz, 3H)o 

MMM 2 (19 3) 

8- (N-v'iJ' pT'd tVl'-N- (4-7/^;^-n:7:t=/V) /i^/UT^^) 
10 -2-7«f^/V-3- (2-i5^on-4-p< h=^i/7 3:r^/V) -5, 
KD-7n [3, 4-d] fy^o [l, 5-a] k'y^i^^V 
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OCH3 



T L C : R f 0,19 , (^^^^i^ V : g¥^3if^/l.= 3:1) ; 
NMR(3001vlHz, CDCl3) : 6 7.32, (d, J = 8.4Hz, IH), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m. 2H), 6.92 (dd, J = 8.4. 2.4H2, IH), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s. 2H), 
5 3.84 (s, 3H);2.55 (ni,' IH), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

g^1i{i?.M2 (194) ' ' ' 

8_ (N-yptVV-N- ( 3 -:7/U;^n 73^-/1^) p«f^/UT5;y) -2- 
^^/U-3- (2-i^Dn-4-^ h=^ix:7ai::^7V') -6, 
10 [d] t°7:/n [1, 5-a] fc-y^v?^ 




OCH3 
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TLC : Rf' 0,48; i^^-fl^'iBm^'f-/k=3.: D,'; 
NMR(3'6o]V4tei CDCI3) : 5 7.33 (d, J - 8.4Hz, IH), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
= 2.4Hz, IH); 7.05 h 6.98 (m,'2H), 6.89 (dd, J = 8.4, 2.4H2, IH), 4.94 (s, 2H), 3.84 (s, 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2.04 
5 (quint, J = 7.5Hz, 2H), 1.63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H)o 



2 ' ( 1 '9 5) 



8- (N-y.P.tVU,-N- (3-77V;rP7:n=:/k)^f-/VT^y) "2 

I 

10 [3, t'iyu [1, 5-a]' t"*!) 5: v^>^ 



■J. f I' 




OCH3 



T L C : R f 0.46 i^^-^y : i^^:r^/i^= 3:1) ; 
NMR(300MHz, CDCI3) : 6 7.32 (d, J = 8.4Hz, IH), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, IH), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, IH), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3. 13 (m, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H)o 



m2 (19 6) 
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CI 



5 TLC : R.f 0.64 : |^^aif^/U= 3 : 1 ) 

NMR (300MHz, CDCI3) : 6 7.41 (d, J = 8.7Hz, IH), 7.40 (d, J = 2.4Hz, IH), 7.23. 
(dd, J = 8.7, 2.4Hz, IH), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H),'0.89(t, 
J = 7.2Hz,6H)„ 

10 

mmm2 (197) 



8-i>7°P tVl/T5:/- 2-p<5^7^- 3 - (2, 4 - v^i^ p D :7ai^/l/) - 
6, 7-v^b: KP-5H-iXi5'n-<:/i5' [d] t"^^'^ [1, 5 -a] t^iJ 





T L C : R f 0.57 (^^if;y : g^^a:^/^= 3:1) 
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I 

I 9 

i 
( 

NMR(300MHz, 'CDCI3) : 6 ' 7.51, (d, J = 2.4Hz, iji), 7.35 (d, J = 8.1Hz, IH), 7.29 

(dd, J = '8.1,'i4Hz, IH), 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J = 
I, •"' I 
7.2Hz) total '4H; 2.36 (s, 3H)', 2.14 (quint, J = 7.2Hz, 2:H), 1.63 - 1.45 (m.' 4H), 0.89 (t, 

J = 7.5Hz,6H)o . , 

: ' • .1 ' '.. • . 

I • * . ' 

mmm2 a 9 8): ■' > 

I 

8-v^:7"'ntVl'T^.y-2-7«5^/^-3- {4 - / f-Jl^y ^^^^^/l-) -6, 7 
Kn-.5H-r>i^D^:/iJ' [d] e^^a [r, 5-a] t°y^v=^ 




10 TLC : R f 0.58 (^=3rf-i^ : ^71^=3 : 1) ; 

NM R (300MHz, CDCI3) : 5 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H)„ 

15 mmm 2 (199) 

S-'i^ynitVl-r 5 y- 2-7*^/^-3- (S-p^f-yl^^a^^/l') -6, 7 
-v^t Kn-SH-v'iJ'n^yiJ' [d] t°7)/o [1, 5-a] 
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TLC : R f 0.61 : @^^^^yW= 3 : 1) ; 

NMR (300MHz, CDCla) : 6 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 



5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H)o 

mmm2 (200) 



8 --[^'T^ntVl^r^: 7-2-^^/1^- 3- {2 - / 'f-^l^y -6, 7 

10 -v^t Kn-5H-Vi5'n^:/^ [d] li'v^xn [i, 5- a] t°y^v^:/ 



T L C : R f 0.56 (^^f-^ : g^i?:n^/k= 3:1) ; 
NMR(300MfIz, CDCI3) : 8 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H)o 

mmm 2 (201) 



7.5Hz, IH), 7.06 (t, J = 7.5Hz, IH), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 





204 



I 



wo 02/053565 PCT/JPOl/1 J 581 

1 

8- (N-7°n tVU-N- {^yV [d] 1, 3 -i^:t^ y y l^- 5 • 
-6, 7-v?fc KD-5H-v-i{'P-<>i5' [d] Ifyl/n ll, 5-a] k" ' 




OCH3 



T L C : R f 0.31 (^^f-^- : i^g5i^yU= 3:1); 
NMR(300MHz, CDCI3) : 6 7.18 (d, J = 8.IH2, IH), 6.87 (d, J = 2.7Hz, IH), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (ra, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H)o 

^jiM2 (2 0 2) 

8- (N-:/ntV^-N- (^^^y [d] 1, 3 - v^;t^y 7 5 —T^k) 
7<^/^T^y) -2-;^^/V-3- (2-iJ' P h^v'7 3i::^/V) 

15 -6, 7-v^t Kp-SH-v-^P'-^^'^J^ [d] f^^P Cl, 5-a] f 
y 5: v'^^ • it^i^ 
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t , 

I 



1, 
I 




OCH3 



T L C : R f 0.38 , : ®^^^f-yW=^'2 : 1 ) ; 

NMR(300MHz, CDCI3) : 6 7.36, (d, J = 8.4Hz, IH), 7.08 (d, J = 2.7Hz, IH), 6.97 
(dd, J = 8.4, 2.7Hz, IH), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H),' 3.36 - 3'.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1 .74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H)o 

mmm 2 (203) 

8- (3 -^^^^yVT^ -2-7^^/1^-3- (2-7< 5^71^7:^^;^) ^ 
10 6, 7 -v^t Kp-SH-v-^ o^:/i? [d] t°7yn [l, 5-a] H']) 
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' ' • . I. 

t • I I 

T L C : R f 0.59 {■^^■fy'i ^m^TJk= 3, : 1 ) / ; 
NMR(36oite, CDCI3) : 6 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, IH), 3.90 - 
3.75 (lii, IH), 3.09 <t, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4H)i 1.08 - 0.96 (m, 6H)o 

t ■ ■ 

I ' 

mmm2 (204): 

r 

8- (3'-^y'f;UT^y) -2-7(^/^-3- {3-/^/\^ya:.=^JV) - 
6, 7 -v'fc. KP-,5H-v^i^ D^>'i5' [d] t'^^/n [1, 5-a] M'V 

I 



10 




TLC:Rf 0.45 i^^-^y : ^M:i^^Jl^= 3 : l) ; 
NMR(300MHz, CDCI3) : 8 7.50 (s, IH), 7.46 (d, J = 7.8Hz, IH), 7.31 (t, J = 
7.8Hz, IH), 7.05 (d, J = 7.8Hz, IH), 6.21 (d, J = 10.8Hz, IH), 3.86 - 3.74 (m, IH), 
3.08 (t, J = 7.2H2, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H)o 



HM^j 2 (2 0 5) 

8- (S-^^-^/l^T^y) -2~/^/U-3- (4-^^/1^:7 3^^/^) - 
6, 7 -v^t Kn- 5H-i/i^a^^^J^ [d] t°7:/P [l,.5-a] t']; 



20 



207 
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TLC : Rf 0.47 {^'^•tl^ : ^^^'f-J^= 3 : 1) ; 
NMR (300MH2, CDCI3) : 6 7.57 (d, J = 7.8Hz, 2H). 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, IH), 3.83 - 3.75 (m, IH), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.2Hz, 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m. 4H), 1.00 
(t,J = 7.2Hz,6H)o 



<J 2 (2 0 6) 



8- (3-^>'5^/VT^y) -2-7«^>'V-3- (2-^^/V^:^-4-p« 
10 h^v':7ai::iy^) -6, 7-v>t Kd- SH-Vi^ n^^/iJ' [d] 't°7>^C2 

[1, 5 -a] t°y ^v':/ -m^M 




OCH, 



T L C : R f 0.10 i^^-^y : |^^^^7V= 3:1) ; 



208 
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NMR(300MHz, CDCI3): 8 7.26 - 7.16 (m, IH), 6.83 (m, IH), 6.84 - 6.76i(m, IH); 



2.28 (m, 2H), 1 .95 - 1 .44 (m, 4H), 1 . 1 1 - 0.99 (m, 6H)o 

• I 

I 

'5 mmm2 (207) 

8- (N-T'n tVV-N- HC^yCd] 1, 3-i^:^^y7 >- 5-y( ;\^) 
-5, 7 Vn-yn [3, 4-d] t°7:/o [1, 5-a] t°y^v^ 



T L C : R f 0.40 (^^f-^/ : mB^^^^= 2:1) ; 
NMR(300MHz, CDCI3) : 8 7.34 (d, J = 8.7Hz, IH), 7.08 (d, J = 2.7Hz, IH), 6.95 
(dd, J = 2.7, 8.7Hz, IH), 6.78 - 6.83 (m, 2H), 6.72 (m, IH), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
15 2H), 0.95 (t, J = 7.2Hz, 3H)o 



3.97 (m, IH), 3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 



10 




^MM 2 (2 0 8) 

8- (N-^:/v?;U-N-v':;'p:/p tVM^/VT^ 7) -2-p<^/^-3 

209 
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1 . 
I 

I 

' ' ■ , i • 

[ ,{| M°y y^u [ i , 5 - a ] f! y 5; r 




0CH3 



TLC : li f 0.58 i^^-^y : @^^^^yU= 2:1); 
5 NMR (300MHz, CQCI3) : 8 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, IH), 6.90 (d, J 
= 2.4Hz, 1H)*6.83 (dd, J = 2.4, 7.8Hz, IH), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (in, 2H), 2.19 (s, 
3H), 1.16 (m, IH), 0.63 (m, 2H), 0.18 (m, 2H)o 

10 ^jfe^d 2 (2 0 9) 

8- (N-^:/v^/^-N-;/^P7'PtVM^/^T5:y) -2-^5^/1^-3 
- (2-i{'Pn-4-7< h^v^:7ai::^/U') -6, 7 - Kn - 5 H-i^i? 
P^^'iJ' [d] t'y^n [1, 5 -a] t° y ? i^^- • it^:^ 
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OCH3 



TLC:Rf 0.56 (^dei^>' : |^^ai^y^=2 : 1) ; ' • 
■NMR (300MHz, CDCI3) : 5' 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7H2, IH), 6.96 
• (dd,J = 2.7, 8.4H2, IH), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 ' 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, IH), 0.64 (m, 2H), 6.18 (m, ,, 
2H)o , 

mmm 2 (210) 

10 - (2-^PP-4-7« h=3rv'73ic::i/U) -5, 7-v^tKn-7n [3, 

4-d] f7>/p [1, 5-a] }^'v ^i^y -mm. 
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T L C : R.f '6,47 (^^f-y,': mi^=^T^^^ 2. : ,1 ) ; 
NMR(300]\pz, CDcij) : 6 7.26 - 7.45 (m;6H), 7.09 (d, J = 2.4Hz, IH). 6.96 (dd, 
J = 2.4, 8.Hiz,,lH),'5.36'(m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3^, 3.69 (iri, 
2H), 2.37 (s, 3H), 1.21 (m; IH), 0.66 (m, 2H), 0.22 (ra, 2H)o 



2 (211) 



10 



8- (N-:/f-;^-N- {2--:f^=^/i^) r^y) -2-y^/^-'3- (2 

I 

iS' [d] t'yyp [1. 5- a] k-y^i^y 




15 



' OCH3 



T L C : R f 0.38 (^=¥1?- V : i^^ni^/V= 3:1); 
NMR(300MHz, CDCI3) : 5 7.16 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 8.4, 2.7Hz, IH), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J = 7.2Hz, 
2H), 2.91 (t. J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H)o 



20 



mmm2 (212) 

8- (3— ^^^^/VT^ y) -2-y^/w-3- (2-y^7^-4-7/^^ 
n73^:^>'^) -6, 7-v>t Kcz-SH-Vi^P^yiJ^ [d] t'^y^P [1, 
5-a] t-y ^i^^i^-:^^:^ 
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F ' 



T LC : R f 0.44 i^^-fl^ : ^m^^>^= 3:1) ; 
NMR(300MHz; J^MSO-dg) : S 7.34- 7.24 (ni, 2H); 7.20 - 7.10 (m, IH), 4.03 - 3.85 
(m, IH), 3. 14 (brt; J = 8. IHz, 2HX 2.95 (brt, J = 8. IHz, 2H), 2.25 (s, 3H), 2.25 - 2. 10 
5 (m) and 2. 12 (s) total 5H, 1 .85 - 1 .60 (m, 4H), 0.05 0.85 (m, 6H)o 

11 

8- (3-^y^7UT5: y) 3-' (2. 5-v^i?Pn73i^ 

/W) -6, 7-i>l: Kn-5H--:^^D^>'i5' [d] f^^/n [l, 5-a] 

10 t'}) ' 

1 




T LC : R f 0.46 {^^i-y : g||^J.^/V= 3:1) ; 

NMR(300MHz, DMSO-dg) : 5 7.68 (d, J= 8.4Hz, IH), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H. 4.03 - 3.85 (m, IH), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (bit, J = 7.8Hz, 2H), 
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2.32 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H)p 

mmm2 (2 1 4) 



8- /) -2-;^i-;\^-3- (2, 4-v?p«b^v'7i 

5 -6, Fo-,5H--v^i5^ [d] t'y^n [1, 5 - 

a] ^i^y -mmm. 



T L C : R f 0.43 i^^-^y : g^^^^/l-= 1:1); 
NMR (300MHz, DMSO-dg) : 8 7.24 (d, J = 8.1Hz, IH), 6.71 (d, J = 2.4Hz, IH), 
10 6.66 (dd, J = 8.1, 2.4Hz, IH), 4.05 - 3.85 (m, IH), 3.85 (s, 3H), 3.74 (s, H), 3.15 (bit, 
J = 8.1H2, 2H), 2.99 (bit, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1 .63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H)c 

mmm2 (215) 



15 8- (3-^yf-/^T^y) -2-;^^/^-3- (2 -:7/V:^n~4 

7^:7 3.=/^) -6, Kn-5H-v'^n-<>'^? [d] f^i^n [1, 

5- a] f]J -i^i^il 




0CH3 
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1 




TLC : R f 0.43 i^^-^y : mM^'^/^= 3 : l) ; 
NMR(300MHz, DMSO-dj) • 8 9.20 - 9.00 (m, IH), 7.39 (t, J = 7.8Hz, IH), 7.22 (d, 
J = ll.lHz, IH), 7.17 (d, J = 7.8Hz, IH), 4.05 - 3.60 (m, IH, covered with HjO in 
5 ■ DMSO-dfi). 3.14 (brt, J = 7.8Hz, 2H), 2.99 (brt, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H), , 

mmm 2 ( 2 1 e ) 

8- (N-:/^/V-N- {2-zf^=-;V') T^y) - 2 - p< ^/l'- ,3 - (2 
10 -i^nD-4-p< h^rv-^ai^/l/) -6, 7 -i^^i Vt^ - 5H-iy^ ti^y 
^ [d] h'yyti [1, 5- a] h'V ^i^^ 




OCH3 



T L C : R f 0.80 : g^^^^/^= 1:1) ; 

NMR(300MH2, CDCI3) : 6 7.29 (d. J = 8.7Hz, IH), 7.06 (d, J = 2.4Hz, IH), 6.88 
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I 

( I 

' • , l 

(dd, J = 8.7, 2.4Hi^ IH), 4.39 (q, > = 2.1Hz, 2H),' 3.83 (5, 3H), 3.59 (m, 2H), 3.11 (t, J 
= 7.5Hz, .2H)j(^.33 (t, J = 7.5Hz, 2H), 2.36 ( s,' 3H), 2.14 (kjuint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, ^H), 1.68 1.54 (m, 2H), 1.39 (sext, J =. 7.5Hz, 2H), 0;94 (t.^ J = 7.5Hz; 
3H)o ■ ■ .' 

: ' ■ ' ■ , 

mmM2 (2 17) 

8- (N-yf-/l--N- (2-:/^=/^) T'^y) -2-p<'^;^-3- (2 
-^DD-4-^>^v'73:.=/^) -5, 7-v^t: KD-7n [3, 4-d] 

■ i 

[1, '5 - a] t:°il^r^'>' 



10 




T L C : R f 0.78 (^^f-:/ : 1^^?^^/^= 1:1); 
NMR(300MHz, CDCI3) : 5 7.28 (d, J = 8.7Hz, IH), 7.07 (d, J = 2.7Hz, IH), 6.89 
(dd, J = 8.7, 2.7Hz, IH), 5.33 (s, 2H), 4.91 (s, 2H), 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
1 5 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H)o 

m-mm2 (2 1 s) 

8- (3-^5^/^-2-y5^/l-T5y) -2-^5^/^-3- (2-p<5=-/V- 
4-/ h!^iyy^=^/^) -6, 7 -Z^^ V^- 5H-^y:i^ tJ^y^ [d] t' 

20 yy^n [1, 5-a] i^y 
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T L C : R f 0.36 K^^-fy : 0^:^^;U= 3:1) ; 
NMR(300MH2' CDCI3) : 6 7.45 (brd, J = 'l0.2Hz, IH), 7.11 (dd J = 4.2, 8.4Hz, 
IH), 6.89 (d, J = 2.4Hz, IH), 6.82 (dd, J = 2.4, 8.4Hz, IH), 4.07 (m, IH), 3.83 (s, 
5 3H), 3.49 (m, 2H), 3.15 (t, J = 6.9H2, 2H); 2.29 (m; 2H), 2 .28 (s, 3H), 2.20 and 2.19 
(s, total 3H), ,1.99 (m, IH), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H)o 

(21 9 ) ■ 

8 - ( 1 -i^^ n^^^y}VaL=f-}vr 5 ^ ) - 2 - p< ^/l— 3 - ( 2 - ^ 5^/1^ 

10 -4-^ h=^v::7i-;^) - 6, Kn-SH-v/i^n^yiJ' [d] 
k°7>^n [1, 5 -a] 




OCH3 
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I ' , ■ . 

I' 

, ' TLC : R f 0.36 i^^-fy : l!^i?a:f-/v= 3 : 1) ; 

t 

NMR(300]VIHz, CDCI3) : 6 7.42 (brd, J = 10.5Hz, IH), 7.11 and 7.10 (d, J = 
8. IHz, total IH), 6.88 (d, J = 2.7Hz, IH), 6.81 (dd, J = 2.7, 8. IHz, IH), 4.03 (m, IH), ' 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5H2, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41 and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -1.37 (m, 5H)o 

mmm2 (220) ' , ■ 

I 

10 -yya^::^/U) -6, 7 - v^t Kn - 5 H-i/:f P'^:/^" [ d] t'^i^ca [l,, 

5- a] h'v^i^y- ^mM 

I I 




OCH3 



T L C : R f 0.36 i^^-fy : |^^j:^/V= 3:1) ; 
NMR(300MHz, CDCI3) : 5 7.34 (brd, J = 9.6Hz, IH), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total IH), 6.89 (d, J = 2.7Hz, IH), 6.81 (dd, J = 2.7, 8.7Hz, IH), 4.25 (m, IH), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J ^ 6.6Hz, 
total 3H), 1.01(m,3H)o 



20 ^jjfe^l 2 (221) 
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' ' ■ . 1, 

V7 31 :^;vf'- 6 , 1 -x/M Yx^-^H-^y^ u-<:y^ [ d ] ^"7^0 [ 1 , 

5-a} ^f'^'^'J.y -mm. 'I 




5 TLC : R f 0.43 : i^®?:nf^/U= 3 : l) ; 

NMR(300MHz, CDClj) : 8 7.32 (brd, J = IO.2H2, IH), 7.12 and 7.11 (d, J = 
8.4Hz, total IH), 6.89 (d, J = 2.7Hz, IH), 6.82 (dd, J= 2.7, 8.4Hz, IH), 4.22 (m, IH), 
3.83 (s, 3H), 3.50.(in, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H)o 

0 

mmmz (222) 

8- h^v-- 2-7^13 tVU-T 5: y) -2-p«^/^-3- (2-p<^ 

[1, 5-a] t:°y -ifel^:^ 



219 




TLC : Rf 0.30 (^^-^'^ : 2 : l) ; 

NMR(300MH2, CDCI3) : 6 7.66 (brd, J = 8.4Hz, IH), 7.11 and 7.10 (d, J = 8.7Hz, 

I 

total IH), 6.88 (d, J = 2.7Hz, IH), 6.80 (dd, J = 2.7, 8.7H2, IH), 4.46 (ra, IH), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, IH), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
3.23 (m, IH), 3.11 (m, IH), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz, 3H)o 

mmm2 (2 2 3) 

10 8- (2-;^i^^yWT5:>') -2-^^/U-3- ( 2 f-/!^- 4 h 

Z^y:^=^/\^) -6, 7-v?fc Kn-SH-v-^n^^^ [d] t°7y"n [1, 
5- a] ^v?>' -m^m 




T L C : R f 0.60 {■^^•^y : g^^cc^yV= 2:1) ; 
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NMR(300MHz, CDCI3) : 6 7.33 (brd, J = 10.2Hz, IH), 7.12 and 7.11i (d, J =' 
8.1Hz, total IH), 6.89 (d, J = 2.7Hz, IH), 6.82 (dd, J = 2.7, 8.1Hz, IH), 4.23 (m, IH), 
3.83 (s, 3H), 3.50 (bit, J = 7.2Hz, 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, tptal 3H), 
1.26 - 1.45 (m, 8H), 0.90 (m,.3H)o 

mmm2 (224) 

8- (1, 2, 3., 4— r t KD-^^iJ'l/^'- 1 --f/i-) T5:y-2- 
^^;^-3- (2-;?«^7V'-4-^ bdeix:73^r^/I^) -6„ T-^^'tKn- 
SH-v'iJ'n^^/iJ^ [d] 5-a] \fV^i^>' 



T L C : R f 0.16 (^^-ft^ : Ml^m^^^^= 3:1) ; 
NMR(300MHz, CDCI3) : 8 7.44 (m, IH), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
IH), 6.78 (dd, J = 8.1, 2.7Hz, IH), 6.69 (brd, J = 9.9Hz, IH), 5.22 (m, IH), 3.82 (s, 
3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s, 3H)o 

mMM 2 (2 2 5) 
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8- ( (l .S,'/,2S, 3S., 5R) -2, 6', 6 - p< i/iJ' n [3. 
[ 1 , 5 - a ] • ' 





T L C : R f 0.25 i^^^y : i^^zii^yv= 3:1) ; 
NMR(300]VIHz, CDCI3) : 8 7.16 (d, J = 8.1Hz, IH), 6.85 (d, J = 2.4Hz, IH), 6.78 
(dd, J = 8.1, 2.4Hz, IH), 6.35 (brd, J = 10.8Hz, IH); 4.31 (m, IH), 3.82 (s, 3H). 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.IH2, 2H), 2.62 - 2.46 (m, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, IH), 1.09 (s, 
3H). 



15 



^jjf !l 2 (2 2 6) 

8- (3 -^^-^/VT^ y) -2-7<f->'^-3- (2-7^f-/l'-4-i5'i3P 
731=71^) -6, 7-i^t Kn-SH-i/t^^n^Vi? [d] t'^V^D [1, 
5- a] t°y $:v^V • ±^^:^ 
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I 




CI ' 



TLC : R f 0.41 : g^^ai^;U= 3:1) ; 

NMR(300MHz; CDCy : 8 7.38 - 7.32 (in; 2J^),'l.26 - 7.10 (m, 2H), 4.04 - 3.90 
(m, IH), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz; 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint, J = 6.6Hz, 2H), 1.92 - 1.40 (m, 4H), 1.06 (t, J = 7.2Hz, 6H)o 

t ■ I ■ ' ■ ' 

^M^!l2 (g 2' 7); 

8- {3-^yf;V7r^y^) -2-7«,f^;^-3— (2, ^-^y;^ V^i^y=c 
-6, r-v't Kn- 5H-v'tJ' D^^'^ [d] fy^P [l, 5- 
10 a] t°!j ^i?^^ • J^^:^ 




TLC : R f 0.52 (^'^f-y : g^^^^/l^= 1:1) ; 

NMR(300MHz, CDCI3) : 8 7.32 - 7.24 (m, IH), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz. IH), 4.05 - 3.95 (m, IH), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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3.12 (t, J = 7,8Hz, 2H), 2.43 (s, 3H),2.29 (quint, J = 7.8Hz, 2H), 1.90 - 1.40 (m, 4H), 
1.05 (t, J = 7.5Hz, 6H)o 

mmm 2 (228) 



-6, Kn-SH-i^^J^CK^iX^ [d] \fyy^^ [l, 5-a] t° 



TLC : R f 0.24 i^^-fl^ : @^^:2^^y^= 3:1) ; 
10 NMR(300MHz, CDCI3) : 8 7.41 (t, J = 8.1Hz, IH), 7.34 - 7.24 (m, 2H), 7.10 - 
7,02 (m, 2H), 4.03 - 3.90 (m, IH), 3.94 (s, 3H), 3.56 (t, J = 7.5H2, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (ra, 4H), 1.05 (t, J = 7.5Hz, 
6H)o 

15 mmm 2 (229) 

8 ->?v^^ P y n tVV7« ^/I'T 5: y - 2 9^/1^- 3 - ( 2 - ^ ^/l^- 4 - 
p< h^V:7:n;:i;^) -5, 7-v^t: Kp-:7p [3, 4-d] b'^y'P [i, 
5-a] \i°V ^i^y -mB^ 




5 8- {3-^yf-;^7 ^ / ) - 2-/f-/U- 3- (2-y h 




.OCH3 
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O 




OCHg 



TLC : R f 0.46 (^=3ri^:/ : 1^^^^/^= 2 : l) ,; 
NMR(300MHz, CDCI3) : 5 7.87 (m, IH), 7.11 (d, J = 8..7Hz, IH), 6.89 (d, J = 
2.7Hz, IH), 6.82 (dd, J = 2.7, 8.7Hz, IH), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), i 
5 2.90 (m, IH), 2.36 (s, 3H), 2.20 (s, 3H), 1.26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, ' 
4H)„ . • 



mmm2 (2 3 0) 

8- (N - 7^5^/1^- N - ^f^/l^T^ y) -2-;^^/l— 3- (2-,p«^/W- 
10 4->^ h^iyy:^=^y^) -5, 7-v'tKt2-:7P [3. 4-d] il'y^^ 
[1, 5- a] t-y 



TLC : R f 0.49 i^^^y : |^i^:3i^/^= 2 ; i) ; 

NMR (300MHz, CDCI3) : 8 7.10 (d, J = 8.7Hz, IH), 6.89 (d, J = 2.7Hz, IH), 6.82 

225 
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(dd, J = 2.7, 8.7H^, IH), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4,00 (m, 4H), 3.83 (s, 3H), 
2.29 (s, 3H),'^19 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz,' 3H), 1.44 (m, 2H), 1.02 (t. 



J = 6.9Hz,3^I)o 



5 



;jfe'^!l 2' (231) 



-4-7«,h=3j^->7:3ir^/U') -5, 7-v^tK'p-7n [3, 4 - d] 
ni [ 1 , 5 - a ] 'k°y ^ v^:/ ■ 



NMR(300MHz, CDCI3) : 6 7.10 (d, J = 8.4Hz, IH), 6.89 (d, J = 2.4Hz, IH), 6.82 
(dd, J = 2.4, 8.4Hz, IH), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H)„ 

15 

^MJ2 (2 3 2) 



8- (N. N-v'l/atVVT^/) - 2 - 7« ^^'l'- 3 - (2-7«9'/V-4- 
7< h^V7:t^7^) -5, 7-v?tKn-:7a [3, 4-d] b°^y'n [l, 
5- a] 




OCH3 



10 T L C : R f 0.54 {^^ir^y : @^^ai^;U= 2:1) 
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• HCl 



OCH3 



T L C : R f 0.51 i^^^-y : ^m^'^^^= 2:1) ; 
NMR(300MH2, CDCI3) : 8 7.10 (d, J = 8.4Hz, IH), 6.89 (d, J = 3.0Hz, IH), 6.82 
(dd, J = 3.0, 8.4H2, IH), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85,,(ni, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2. 1 9 (s, 3H), 1 .83 (m, 4H). 1 .02 (t, J = 7.2Hz, 6H)o 

2 (2 3 3) 

8- (N-^f-/l— N- (4-t Kd^v'^^^^/I/) T^y) -2-7^^/^- 

3- (2-;'«f-/U-4-;>« /V) -6, 7 - v>t .Ko- 5 H- v- 

10 i5'P-<:/v57 [d] }i°yyt2 [1, 5-d] t°]J • 



T L C : R f 0.29 i^^ty : @^^^9^/^= 1:2) ; 
NMR(300MHz, CDCI3) : 8 7.10 (d, J = 8.4Hz, IH), 6.87 (d, J = 3.0Hz, IH), 6.79 
(dd, J = 3.0, 8.4Hz, IH), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2.17 (s. 
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' ' ■ . I, 
3H), 1.86 (m, lik), 1.61 (m, 2H),' 1.38 (t, J =,7.2Hz, 3H)o 

' , I -11 ' 

mmm2 ( 2 3 4') , , , 

5 4-^ h^v^7.cc-yl/) - 5, 7-v^b,Ktn-7o [3, 4-d] 




T L C : R f 0.35 '(^=3s^i^>' : @^i^3i^/^= 1:2) ; 
NMR(300MHzi CDCI3) : 8 7.33 (d, J = 8.4Hz, IH), 7.08 (d, J - 2.4Hz, IH), 6.96 
10 (dd, J = 2.4, 8.4H2, IH), 5.40 (m, IH), 5.33 (m, IH), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H)c 

^1fe0ij2 (2 3 5) . . 

8- (3-^y^;VT^y) -2-;*^>'V-3- ( 2 b'^rV- 5 V 
15 t°;^7:n^7l^) -6, 7-v>t Kn-5H--yi:'n^i/i? [d] t:°7/ 

P [1, 5- a] ^v^:/ -a^:^ 
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I, 




T L C : R f 0.36 ,(^=¥f->' : mB^f-/^= 3:1) ; 

I 

NMR(300MHz; CDCI3) : 6 7.23 (dd, J = 8;4, 2.1HZi IH), 7.12 (d, J = 2.1Hz, IH), 
6.98 (d, J = 8.4Hz, IH), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H). 2.92 (m, IH), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), .1.90 - 1.50 
(m, 4H), 1.26 (d, J = 6.9H2, 6H), 1.04 (t, J = 7.5Hz, 6H)„ 

mmm2 (23 e) 

10 irny s.=^)V) - ^ , 7--v>fe Kn-SH-Vi^^n^Vi? [d] t^y^n [i, 
5- a]' 'imM. 




T L C : R f 0.26 : @^^:t5^/u= 3:1) ; 

NMR (300MHz, CDCI3) : 6 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3.40 (m, 2H), 3.12 (t, J = 7.2H2, 2H), 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz,, 



2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H)c 



mm 2 (2 3 7) 



'fjV-Z- ^2--i> nn-^-:^ y^-yy -6, 7-v>tKa-5 
H-i^iJ^n^:^^ [d] k'^yo [1, 5- a] ^^JV - W^M. 



T L C : R f 0.40 {■^•^•^V : @^^a:^/U= 3:1) ; 
10 NMR(300MHz, CDCI3) : 6 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m. 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H)o 

WjiFd 2 (2 3 8) 

15 8- (N-:/^/V-N- (4-:7/k;;^n:7jic^/V) ^^/VT^/) -2-^ 
f-/^-3- (2-^ n D-4 -7^ h=¥v':7^::^/V) -5, 7-v'tKP-7 
D [3, 4-d] t°7y^n [1, 5-a] k° y ^ v^i^ ♦ 



F 




OCH3 
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F 




T L C : R f 0.20 (^^f-^/ : |^^aif-/U= 3:1); 
NMR(300Mfiz, CDClj) : 5 7.40 - 7.26 (m, 3H), 7. 12 (brd, J = 7.8Hz, 2H), 7.09 (d, 
J = 2.1H2, IH), 6.99 - 6.92 (m, IH), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H), 
5 3.70 (m, 2H), 2.37 (s, 3H), 1 .76 (m, 2H), 1 .36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H)o 

'i I " 

^»J2 (2 3 9) 

8- (N-:/^/U-N- {4-yjl^:tuy:z.=^/U) ;^^^VT^y) -2-p< 
f-7U-3- (2 -^5^/1^-4 h^i/yj^—y^) -5, y-i/tKn-^ 
10 P [3, 4-d] [1, 5-a] t'l; 5: v^^' • 
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OCH3 



TLC : R f ,0.28' (^^f->' : |^^:3i^yi.= 3 : l) ; 

NMR(30pMHz; CDCI3) : 5 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.IH2, 

I ' ' ' 

IH), 6.85 - 6.78 (m, IH), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H)', 2.33, (s^ 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
3H)o 

mmm2 (240) 



10 n:7ain;k) -6, 7 - v't Kn - 5 H-->'i5' n^y^ [d] [l, 

5- a] t°y ' mm^ 
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' ' • . I, 

I 

T L C : R f. 6.26 (^^^^^" : g^®ai^/v= 3' : 1 ) ■ ; 

' ' ' . ' 

NMR(^00]to, CDCI3): 8 7.33 (dd, J = 9.0, 3.0Hz, IJi), 7.25-7.05 (m) and 7.22 
(d, J =3..0Hi) total. 2H, 6.98 (d, J = 9.0Hz; IH), 4,03 - 3.85 (m) and 3.93'(s) total 4H, 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28,(quint, J = 7.2Hz, 2H), 

5 1.90- 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 6H)o ' 

I . • 

I 

^MJ2' (2-4 1) , 

I 

8- (N-:x^7l— ,N- (2 -TT'f^y /l^) r^J) -2-?i^jU-3- (2 
-/^^i^-4-i^ y^->ya:-=^;i^) -5, ■.7-v'fc;.KD-7ci [3, 4-d] 




T L C : R f 0.37 (^^i^^ : BM^'^^^= 2:1) ; 
NMR(300MH2, CDCI3) : 6 7.10 (d, J = 8.4Hz, IH), 6.89 (d, J = 2.7Hz, IH), 6.82 
(dd, J = 2.7, 8.4Hz, IH), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
1 5 (s, 3H), 2. 1 8 (s, 3H), 1 .90 (t, J = 2.4Hz, 3H), 1 .5 4 (t, J = 7.2Hz, 3.H)o 

mmm 2 (242) 

8- (N-yntVU'-N- (2-7'5^y7V) T^y) -2-7^^/^-3- (2 
-^5^/V-4-7« h=¥v^7 3i=i;P) -5, 7-v^tKn-7D [3, 4-d] 

20 [ 1 , 5 - a ] t° y ^ v^:/ • it^ii 
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•HCl 



OCH3 



T L C : R f 0.47 : S^^^^/l-= 2:1) ; 

NMR(300MHz, CDCI3) : 5 7.10 (d, J = 8.1Hz, IH), 6.89 (d, J = 2.7Hz, IH), 6.82 
(dd, J = 2.7, 8.1Hz, IH), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
5 3.83 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 1.94 (m, 2H), 1. 89 (t, J = 2.7Hz, 3H), 1.05 (t, 
J = 7.2Hz,3H)e 

I 

mmm 2 (243) 

8- (N-:/nt:Vv-N- (4 3i^/W) 7«^/^T5:y) -2 
10 -7«5^;^-3- (2-;^^;^-4-^ f'3r^/7i::i;V) -5, 

[3, 4-d3 M'yyu [1, 5-a] t° y ^ • ±^^|g' 




SCHs 



OCH3 
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I 

■ ' . I. . 

I 

TLG : Rf OAS ,(^^f-'y:p^=^'f-^y=2 ; 
NMR(300itoz, CDCI3) : 6 7.27 (d, J = 8.4Hz, 2H); 7.20 (d, J = 8.4H2, 2H), 7.12 
(d, J = 8.4Hz, IH),' 6.90 (d; J = 2.7Hz, IH), 6.83 (dd^ J = 2.7, 8.4Hz,'lH), 5.40 (s, 
2H), 5.11 - 5.26 (m, •4H),'3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s„ 3H), 2.31 (s, 3H), 2.20 
5 (s, 3H), 1.84.(m, ^H), 0.97 (t, J = 7.2Hz, 3H)c 

mmm2 (244). 

8- (N-yp tvy-N- (^:/y' [d] 1, s-i^^^y^^-s-^/i^) 

10 -5, 7^v?^^•,K'D-•7D [3, 4-di.lf^yt3 [l, 5 -a] fij^i? 




T L C : R f 0.45 i^^-fy : mB:=^^/^= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.13 (d, J = 8.IH2, IH), 6.90 (d, J = 2.7H2, IH), 6.83 
15 (dd, J = 2.7, 8. IHz, IH), 6.82 (d, J = 7.5Hz, IH), 6.78 (d, J = 1.5Hz, IH), 6.73 (dd, J 
= 1.5, 7.5Hz, IH), 6.01 (s, 2HX 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H)c 
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MM 2 (2 4 5) 



8- (N-^i/v?;l/-N-->i^n7'ntV^^f-/^T5:y) -2-^^;^-3 



- (2-7«^/l^-4-7« h=3ri/:7i:^/l') -5, 7-v>t:KP-7n [3, ' 
4-d] \i'yyx2 [1, 5 -a.] U ^ i^:/ • Jt^iH 



T L C : R f 0.47 (^^f-^- : i^^ai^;V= 2:1); 
NMR(300MHz, CDCI3) : 8 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, IH), 6.90 (d, J = 2.7Hz, IH), 6.84 (dd, J = 2.7, 8.7Hz, IH), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
1 0 IH), 0.69 (m, 2H), 0.24 (m, 2H)o 

mmm2 (2 4 6) 



8- (N-v':;' n7"n tVl/^^/U-N- (4 - h D p< 
7«^>'^T^y) -2-^^/1^-3- (2-:^DD-5-p« >^v'7ccc^/U) 
15 -6, KP-5H-i/i5't3-<^^i5' [d] f 7>^n [1, 5-a] t° 




5 



OCH3 
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OCHa 



TLCrRf 0.48 (-^^f-:^ : g^^^^/V=2 : 1) ; 

NMR(300MHz, CDClj) : 8 7.62 (brd, J = 7.8Hz, 2H), 7.48 (brd, J = 7.8Hz, 2H), . 
7.34 (brd, J = 8.1Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.90 - 6.88 (m, IH), 5.19 (brs, 2H), 
5 3.85 (s, 3HX 3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, IH), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H)o 

mmm2 {2 ad 

8- (N-i^i:7 p:/u tVM^^/l^-N- (4- h y 7/^:tP7«^/^7:t=/^) 
-5, 7-v^fcKn-7 0 [3, 4-d] fy^P [1, 5- a] tfU^i? 
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OCH3 



T L C : R f 0:42' (^^f-^/ : ^ : 1 ) ; 

NMR(30pMH2, CDPI3) : 8 7.65 (brd, J = 7.5H2, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, IH), 7.08 (d, J = 2.4H2, IH), 6.95 (dd, J = 8.4, 2.4Hz, IH), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, IH), 0.72 - 
0.60 (m, 2H); 0.22 - 0. 1 4 (m, 2H)o 

mmm 2 (2 4 8) 

8- (N-v'iJ' fcVl^^^/k-N- {4 - V V y/^:^^ /f-^^y ^=^^^) 
10 ^^/l^T?/) -2-^^/1^-3- (2-p<5^/V'-4-^ h'^v'^oic^/^) 
-5, 7-i^tKn-:7p [3, 4-d] [1, 5-a] t°y5i> 
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OCH3 

T L C : R f •0:42' (^^f-:/ : @^^ai'^/lx= 2:1) ; 
NM R (300MHz, CDCI3) : 6 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Iiz, 2H), 7.12 
(d, J = 8.4Hz, IH), 6.90. (d, J = 2.7Hz, IH), 6.83 (dd, J = 8.4, 2.7Hz, IH), 5.42 (m, 
5 2H), 5.38 (s,,2H),'5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, IH), 0,74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H)o 

mmm2 (249) 

8- (N-T'P tVl--N- i4-->'TyyaL=./U) T^^/VT^y) -2-7« 
10 ^/V- 3- (2-^^>'l'-4-7« b^i/:73irLyi^) -5, 7-i?tKn-7 
cr [3, 4-d3 t'yi/p [1, 5-a] fc'y^i?^-:^^^^ 
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CN 




TLCrRf 0.29 (^^f-V : @^^3i^/l/= 2 : 1) ; 

NMR(300MF32, CDCI3) ; d 7.66.(brd, J = 7.8H2, 2H), 7.49 (brd, J = 7.8H2, 2H), 

7.15 (d, J = 8.4Hz, IH), 6.88 (d, J = 2.7Hz, IH), 6.81 (dd, J = 8.4, 2.7Hz, IH), 5.15 

(brs, 2H), 5.09 (brs, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60 (m, 2H), 0.91 (t, J = 6.9H2, 3H)e 

mmm 2 (250) 

-2-^^/V-3- (2 -iJ' PP- 4 h^i^^j^— /l^) -5, 7 -i^fc 
Kn-7n [3, 4-d] t'^yn [1, 5- a] fc'U 5: • 
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I 



F 




OCH3 



TLC : R f 0.40 (^^f::/ : g^^^5^/l-=2 : 1) ; 

NMR (300MHz, CDCI3) : 8 7.32 (d, J = 8.4Hz, IH), 7.16 - 7.07 (m, 3H), 7.02 - , 

6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, IH), 5.20 (s. 2H), 5.18 (s, 2H), 4.94 (s, 2H), 

1 ■ ''1 

5 3.84 (s, 3H), 2.56 (m, IH), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H)o 
MMM 2 (251) 

8- (N-->^ PT'n tVU-N- (4-7/^::^n7 3i^/^) p«f^>'Vr^y) 
-2-^5^/1^-3- (2-;^^/]^- 4-?^ h^i^y^^/^) -5, 7 -i/t 
10 Kn-7P [3, 4-d] [1, 5-a] t° P 5: v^^- • ill^ig 
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OCH3 



T L C : R f 0,44, {^^■^l^ : 2:1) ; 

NMR(30pMH2,. CDCI3) : 6 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = 

2.7Hz, IH), 6.82 (dd, J = 8.4, 2.7H2, IH), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 

5 3H), 2.60 (m, IH), 2.38 (s, 3H), 2. 1 8 (s, 3H), 0.90 - 0.80 (m, 4H)o 

. 

mim\2 (2 5 2) 

^/) -2-/^/^-3- {1-:^=}-)^- ^-i^ y^-yy -5, 7 

10 [3, 4-d] t'^y'P [1, 5 -a] %\/V -W^ 
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F 




OCH3 



TLC : Rf 0.49 : i^^^^/^= 2 : 1) ; 

NMR(300MHz, CDCI3) : 5 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J 
2.7Hz, IH), 6.84 (dd, J = 8.1, 2.7H2, IH), 5.39 (s, 2H), 5.32 - 5:20 (m, 4H); 3.84 (s 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , IH), 0.72 - 0.62 (m 

'1 

2H), 0.28- 0.18 (m,2H)o 

mmm 2 (253) 

10 3- (2-j{'nn-4-p« -5, 7 Kn-:7a [3, 

4-d] \i'yyti [1, 5- a] \fV 




OCH3 
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T L C : R. f '0,35 i^^-f ^: : fm^^^^ 2. : ,1 ) , ; 
NMR(300MElz, CDcij) : 8 7.34 (d, J = 8.7Hz, IH), 7108 (d, J = 2.4Hz, IH), 6.97 
(dd, J = 8.7, 2.4Hz, '1H),'5.48 (d, J = 16.8Hz, IH), 5.36 (d, J = 16.8Hz„ IH), 5.23 (s, 
2H), 4.38 - 4.22 (m,.2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J = 7.5Hz, 2H), 1.01 (t, J = 7.5Hz,3H)o , 

I 

mmm2 (254) 

3- (2-/^/V-,4-7« h=3f.-J/7a.:=i/H -5, Kn-r7D [3, 

10 4-d] t'^i/P .[:!,■ b-al '-e]) ?.i»''m.m^ 

oil >-CH3 




OCH3 



T L C : R f 0.33 i^^-f^ : @^^n:^/U= 2:1) ; 
NMR(300MH2, CDCI3) : 5 7. 11 (d, J = 8.4Hz, IH), 6.89 (d, J = 2.4Hz, IH), 6.83 
(dd, J = 8.4, 2.4Hz, IH) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J = 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz, 3H)c 



»^y2 (2 5 5) 

8- (3— <:/f--/VT5: y) -2-p<^y^-3- (2-^5"yk-4-v'Ty 
20 73^:=^7U) -6, 7-C?fc Kn-5H-v':^'n^:/^ [d] f^^n [1, 
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' ' . I, . 

I , 




CN 



T L C : R f 0.45 ■ i^^-fy : @^^^^>'V='2 : 1 ) ; 
NMR(30p]V!lHz, CDCI3) : 6 7.65. (s, IH), 7.57 (d. J = 7.8Hz, IH). 7.34 (d, J = 
5 7.8Hz, IH). 7.24 - 7.08 (m, IH), 4.06 - 3.88 (m, IH), 3.41 (brt, J = 7.2Hz, 2H), 3.15 
(t, J = 7.2Hz, 2H), , 2.40 - 2.20 (m) and 2.30 (s) totaJ 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz,6H)c 

I 

mmm2 (2 5 e) 

10 8- (N,->^n tVu-N- (2-^ b=^v-^^/l') T^y) -2-^f-/V- 
3- (2-^ nn-5-7« h^^i/^^c^ylx-) -6, 7 -v't Kp - 5 H-i^ 
^J^n^^i? [d] h'^yti [1, 5 -a] t° y 5: v^:/ • J^^:^ 




OCH3 



T L C : R f 0.46 i^^-fy : mB^'^^^= 2:1) ; 
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NMR (300MHz, CDCI3) : 8 7.34 (brd, J = 8.4Hz, IH), 7.08 (d. J = 2.4Hz, 1H)„ 
6.99 - 6.91 (m, IH), 4.20 (m, 2H), 3.85 (s, 3H), 3.75 (m, 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( ni, 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H)o 



m-mm2 (257) 

8- (N-^f-/V-N- (4-^f->'^f-:t7 3.r^/l/) p«f-/VT^y) -2- 
5H-v'i5^P-<Vi5' [d] If^y'P [1. 5 -a] l^y ^ v>^^ • ^^^^ 



T L C : R f 0.42 (^=^f-:/ : 1^^^^/^= 2:1) ; 
NMR (300MHz, CDCI3) : 8 7.40 - 7.30 (m, IH), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, IH), 6.99 - 6.92 (m, IH), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H)o 

15 

^1ife^(l2 (2 5 8) 



8- (N-^-^^/V-N- (4-;?«^/Wf^:^7a:^/V) p«5^/VT^y) -2- 
;^^/^-3- (2-:^^aP-4-p« b^->'7ct::i;V) -5, 7-v>tKn- 
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5 




SCH3 



OCH3 
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yn [3, 4-d] t°7i/n [l, 5-a] h' V ^ x^l^ - mmM ' 

SCH3 



T L C : R f 0.35 (^^f-f-^ : |^^ai^/U= 2:1) ; 
NMR(300]VIHz, CDCI3) : 8 7.35 (d, J = 8.7Hz, IH), 7.28 (brd, J = 8.1Hz, 2H), 
7.21 (brd, J = 8.1Hz, 2H), 7.09 (d, J = 2.7Hz, IH), 6.97 (dd, J = 8.7, 2.7Hz, IH), 5.48 
- 5.27 (m, 2H[), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1 .42 (t, J = 6.9Hz, 3H)o 

mmm2 (2 5 9) 

7n [3, 4-d] fyyo [1, 5-a] If !) ^ i^^y • 




OCH3 
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I 

i 

' ' • . ' I, 

t 




OCH3 



T L C : R f 0:40' : g^^cnf->u= 2:1); 

NMR(300MHz; CDCI3) : 6 7.28 (brd, J = ,8.4H2, 2H), 7.22 (brd, J = 8.4H2, 
2H),7.13 (d, J = 8.4Hz, IH), 6.90 (d, J = 2.7Hz, IH), 6.84 (dd, J = 8.4, 2.7Hz, IH), 
5 5.40 (brs, 2H), 5,22 - 5.08 (ra, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.3 1 ( s, 
3H), 2.20 (s,'3H), L43 (t, J = 6.6Hz, 3H)o 

mmm2 (2 6 0) 

8- ( 3 -^^f-^WT ^ y ) -2-;^5^/V-3- {4 - 
10 -6, 7 -i/t Ko- 5H->'i5' [d] M^y^ti [1, 5- a] t° 
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TLC : R f 0)46 X^^-f<y :W^'=^f:^V=i ; 
NMR(300itoz, CDCI3;) : 5 7.52 (d, J = 8.4Hz, 2H); 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10,5Hz, IH), 4.06 - 3.90 (m, IH), 3.60 (t^ J = 7.8Hz, 2H), 3.13 (t,iJ = 7.8Hz, 
2H), 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 . 
5 (t, J = 7.2Hz,»6H)o 

I 

mmm 2' ( 2 e 1 ) . 



- (2-^^/^-4-^ h^iX7ai^/^).-5; .7-v'tKP-7t2 [3, 
10 4-d] 5- a] ^i^l^.' m.mm. 




OCH3 



TLC : R f 0.61 (^^^ff-^/ : @^^^^/V= 1 : 2) ; 
NMR(300MEiz, CDCI3) : 6 7.11 (d, J = 8.4H2, IH), 6.89 (d, J = 2.4Hz, IH), 6.82 
(dd, J = 8.4, 2.4Hz, IH), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H)o 

!l 2 (2 6 2) 



8- (3-^:^^/VT^y) -2-7«f^/l'-3- (4-v'7{5^>'l'T^ y 
20 -6, Kc- 5H-i^^ D^:/^ [d] t'^^^D [l, 5- 
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N(CH3)2 



T L C : R f 0.57 (^^f-^ : @^^^f-/^= 1:1);, 
■NMR (300MHz, CDCI3) : S ' 7.72 (d, J = 7.8Hz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, IH), 3.98 - 3.85 (m, IH), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H, 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03. (t, J = 
7.5Hz, 6H)o , , 

mi^m 2 (2 6 3) 

10 8- (N-iX^n:/p tVM^>'^-N-yn tVUT5:y) -2-?ii^jU- 3 
- (2-p«f-/^-4-7< -5, 7-v^tKP-7P [3, 

4-d] f ^/D [1, 5-a"] h']} ^ i^y - mm^ 




OCH3 



T L C : R f 0.55 (^^-^l^ : @^^Jif=-/^= 2:1) 
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NMR(300MHz;* GDCI3) : 5' 7:15 (d, J = 8.4Hz, JH), 6.88 (d, J = 2.4Hz, IH), 6.81 
(dd, J = 8.4,'i4Hz, IH), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 

I . ' ' 

2.33 (s, 3H); 2. 18 (s, 3H), 1.70 (sixt, J = 7.5Hz, 2H), 1.07 (m, IH), 0.96 '(tj J = 7.5Hz, 
3H), 0.56 (m, 2H), 0.20 (m, 2H)o 



mmm2 (2 6 4) 



8- (N-:/Pt:Vk-N- (5 -7*^/1^7 7:/- 2-^/1^) /f-/l-T^y) 
-2-^^;l<-3- (2-^5^ nD-4-7( h^v-^i^^/W -5, 



T L C : R f 0.47 i^^-fy : @^^ai^/V= 2:1) ; 
NMR(300MH2, CDCI3) : 5 7.31 (d, J = 8.4Hz, IH), 7.08 (d, J = 2.7Hz, IH), 6.90 
(dd, J = 2.7, 8.4Hz, IH). 6.02 (d, J = 3.0Hz, IH), 5.86 (m, IH), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
0.94 (t, J = 7.2Hz, 3H)o 

MMM 2 (2 6 5) 



8- (N-yntVl^-N- {5-;^'fJUyyy-2-4/i-) i-'^JVr^J) 



Kp-:7n [3, ^-d] t'^y'n [. l ; • 5 -a ]• t"]) ^ v^^' 




OCH3 
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Kn-7n [3, 4-d] t°7y'n [l, 5-a] ey ^v>^ 





OCH, 



T L C : R f 0.49 ^r^^-^l^ : ^B.=^'f-P^= 2:1); 

NMR(300MHz, CDCI3) : 6 7.18 (d, J = 8.1Hz, IH), 6.88 (d, J = 2.4Hz; iri), 6.81 ' 
(d, J = 2.4, 8.1Hz, IH), 6.01 (d, J = 3.0Hz, IH), 5.86 (m, IH), 5.07 (s, 2H), 4.91'(s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1 .67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H)o 



10 ^»J2 (2 6 6) 

8- (N-v^j^PT'otVM^/l— N- (2-7« h^^^i^^^/l^) 75/) - 

2-p<5^/^-3- (2 -7<5^/V-4 ^^v':7a^:^;^) -5, 
u-yn [3, 4-d] t^y^D [1, 5-a] \fV ^^Jiy-mBM. 
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OCHa 



OCH3 



T L C : R f 0.29 (^=3rf->' : ^m^^^^= 2:1); 
NMR(300MH2, CDCI3) : 6 7.16 (d, J = 8.1Hz, IH), 6.86 (d, J = 2.4Hz, IH), 6.80 
(dd, J = 8.1, 2.4H2, IH), 5.25 (s, 2H), 4.90 (s, 2H), 4.05 (t, J =' 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2. 17 
' (s,3H), 1.04 (m,lH), 0.56 (m,2H), 0.22 (m,2H)o 



10 /l^T^y) -2-:^f-jV-Z- {2-:^'^)V- A-:^ y^%/y z^^^jy) -5, 
7-v^tKn-:7P [3, 4-d] [1, 5-a] t°y$v^>'-|£ 





OCH3 



253 



wo 02/053565 PCT/JPOl/11581 

1 

' ' ■ . I, 

i 

TLC : R f '6,51 (^^i^>f : i^®^i5";^= 2 

NMR(300I)pz, CDCij) : 6 7.36 (brd, J = 8.1Hz, 2H); 7.18 (brd, J = 8.IH2, 2H), 
7.17 (d, J =, 8.4Hz, IH), 6.88 (d, J = 2.4Hz, IH), 6.81 (dd, J = 8.4, 2.4Hz, IH), 5.13 
(brs, 2H), 4.97 (brs, 2H); 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s, 3H), 1.64<m, 2H), 0.90 (t, J = 7.2HZi,3H)o . 

mmm 2 (268) 

I 

I 

^{^71^-3- '(2 -7^f^>'V-4-7« -5, 

10 [3, ^-.d] t-y^n [1, 5-&i"t']} ^i^y -mmm. 



F 




OCH3 



TLC : R f 0.53 i^^-f^ : i^^rn^;v= 2:1) ; 
NMR (300MHz, CDClj) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, IH), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, IH), 6.82 (brd, J = 8.7Hz, IH), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9H2, 3H)o 



2 (2 6 9) 
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' ' • I. 

9";^:7i;^>)' -6, 7 - v^t Kn - 5 H-i/iJ' ci-^^i? [d] h'yy ti [1, 

5- a] ic^-'!)^''y'i^ -mmm. ■ i 




SCtIs 



5 TLC : R f 0.64 (^=3rf-^ : @^^^^/V'= 2 : 1) ; 

NMR(300MH2, PDCI3): 8 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, IH), 

»(*> ' ' 

3.66 - 3.35 (m, 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1 .94 - 1 .64 (m, 4H), 1 . 1 0 - 1 .00 (m, 6H)o 

10 mMM2. (2 7 0) 

8- (N-v'i^nyn tVPp<^yl/-N- (2-7^^^;^) T$/) -2-;^ 

D [3, 4-d] t'^yci [1, 5-a] ^v'V • i^^lt 




OCH3 
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. ' TLC : R f 0.52 {^^^^ : 2 : 1) ; 

NMR(300MHz, CDCI3) : 6 7.14 (d, J = 8.1Hz, IH), 6.88 (d, J = 2.7Hz, IH), 6.81 
(dd, J = 8. 1, 2.7Hz, IH), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3:83 (s, 3H), 3.62 (m,, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, IH). 0.63 (m, 2H), 0.36 (m, 



mmm 2 (271) 

8- (N- (2-7< -N- (2-:7'5^::^/l-) T^/) -2- 



T L C : R f 0.29 i^^^-y : 1^^^^/^= 2:1) ; 
NMR(300MHz, CDClj) : 8 7.13 (d, J = 8.1Hz, IH), 6.87 (d, J = 2.4H2, IH), 6.81 
(dd, J = 8. 1, 2.4Hz, IH), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2. 17 (s, 3H), 1 .85 (s, 3H)o 

^ifeM2 (2 7 2) 



8- (N- (2-;^ h^v'^^'yW) -N- (2-:/5^-7W T 5: / ) -2- 
pJ^/l'-S- (2-:^'nD-4-> h^^v-:?*::!/!^) -5, 7-t>t:Kn- 
20 7o [3, 4-d] fy^a [1, 5-a] t°!J ^ v^^" • ii^^ 



5 2H)o 



10 7t3 [3, 4-d] t'^y'c [1, 5-a] H'V ^i^y -mmM 
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H3CO 




O 



OCH3 



T L C : R f 0.39 (^^f-:/ : B^^'f'^^= 2:1) ; 

NMR(300MH[z, CDCI3) : 6 7.28 (d, J = 8.4Hz, IH), 7.06 (d, J = 2.4Hz, IH), 6.89 

(dd, J = 8.4, 2.4Hz, IH), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H)o 

mmm 2 (273) 

8- (N- (2-;^ h^i^^^M -N- (2--/^-/^) T^y) -2- 

7< 5^/^-3- (2 n n-4-7« h^v':7ai^/U') -6, ^-v^tKn- 

10 dH-i^^u^l^^ [d] f^yn [1, 5- a] \^]) -M^M 



T L C : R f 0.44 (^^-^^^/ : m^^'f^^= 2:1) ; 
NMR (300MHz, CDCI3) : 6 7.32 (d, J = 8.4Hz, IH), 7.06 (d, J = 2.7Hz, IH), 6.93 
(dd, J = 8.4, 2.7Hz, IH), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
15 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 




OCH3 
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7,2Hz, 2H), 1.86 (t;.'j = 2.4H2, 3H)o' 




mmm2 (274) ' . , 

8- (N-yntVWN- (5-7^^/1^77 >'-;2->('/^) ;^f-/l^7^/) 
5 -2-^^/V-.3- {2-1^ uu- 4-/.y^'i/y -6. 7 -i>t 



T L C : R f 0.53 (-^^f-^' : i^^:3i^7^= 2:1) ; 
NMR(300MH2, CDCI3) : 6 7.32 (d, J = 8.4Hz, IH), 7.06 (d, J = 2.7Hz, IH), 6.89 
10 (dd, J = 2.7, 8.4Hz, IH), 5.99 (d, J = 3.0Hz, IH), 5.85 (dd, J * 1.6, 3.0Hz, IH), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (ni, 2H), 0.91 (t, J = 7.5Hz, 3H)o 

^»I2 (2 7 5) 

15 8- (N-^^/v'/l^-N-v^iJ^ P7n tVl^T^ y) -2-y^/W~3- (2 
p D-4-p« b=3?^i/7:tc^/U) -6, 7-v?t Kd- SH-iXi^ 
[d] k'yyp [1, 5 -a] l^V - 



h^v2-^H-^y^u^y^ Cd] fyy'p, [1, 5 -a] t°!J5:v' 



I 
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OCH3 



TLC : R f 0.49 i^^-fy : @^^3i^;W= 2 : l) ; ' • 
NMR(300MHz, CDCI3) : 6' 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, IH), 7.00 - 6.94 (m, IH), 5.39 (d, J = 14.7Hz, IH), 5.27 (d, J = 14.7Hz, IH), 
5 3.85 (s, 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m, IH), 2.37 (s, 3H), 2,21 (m, 
2H), 1.20 - 0.92 (m,4H)o 

mmm 2 (276) 

8- (N-^^.v'^l'-N-v'i? PT'P tVl^T^ y) -2-/'^^l—3- (2 
10 nu~4~;i V^^yy=^^M -5, 7-v?t FP-:7n [3, 4-d] 

t'^^p [1, 5 -a] \i°v ^iyy -mm^ 
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T L C : R f '0.42 i^'^fy^ : i|^ai^/UF= 2, :l) ; 
NMR(3pO]^ffliZi CDCij) : 6 7.32 (d, J = 8;4Hz, IH), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H), 7.08 (d, j = 2.4H2, IH), 6.91 (dd, J = 8.4, 2.4Hz, IH), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, IH), 2.41 (s, 3H), 0.92 - 0.78 (m, 
5 4H)„ ; ■ , ■ .'„•,■'' 

I ' 

t - ' . * 

■ .1 

mmm 2 (277) 

8- (N— <^-:^/^-N-iXi5'DyDtVl'T5:y) -2-^9^/1^-3- (2 
-j?«^7W4-^^. K:3fi^7:rn/V) -5, 7-t?k KD-7n [3, 4-d] 
10 t°7^/n [1, 5-al, h']) -mmM' . 




OCH3 



T L C : R f 0.40 f-^^ : i^^jif-/U= 2:1) ; 
NMR(300]Vffl[z, CDCI3) : 5 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, IH), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, IH), 6.82 (dd, J = 8.1, 2.7Hz, IH), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, IH), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H)o 



mMm2 (2 7 8) 
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I 

■ ' . 1. . 

i 

8 - .(N - 1^'^. D y D tVl/^ ^/W- N - , ( 2 - ^ v':^!^/^) 7 5; y ) _ 
2-p<^/lVV'3- (2-i^pn-4-;'{ h^v-^o^-yl^) -5, 7-i>tK 
n-7.n Ca, ,4'- d] 't'7i/n [1, ^ ^ a.^ yf^) ^-yV - mm. 




5 TLC:R'f 0.30 (^^f-^ ; ^^^3^5"/^= 2 : 1 ) ; 

NMR (300MHz, CDCI3) : 5 7.33 (d, J = 8.4Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.94 
(dd, J = 8.4, '2.4Hz, IH), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
-ill - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, IH), 0.71 (m, 2H), 0.36 (m. 
2H)o • 

10 

2 (2 7 9) 

8- (N-v-^ P^D tVM5=-/^-N- (2-p< hdf^i/^^/l-) T^J) - 
2-;^5^/W-3- (2-:^'on-4-^ h'3fi^:7a.^/U) -6, 7-v'tK 
D-5H-->^a^>'^ [d] t°7i^n [1, 5 -a] \ 




15 OCH3 
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TLC : Rf 0.33 {^^•fy:BB^^^^=2 : 1) ; 
NMR (300MHz, CDCI3) : 8 7.34 (d, J = 8.4Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.95 
(dd, J = 8.4, 2.4Hz, IH), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J. 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz, 2H), 1.09 (m,lH), 0.65 (m,2H), 0.31 (m,2H)o 

MMm2 (2 8 0) 




8- (3-^>5"/^T5 y) - 2-.?<5=-/W- 3 - (2-^nn-4-:/a^' 
7^=/^) -6, Z-v'fc Kn-5H--JXi^P^^^J'' [d] t'yi/n [1, 

10 5- a] h'V 



TLC : R.f 0.61 {^^•fy:^m^f'J^=2 : 1) ; . 
NMR (300MHz, CDCI3) : S 7.65 (d, J = 2.1Hz, IH), 7.44 (dd, J = 2.1, 8.1Hz, IH), 
7.28 (d, J = 8.1Hz, IH), 6.23 (br d, J = 10.5Hz, IH), 3.81 (m, IH), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2. 1 5 (m, 2H), 1 .60 - 1 .82 (m, 4H), 1 .01 (t, 
J = 7.5Hz,6H)o 

mmm 2 ( 2 s 1 ) 



8- (3 -^^'^/I'T'^ y) -2-y^/U-3- (2, 5-v?^Dn-4- 
20 y h=3E^->7i.^/^) -6, 7-v?t Kn-5H-v^iJ'n^:/tJ' [d] fy^ 
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Br 
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D [1, 5- a] t°y ^v^^ 




10 



TLC : R f 0.65 : §^^^^5"/^= 2 : 1) ;' 

NMR(300MHz, CDCI3) : 5 7.40 (s, IH), 7.06 (s, IH), 6.22 (br d, J = 10.5Hz, IH), 
3.92 (s, 3H), 3.81 (m, IH), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H)„2.33 (s, 
3H), 2.15 (m, 2H), 1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H)o 

mmm 2 (282) 

8- (3-^>'^/l'T5: /) -2-;<f-yU-3- (2, 5-v'^nb-4- 
;^ h^iX^aiciiyW) -5, 7--:^tKD-:7n [3, 4-d] t'^^P [1, 
5 -a] 5v^^ 




OCH, 



TLC : R f 0.61 (^^f-:/ : @^i?a:^/U= 2:1) ; 
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1 

I 

I 

' ' • . I, ■ 

I 

NMR(300MH?; CDCI3) : 6 7.39 (s, IH), 7.07 (8, IH), 6.34 (br d, J = lO.SHz, IH), 
5.29 (m,.2H)^4,93 (m, 2H), 3.93 (s, 31^, 3.24!(m, IH), 2i36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1 .02 (t, J = 7.2Hz, 

5 mmm2> (28 ^) ■ ' 

2-7«^/l'- 3- (2-i^nn-4-7« h=^i/7a^::^/V) -5, 7-i>t:K 
u-yu 13, 4'-d} t°^y~n [1, 5-a} ^i^y - 



CN 




OCH3 



10 TLC : Rf 0.26 (-^-^rf-^ : @M^5^/^= 2 : l) ; 

NMR (300MHz, CDCI3) : 8 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, IH), 7.08 (d, J = 2.7Hz, IH), 6.91 (dd, J = 8.7, 2.7Hz, IH), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, IH), 2.40 (s, 3H), 0.84 (m, 4H)c 

15 mmm 2 (234) 

8- (N-iXi? n7°a tVV-N- (4 - v'Ty P<^/WT5;y) - 

2-^*5^/^-3- (2-7<5";V'-4-^ -5, 7-v?t:K 

n-7n [3, 4-d] tf^^n [1, 5-a] 5 • 4^^:^ 
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OCH3 



TLC : R f 0.24 '{^^-tl^ : @^^^^7^=,2' : 1 ) ; 
NMR(300MH2, CDGI3) : 6 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, IH), 6.88 (d, J = 2.7Hz, IH), 6.82 (dd, J = 8.1, 2.7Hz, IH), 5.40 - 5.20 
5 (m, 2H), 5.25,.,(s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, IH), 2.36 (s, 3H), 2.17 (s, 
3H),0.84(m,4H)o 

I 

mmm 2 (2 8 5) 

10 JV) -6, Kc-SH-i/^^n^:/^? [d] t°7>^n [l, 5-a] 




0CH3 
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T LC : R f 0.66 (^^i^>^ : 1^^^"/^= 2:1); 
NMR(300]VIH2, CDCI3) : 6 7.35 (d, J = 8.4Hz, IH), 7.07 (d, J = 2.1Hz, IH), 6:94 
(dd, J = 8.4, 2.1Hz, IH), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, ' 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt. 



M -5, 7-v?t:KP-7P [3, 4-d] t:°7yp [l, 5-a] h']) 

10 ^i^^y-m^m. 



T L C : R f 0,63 {^^^^ : ^^^^^1^= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.11 (d, J = 8.4Hz, IH), 6.89 (d, J = 2.4Hz, IH), 6.83 
(dd, J= 8.4, 2.4Hz, IH), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
15 3H), 2.20 (s, 3H), 1 .78 (quint, J = 7.5Hz, 4H), 1 .42 (sixt, J = 7.5Hz, 4H), 1 .00 (t, J = 
7.5Hz, 6H)c 

mmm 2 (237) 



20 4 - 7« ^^ix:7Jl^y^) -6, 7-v^t: Kn- SH-iX^ n--^:/^ [d] k' 



5 J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz, 6H)o 





OCH3 
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' ' ■ . I, 

[1,, 5'-^], t-y^^^'y -1^^:^ , ■ 




OCH3 



t 

T L C : R f Q.2.6 '{^^"^^ : ^^aLf-jy= 2, : l ) ; 
NMR(30pMH2i CDGlj)' : 5 7.35 (d, J ='9.0Hz, IH), 7.08 (d, J = l.lBz, IH), 6.96 
5 (dd, J = 9.0,:2.7Hz, IH), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
IH), 3.45 (m, IH), 3.31 (s, 6H), 3.05 (t, J = 7.2H2, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
7.2H2,2H)o',^ '. 

mmm2 (288) 

10 8- (N-^^/l'-N-v'iJ^ PT'P tV>p<^yVT5: /) -a-p^'^/i^-S- 
(2-:^nn-4-7« b=3rV7cii::i/V) -5, 7-v^tKni-7P [3, 4 
-d] f^y'n [1, 5 -a] b°]J ^v^^- 




OCH3 



T L C : R f 0.49 : @^^ai^7U= 2:1) ; 

1 5 NMR (300MHz, CDCI3) : 6 7.3 1 (d, J = 7.8Hz, IH), 7.07 (d, J = 2. IH2, IH), 6.92 

267 



I 
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■ (m, IH), 5.28 (s, 2H), 5.11 (s, 2H), 3.84 (s, 3H), 3.81 (m, 2H), 3.69 (m, 2H), 2.37 (s, 
3H), 1.33 (s, 3H), 1.09 (m, IH), 0.60 (m, 2H), 0.24 (m, 2H)o 

mmm2 (2 8 9) 



{2~?^^^U-4-pi h^-yy^^^M -5, T-v'tKn-^P [3, 4 

-d] k'7>/P [1, 5-a] ^'v -umm. 




TLC : R f 0.50 (-^:3f-i^^/ : |^^ai^;V=2 : 1) ; 
10 NMR (300MHz, CDCI3): 6 7.12 (m, IH), 6.89 (s, IH), 6.82 (m, IH), 5.38 (m. 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, IH), 0.72 (m, 2H), 0.36 (m, 2H)o 

mmm2 (290) 

15 8- (N-^f^/V- N-t/^ n^n tVl^T^^/^r ^ y) -2-7<^/^-3- 
(2 P n-4 -7 h=¥v'7^^/U) -6, 7 -i^t Kp - 5 H-i^iJ^ p 

'O'iJ' [d] t'^yp [1, 5-a] \fv%py'mm^ 



268 



wo 02/053565 



PCT/JPOl/11581 




OCH3 



T L C : R f 0.51 i^^-^y : 2:1); 
NMR (300MHz, CDCI3) : 6 7.31 (d, J = 8.4Hz, IH), 7.06 (d, J = 2.4Hz, IH), 6.89 
(dd, J =8.4, 2.4Hz, IH), 3.84 (s, 3H), 3.77 (q, J = 7.2H2, 2H),„3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
■ 3H), 1.03 (m, IH), 0.50 (ra, 2H), 0.15 (m, 2H)o 



mmm 2 (291) 

8- (N-->':^^ bW-N- { 4 - i^T y y :^'^JVT^J) - 

10 2-7<f-/^-3- (2-^Dn-4-7^ h=3s^v'73i^/V) -6, 7-i>tK 
u-bYi-^y^xi^l^^ [d] fc'^y'n [1, 5-a] t° U ^ • 





OCH3 
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I 

I 

I, 

' i 

TLC :R f;0.29 (^'3f;f-i^ : 'i^^rcf-/k= 2 : i) ; . 
NMRpOOMHz, DMSO-dfi) : 5 7.83 - 7.76 '(m, 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, lH),,7.l6'(m, IH), 7.02 - 6.96 (ra, IH), 5.12 (m, 2H), 3.82 (s, 3H), 3i06 
(m, 2H), 2.94 - 2.78 (m„3H), 2.25 (s, 3H), 2.05 (m, 2H), 0.79 - 0.70 (m, 2H), 0.61 (nii 

MMm 2 (2 9 2) 

/) - 2->'f"/w'-3- (2-^5^ P P-4-p< h=3pix:7^-/U) -6, 7- 
10 v^t Kn-SH-v'tJ^a-^V^J^ [d] .fc°7'i/,P ',[1 , 5- a] t'U^v'V-i 

CN 




OCH3 



TLC : R f 0.37 (-^^rf-^^ : iM^^^^= 2 : 1) ; 
NMR (300MHz, CDCI3) : 8 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, IH), 7.09 (d, J = 2.1Hz, IH), 6.96 (m, IH), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, IH), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H)e 



270 
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I 

I, ■ 
t 

mmm2 (2 9.3) , < ' , ■ : , 

/) -2-''7<'9^/k-3- '(2-i;'Dn-4-^ h=3r-iX7ic:iyU) '^5, 7- 
v^tKD-7n [3, 4-.d] h'^yni [1, S- a] .t-y ^ v^:/ . m^lg . 
• CN 

I 



, . Y 

T L C : R f 0.21. : i^^ai^,/V= 2 :1) ; 

NMR(300MHz, CDCI3) : 6 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d. J = 8.7Hz, IH), 7.08 (d. J = 2.4Hz, IH), 6.94 (dd, J = 8.7, 2.4Hz, IH), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H). 2.36 (s, 3H), 1.05 (m, IH), 
1 0 0.68 - 0.56 (m, 2H), 0. 1 8 - 0. 1 0 (m, 2H)o 

lljfeM2 (2 9 4) 

8- (N-v^i^nyc tVM5^/l— N- ( 4 - v-T / 7 31 rn/k) ;'<5^/VT5: 

y) -2-^f^;k-3- (2-^^/l'-4-p< hdri/yji^yL') -5, 7- 
15 v?t:Kn-7n [3, 4-d] t°7i/n [1, 5- a] M'^) W^m. 
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TLCrR f 0.31 i^^-^^ :W^m^^^^^2 : 1) ;" 

NMR (300MHz, CDCI3) : 6 7.66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 

t 

(d, J = 8.IH2, IH), 6.88 (d, J = 2.4Hz, IH), 6.82 (dd, J = 8.1, 2.4Hz, IH), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (ra, IH), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H)o 



mmm2 (295) 

8- (N-T^ntVl^-N- /^7UT^/) -2- 

10 ^^/l^-S- (2-^cit3-4-p< h^v':7ai::^;V) -5, T-v'tKo- 
7a [3, 4-d] tf^V^P [1, 5-a] fy^v'V 
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OCH3 



TLC:Rf 0.48 : i^^^^y^= 2 : 1) ; , . 

NMR(300MHz, CDCI3) : 8. 7.31 (d, J = 8.7Hz, IH), 7.28 (m, IH), 7.13 (m, IH), 
7.08 (d, J = 2.4Hz, IH), 6.98 (dd, J = 0.9, 4.8Hz, IH), 6.90 (dd, J = 2.4, 8.7Hz, IH), . 
5 5.08 (s. 2H), 4.96 (s, 2H), 4.89 (s. 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 . 
(m, 2H). 0.90 (t, J = 7.5Hz, 3H)o 

mmm 2 (296) 

8- (N-T'a tVV'-N- (5-.?<^/W5^^7ai:/-2— </U) ^^/UT5: 
10 y) -2-7<^/^-3- (2-^pn-4-7« h=3fv':7:ii::^/l/) -5, 7- 
v'tKo-^n [3, 4-d] h'yyu [l, 5 -a] fc°y$v^y 




OCH3 

273 



wo 02/053565 ^ PCT/JPOl/11581 

I I 

' ' • , I, . 

TLC : R f 0.^0 (^'^{^frV,': Si^;tf;yv= 2. : ,1) ; 
NMR(300]yjp?, CDcij) : 6 7.31 (d, J = 8.7Hz, 1H)„7.07 (d, J = 2.4Hz, IH), 6.90 
(dd, J = 2.4„ 8,7Hz, IH), 6.66 (d, J = 3.3Hz, IH), 6.56 (m, IH), 5.02 - 5,17 (m, 4H); 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H), 1.64 (m, 2H), 
5 0.92(1, J, ^ 7.5Hz,.3H)o ' ' . ' . 

" ■ . " t 

mmm2 (297) 

(2-:J'DD-'4-,^ -6, 7-i^t Kn-5H-i/;^P 




0CH3 



T L C : R f 0.61 (-^^i^^^ : TO^^/^= 2:1) ; 
NMR (300MHz, CDCI3) : 8 7.31 (d, J = 8.7Hz, IH), 7.06 (d, J = 2.1Hz, IH), 6.89 
(dd, J =8.7, 2.1Hz, IH), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (in, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, IH), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H)o 

»M2 (2 9 8) 

20 8- (N-T'^/l'-N-v':^ d:/d tVV7<f-/^T^/) -2-7^^/^-3- 
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(2-^tin-4-y^h^iyy=^^/^) -5, 7-->?kKD-7n [3, 4' 
-d] t-^yn [1. 5 -a] t°y^v^^-Jt^m 



5 NMR (300MHz, CDCI3) : B 7.32 (d, J = 8.4Hz, IH), 7.07 (d, J = 2. iHz, IH), 6.93 
(dd, J =8.4, 2.1Hz, IH), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2.H), 3.71 
(m, 2H), 2.37 (s, 3H), 1 .70 (quint, J = 7.2Hz, 2H), 1 .39 (sixt, J = 7.2Hz, 2H), 1. 10 (m, 
IH), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H)o 

10 mmm2 (2 9 9) 

8- (N->^f-yV-N~i/^D^PtVl';>«^7^T5y) -2-;^f-/W-3- 
(2-^^/1— 4 h^v'7:r^yW -5, 7-v^tKP-7P [3, 4 

-d] t-^y'n [1, 5-a] \i°v •m.mm. 




OCH3 



TLC : R f 0.40 (^=^f->' : @^®^ai5^/^= 2:1) 




OCH3 



15 T L C : R f 0.45 i^^i-y : i^i?^5^7U= 2:1) 
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10 



NMR(300MH^,CDCl3) : 6 7.15 (d, J = 8.7Hz, IH), 6.88 (d, J = 2.1Hz, IH), 6.81 
(dd, J =8.7, :^}Pz, lH)i 5.25 (s, 2H), 5.13 (s,' 2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.3,3 j[s, 3H)i 2:18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m', 
IH), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H)c ' 



mmm2 oob) 

I 

8- (N-T'n tVl^-N- B'-^ /U) }^^?VT^/) -2- 

7P [3, 4-'d.3 .t'yy'p [1, 5 -a] try^v?^ 

, ■ , ■ s- 



r I' 




OCH3 



T L C : R f 0.48 (^^f-^- : i^^3^5^/k= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.28 (dd, J = 2.7, 5.1Hz, IH), 7.18 (d, J = 8.7Hz, IH), 
7.13 (m, IH), 6.97 (dd, J= 1.5, 5.1Hz, IH), 6.88 (d, J= 3.0Hz, IH), 6.81 (dd, J = 3.0, 
8.7Hz, IH), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
15 (s, 3H), 2. 19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H)c 

mm\2 (3 0 1) 

8- (N-yo tV^-N- (5-p<f-/^f-;t:7:3.i^- 2-^/W) T^^/t-T^ 
y) -2-p<^/V-3- (2-?(5^/V-4-7« h^Vr^ai::^^^) -5, 7" 
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, ' ' 

i;?t Kn-7n,'-['3., , 4-d]. tf7>^n: [1, ,5-^a,i| fc'U^v^:^ 




T L C : R f 0.47 i^^-ty : m^^^^^= 2:1) ; 
NMR(300MHz, CDCy : 8 7.18 (d, J = 8.4Hz, IH), 6.88 (d, J = 3.0Hz, IH), 6.8] 
5 (dd, J = 3.0, 8,;4Hz, IH), 6.65 (d, J = 3.3Hz, IH), 6.55 (m, IH), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 ,(m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz, 3H)o 

(3 0 2) 

10 8- (S-^^/f'/l'T^ y) -2-p<^/W-3- (2-i57nn-4-3^ h=¥ 
iy:tijv:^::^;uy:x^:^ju) -6, y-i^^fc KD-5H-i/:J'n^:/t$^ [d] b° 
^y'o [1, 5 -a] b°U 5: • ig^i^ 
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TLC : RS 0.56 i^^-fy :WfW^=^^^^=2 : 1) ; 
NMR(300MHz, CDCI3) : 8 8.21 (d, J = 1.5Hz, IH), 8.08 (ddj J - 1.5, 7.8Hz, IH), 
7.56 (d, J = 7.8Hz, IH), 7.30 (brd, J = 10.8Hz, IH), 4.38 (q, J = 6.9Hz, 2H), 4! 00 (m, 
5 . IH), 3.34 - 3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m. 2H), 1.65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H)o 

mmm2 (3 0 3) 

8- (N-yn tVU-N- {2-y/V:^viya^=^/U) /^/l^T^/) -2- 
10 ;^f-/U-S- (2-^5^1313-4-^ h^Sf^v-ya^^/l^) -6, l-i^hYn- 
5H-^^^X2^l^^ [d] bf7y'o [1, 5- a] M'V ^i^y -Mmm. 




OCH3 
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TLC : Rf 0.52 (^^i-:^ 2 : l) ; 

NMR (300MHz, CDCI3) : 5 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 
(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), ' 
1.75 (m,2H), 0.94 (in,3H)o 



;^^/^-3- (2-^ P D-4-;^ h^v':7ai::^7V) -5, 
:7n [3, 4-d] t°^yp [1, 5-a3 f y $ v^^' ■ ^g^it 



T L C : R f 0.45 i^'^-f^ : @ti^3^^7U= 2:1) ; 
NMR (300MHz, CDCI3) : 6 7.48 - 7.33 (m, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, IH), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2H2, 2H), 0.97 (t, J = 7.2Hz, 3H)o 

15 

MMM 2 (3 0 5) 

8- (N-T'PtVV'-N- (2-7/U';^n7 3i:::/V) 7«^/^T$y) - 2 - 
^f-/V-3- (2-7«f->'V-4-^ h=¥i^73i-/V) -5, 7-i;?tKn- 




8- (N-T'PtVV-N- (2-77V;3-n:7 3in/V) p<5^/VT^7) -2- 




10 



OCH3 
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I 

i 

' ' ■ . I, . 

♦ 




0CH3 



TLC : R f, 0.55 : @|^^^/^= 2 : l) ; 

NMR(306mHz, CDCI3) : 6 7.36 - 7.26 (m, IH), 7.16 (d, J = 8.7Hz, IH), 7.09 - 
5 6.96 (m, 3H), 6.88 (d, J = 2.7Hz, IH), 6.82 (dd, J = 8.7, 2.7Hz, IH), 5.13 (s, 2H), 
5.03 (s, 2H), t.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t, J = 7.2Hz, 3H)p 

^jfe^j2 (30.6) 

10 8- (N-7°n tViz-N- - :^=f-)V^-^y 1 — { jv) /^jut^ 
/) -2->^/^-3- {2-:i^x='ti-4-/ -6, 7- 

v?t Kn- 5H-iy;J^n^:/^ [d] t'y^n [l. 5-a] I^U^Iv^^ 
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OCH3 



T L C : R.f 0.57 (^^f-^- : WB^'t^y- 2:1) ; 
NMR (300MHz,, CDCI3) : 5 7.32 (d, J = 8.4Hz, IH), 7.06 (d, J = 2.7Hz, IH), 6.89 
(dd, J = 2.7, 8.4Hz, IH), 6.64 (d, J = 3.3Hz, IH), 6.54 (in, IH), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m; 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (fm, 2H)i 1.61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H)o 

mmm 2 007) 

8- (N-l/ntVi— N- i^:ty:^:y-3 — fji^) ^^/i^T^y) -2- 
10 ^5^;W-3- (2 n h'^V^ai^^V) -6, 7-v'tKP- 

SH-Vi:^ ci^>-^ [d] fyy'n [1, 5- a] M'V ^i^^ 




OCH3 
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10 



T L C : R f 0.53 (^^f-^ : ^^aL^;l^= 3:1); 

I 

NMR(300MHz, CDCI3) : 6 7.32 (d, J = 8.7H2, IH), 7.25 (m, IH), 7.11 (m, IH), 
7.07 (d, J = 2.7Hz, IH), 6.95 (dd, J = 1.5, 5.1Hz, IH), 6.89 (dd, J = 2.7, 8.7Hz, 1H)„ 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2Hf), 2.90 (t, J = 7.5H2, 2H), 2.81 (t, J = 7.2H2, 
2H), 2.39 (s, 3H), 2.07 (m, 2H), 1.6Q (m, 2H), 0.89 (t, J = 7.2Hz, 3H)o 



(3 0 8) 



-4-?^ y^i/y=c=^;V) -6, 7 -v^t Kn- 5H--:X:^' [d] 
t°7:/p [1, 5- a] \i°V^i^y 




OCHs 



15 



T L C : R f 0.58 (^=¥1^>' : @^g?3^^/^= 2:1) ; 
NMR(300MH2, CDCI3) : 8 7.30 (d, J = 8.4Hz, IH), 7.06 (d, J = 2.7Hz, IH), 6.88 
(dd, J = 8.4, 2.7Hz, IH), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H)o 



MMm 2 (3 0 9) 

8- (N-:x5=-yk-N-7'c tVl^T^y) -2-p<f^7^-3- (2-^^/^ 
20 -4-p« h^iy7a.::i;V) -5, 7 --JhVu-yti [3, 4-d] t°7>^ 
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OCH3 



TLC:Rf 0,55 :S^^^^/^= 2, : 1) ; 

NMR(300MHz, CDCI3) : 6 7.16 (d, J = '8.7Hz, IH), 6.87 (d, J = 2.7Hz, IH), 6.80 
5 (dd, J = 8.7,;2.7H2, IH), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2H2, 
2H), 3.60 - 3.48 (m, 2H), 2.34 (s, 3H), 2.18 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 6.93 (t, j'= 7.2Hz, 3H)„ 



mmm2 (3 10) 

10 8- (N-^^/l^-N-T'a -2-p<f-/^-3- 

-4-/ ^^v'7ai^/^) -5, 7-v^tKni-7P [3, 4-d] M'y^ 
u [1, 5~a] t°y 5:v'^ 




OCH, 



T L C : R f 0.51 {^^-^y : ®^^^^/'^= 2:1); 
15 NM R (300MHz, CDCI3) : 6 7.29 (d, J = 8.7Hz, IH), 7.06 (d, J = 2.7Hz, IH), 6.89 
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(dd, J = 8.7, 2.7Hz, IH), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz,, 
2H), 3.60 - 3.48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J = 7.2Hz, 3H), 
0.93 (t, J = 7.2Hz, 3H)o 

' I 

I 

5 , Mmm 2 (311) • ■.. 

8- {3-^:y^jUT^ J) ( 2 -i? p n - 4 -;(7/W^ 

=^4 a^:^)V) -6, Kd- SH-v'^ n^i^iJ' [d] t'^V'n 

[1, 5-a] t°y ^v^:/ , • 



10 TLC : R f 0.53 (4l{t^7<^l^^ : W^f-;W= 1 0 : 1) ; 

NMR(300MHz, CDCI3) : 6 7.96 (d, J = 1.8Hz, IH), 7.70 (dd, J = 8.1, 1.8Hz, IH), 
7.50 (d, J = 8.1Hz, IH), 6.26 (d, J = 10.5Hz, IH), 3.82 (m, IH), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz,6H)o 

15 

HMM 2 (312) 

8- (3— <^^/^T^y) -2-^1^/^-3- (2-^PD-4- (N- 
p«^/V;i>7W^^^/^) :7ai:::i/V) -6, 7 -v' t Kn - 5 H- V^i5^ P^^/iJ' 
[d] t-yy^n [1, 5-a] t°y^i/^ 
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T L C : R f 0.55 (mtp^'^^y : 0^^^^^= 10:1); 
NMR(300MH[z, CDCI3) : 6 , 7.89 (d, J = 1.8Hz, IH), 7.64 (dd, J = 7.8, 1.8Hz, IH), 
7.45 (d, J = 7.8Hz, IH), 6.42 (brs, IH), 6.26 (d, J = 10.2Hz, IH), 3.82 (m, IH), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1 . 82 - 1 .55 (m, 4H), 1 .02 (t, J = 7.5Hz. 6H)o 

I 

mmm2 (3 1 3) 

8- (3-^>'^;WT?/) -2-p«^/U-3- (2-iJ'nn-4- (N, 

10 N-v^^^/^;^^^-^^^/^) y^=^;U) -6, 7 -i^t Kp - 5 H- p 
'^i/iJ' [d] t'^y'P [1. 5-a] t°y5v^>- 




I 
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i 

I, ■ 

I 

TLC : R f 0.65 (Mit^^'f-yi^ : @^^:nf^/l<= 1 0:1) ; 
NMR(300]y^, Cbcij) : 6 7.56 (d, J = 1.5Hz, IH), 7.46 (d, J = 7.8Hz, IH), 7.36 
(dd, J = 7.8,, 1.5Hz, lUj, '6.26 (d, J - 9.9Hz, IH), 3.8? (m, IH), 3.17 - 3.02 (m, 8H), 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 

5 J=7.5H2;,6H)o , ' ., i' , 

I • 

'■ ■ . ' I 

mmm2 (3 1 4) 

8- (3-^^f->^T$: y) -2-^9^71^-3- (2, 6-v^y5^/^-4- 

I 

:^ }'^i^yau:=^jU) -5, 7 Vu-yu [3, 4-d] f^V^P [l, 

10 5-a] t-y 5v^V , ' ' ' 




OCH3 



TLC:Rf 0.29 : #^^^71'= 3 : 1) ; 

NMR (300MHz, CDCI3) : 6 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, IH), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, IH), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
15 (ra, 4H), 1 .03 (t, J = 7.2Hz, 6H)o 

mmm 2 (315) 

8- (N-^f^/V-N- (4 -7/1^:^0 7 3: -/U) 7«^/VT5:/) -2-^ 
f-;V-3- (2-;^^;V- 4-;>« hdrV7rc^;U) -5, 7-i^tKP-7 
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' ' . 
n [3, 4^d.} t'.^yn '[!,, 5-a] ,t'iJ,$i;^X' 




T L C : R f 0.49 (-^^f-:/ : i^^jif^/^= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, IH), 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, IH), 6.81 (dd, J = 8.1, 2.7Hz, IH), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H)o 

mmm2 o i e) 

10 8- (N-:3^^/W-N- (4 -:7/I/;rP 7«^/^T5:y) -2-p< 

f^/l'-S- (2-:i^DP-4-7« b^V^a^^/P) -6, 7-v^tKa-5 
H->'^D^>'^ [d] fy^P [1, 5-a] 
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TLC : R f 0.42 (^dr1^>' : i^^^^/W= 2 : 1 ) ;' 
NMR(300MHz, CDCI3) : 6 7.32 (d, J = 8.4H2, IH), 7.26 - 7.22 (m, 2H), 7.07 (d, J. 
= 2.4H2, IH), 7.04 - 6.94 (m, 2H), 6.90 (dd, J = 8.4, 2.4Hz, IH), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), i.40 (s, 
3H), 2. 16 - 1.98 (m, 2H), 1 . 18 (t, J = 7.2Hz, 3H)o 

mm.m2 (317) 

8- (N-^^/l^-N- (4-7/V;^n7a:^/U) T^^/l^T^y) -2-?^ 
10 f-zu— 3- (2-^ nn-4-7« b=^v':7:m7V) - 5, T-v'tKo-^ 

p [3, 4-d] [1, 5-a] 
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F 



Q 




OCH3 



TLC : R f 0.46 : @^®?3if^/l'=2 : 1) ; 

NM R (300MHz, CDCI3) : 6 7.3 1 (d, J = 8. IHz, IH), 7.30 - 7.24 (m, 2H), 7.08 (d, J , 
= 2.7Hz, IH), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, IH), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H)c 

MMM 2 (318) 

8- (3— <^^/^T^y) -2-7^f-/U- 3- (2-^ aa-4, 
10 ^ -6, 7 Kd- 5H-v/iJ'n^>'^ [d] t:"7>^ 

P [1, 5-a] }^VKi^y 




0CH3 
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\ 

I 

' ' ■ . I, . 

T L C : R f 0'.?6 {^'^■^l^!: W^m^^/l^^ 2 :1); 
NMR(300^p?, CDCI3) : 5 6.67 (d, J = 2.7Hz, 1H)„ 6.45 (d, J = 2.7Hz, IH), 6.23 
(d, J = 10.8Hz, 1H),'3.82 (s,,3H), 3:80 (m^ IH), 3.70 (s, 3H), 3.07 (m, 2HJ, 2.90 (m; 
2H), 2.25 (s, 3H), 2.13 (m; 2H), 1.52 - 1.80 (m, 4H); 1.02 (t, J = 7.2Hz, 3H), 1.01 (t, 
5 J = 7.2Hz;3H)„ ., ■ ' , . 

\ ' 

I ' ' . ' 

' ■ ' .1 

8- (S-^^^'/l^T^y) - 2 - 7< f-y'l— 3 - (2-i^pn-4, 
/ Y^i.^yzi.~/U) ,^5, 7-v^tKi3-:7a [3, 4-d] \i°yyti [1, 
10 5 -a] ■ , 




OCH3 



-T L C : R f 0.22 {^^"^y : Bm^f'/^= 2:1) ; 
NMR(300MHz, CDCI3) : 8 6.68 (d, J = 2.7Hz, IH), 6.47 (d, J = 2.7Hz, IH), 6.34 
(d, J = 10.8Hz, IH), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, IH), 4.90 (d, J = 13.5Hz, IH), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, IH), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H)o 

(3 2 0) 

8- (3-^y^/l^T5y) -2-7^^/^-3- (2-i^np-4-T5y 



290 
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ya^:=.)V) -6, Kn-SH-v^i^n-^^i? [d] f^^R [1, • 

5-a] ^v'^ 




T L C : R f 0.22 i.-^^^V : @^i?ai5^/^= 1:1); 
5 NMR(300MHz, CDCI3) : 6 7.16 (d, J = 8.4Hz, IH), 6.82 (d, J = 2.1Hz, IH), 6.63 
(dd, J = 8.4, 2.1Hz, IH), 6.21 (d, J = 10.2Hz, IH), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, "' 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85-1 .50 (m, 4H), I'jOl 
(t, J=7.5Hz, 6H)c 

10 mm\2 (3 2 1) 

8- ( 4 — ^T'^yi'T 5: y ) -2-y^yv-3- (2 -7«5^;v-4-^ ^^ 
v^^ai^/U-) -5, 7-v^t [3, 4-d] t°^yn [ l , 5- 
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T L C : R f 0.48 ,{-^'3E^f->' : 2:1) ; 

I" 

NMR(300MHzi GDCI3) : 6 7.15 (d, J = 8:7Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 8.7, 2.7Hz, iH), 6.32 (d, J = 10.8Hz, IH), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
5 3H), 3.40 (m, IH), 2.32 (s, 3H), 2.1& (s, 3H), 1.78 ,- 1.38 (m, 8H), 0.95 (t, J = 7.2H2. 
6H)o 

■1.1' 

mMm2 C3 2 2) 

8- (3— ^i^fr/l'T?: /) -2-7^^/1^-3 - (2-i^ on — 4-7«^/W 
10 T^/^o^c:^/]^) -6, 7-i^l:VT^-5H-iyi^n^y^ [d] t:°y/D 
[1. 5-a] fi; ^v^V 




TLC : R f 0.45 : i^^^5^/U= 1:1) ; 
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( 

' ' ■ , I. • 

NMR(300MHz,\ CDCy : 5- 7.18 (d, J = 8.4Hz, IH); 6.73 (d, J = 2.4Hz, IH), 6.56 
(dd, J = ^'.4,'i'4H2, IH), 6.21 (d, J = 10.5Hz, IH), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 .- '2.80 (iri^ 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2.20 - 2.05 (m, 2H),|1.80 - 1.50 
(m, 4H), 1.01 (t, J - 7.2Hz, 6H)o 

I I 

I ■ 

mmm2 (323) 

8- o-^yf-^yr^ /) -2-p«^/^-3- (2-a}n/^$/^-4-^ ^ 

dfv^:7a:=/P) -6,, 7-i;^fc KP-5H-->^oX!y^ [d] t'yya [l, 
5- a] t°y 5:.v?^>^ 




T L C : R f 0.26 (^^^y : @^^ai^/V= 3:1) ; 
NMR (300MHz, CDCI3) : 6 9.85 (s, IH), 7.55 (d, J = 2.7Hz, IH), 7.38 (d, J = 
8.4Hz, IH), 7.22 (dd, j = 8.4, 2.7Hz, IH), 6.23 (d, J = 9.6Hz, IH), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H)o 

mmm2 024) 

8- -2-?i^JU-3- (2-v'Ty-4-^ ^^ 

iyy:!^^/^) -6, 7-v^k Kd-SH-v'^p-O^^ [d] f^^D [1, 
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5 -a] H'V^i^y 



HN 




OCH3 



TLC : R f 0.54 {^^'ty : ^^^^/^^ 1 : l) 5 
NMR(300MHz, CDCI3) : 6 7.46 (d, J = 9.OH2, IH), 7.24 (d, J = 2.4Hz, IH), 7.18 
5 (dd, J = 9.0, 2.4Hz, IH), 6.24 (d, J = 10.5Hz, IH), 3.88 - 3.73 (m) and 3.86 (s) total 
4H, 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 1.80 - 1.50 (m. 4H), 1.02 (t, J = 7.2Hz, 6H)o 

mmm 2 025) 

10 8- {S-^^'f-zUT^ / ) -2-;^f-Jl^-3- {2 4 - ?i 

-yyzx.z=.;V) -6, KD-5H-v'i^ni^:yi5' [d] fy^/d [l, 

5- a] 




OCH3 
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i ' 

1, • 

TLC:Rf 0i3O,(^=3{^fT^> : @^®^3i^/^=3 :'!)■ ; 
NMR(300Mz, CDCls^ : 5 7.12 (d, J = 8.4Hz, IH), 6.88 (d, J = 2.4Hz, IH), 6.77 
(dd, J = 8.4'; 2.4Hz, IH), 6.21 (d, J = 10.5Hz, IH), 3.83 - 3.75 (m) and '3183 (s) total 
4H, 3.08 (t, J = 7.2iiz, 2H), 2.88 (t, J = 7.2Hz, TH), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s„ 
5 3H),2.13(qiamt, J= 7.2Hz,2H), 1.83 - 1.50 (ni,4H), 1.10 -0.98 (m,9H)^ 

I 

mmm2 (326). 

8- (4 — ^:ff-/U7^y) -3- (2-i^nD-4-;>< 

-6, KP-5H-^Xi?p^^^ [d] t'yy'p [1, 5-a] k° 

10 y • mm^' 




0CH3 



T L C : R f 0.51 i^^-fy : ®^^^^/W= 3:1) ; 
NMR (300MHz, CDCI3) : 8 8.20 (s, IH), 7.65 (d, J = 8.4Hz, IH), 7.38 (d, J = 
10.2Hz, IH), 7.08 - 6.97 (m, 2H), 4.15 (m, IH), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88- 1 .60 (m, 4H), 1.60 - 1.35 (m, 4H), 0.99 ( t, J = 7.5Hz, 6H)o 

2 (3 2 7) 

8- (N, N-v^rntV^T5;y) -3- ( 2 -ii' n n - 4 b ;c 
^/l^) -6, 7-t;^t Kn-5H-ixi>D^V^ [d] f^^^n [1, 5- 
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I 

a] 




0CH3 



TLC : R f 0.54 (^=3rf-^ : @^^^^/^= 3 : l) ; 
NMR(300MHz, CDCI3) : 6 8.32 (s, IH), 7.78 (d, J = 8.7Hz, IH), 7.03 (d, J = 
5 2.7Hz, IH), 6.91 (dd, J = 8.7, 2.7Hz, IH), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H),. 
2.17 (m, 2H), 1.66 - 1.50 (m, 4H), 0.88 (t, J = 7.5Hz, 6H)o 

mmm 2 (328) . ■, , 

8- (N, N-v?yptV^T5:7) -3- ( 2 -^5^ n p - 4 - 7< h :t 
10 cn/V) -5, 7-v'fcKD-:7n [3, 4-d] fy^/p [1, 5-a] t° 
y 5 v^^' 




OCH3 



T L C : R f 0.58 (^^"^^ : @^^^f^/^= 2:1) ; 
NMR(300MHz, CDCI3) : 8 8.35 (s, IH), 7.72 (d, J = 9.0Hz, IH), 7.04 (d, J = 
15 2.4Hz, IH), 6.91 (dd, J = 9.0, 2.4Hz, IH), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
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' . I, ' 

i 

3.57 (t, J = 7.5Hz,'* 4H), ,1.72 - 1.46 (m, 4H), 0.90 (t, J =7.2Hz, 6H)c 

mmm2. (32 9.) 

8- (N-v'^DypkVl^;^^>'i'-N-"/at:V^T^/) -3- (2-:? a 
5 tb^v-^cc:^/!/) -5, 7-VtKP-7P [3, 4-d] t°7 

[1, 5- a] 5:v^>' 




OCH3 



TLCrR f 0.60 : 1^^^'^/^= 2 : l) ; 

NMR (300MHz, CDCI3) : 8 8.37 (s, IH), 7.73 (d, J = 8.4H2, IH), 7.05 (d, J = 
10 2.7Hz, IH), 6.92 (dd, J = 8.4, 2.7Hz, IH), 5.25 (s, 2H), 4.96 (s. 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (ra, 2H), 1.04 (m, IH), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (ra, 2H), 0.20 - 0.08 (m, 2H)o 

^iSf!|2 (3 3 0) 

15 8- (N-^>'v^/V-N-v'^P7°citVVp«^/VT5:y) -3- (2-i:7n 
h^\yy:^:^/\^) -5, 7-:^fcKP-:7n [3, 4-d] t'7 
i/p [1, 5-a] t-y ^v'y 
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OCH3 



TLC:Rf 0.52 i^'^-fy :'^m^'^/l--2 : I) '; , 
NMR (300MHz, CDCI3) : 5 , 8.42 (s, IH), 7.74 (d, J = 8.4Hz, IH), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, IH), 6.93 (dd, J = 8.4, 2.7Hz, IH), 5.25 (s, 2H), 4.96 (s, 2H); ^ 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6H2, 2H), 1 .04 (m, IH), 0.58 - 0.46 (m, 2H), 
0.16 - 0.04 (m,2H)o 

mMM 2 (331) 

8- (N-v^i^ P^P tVM^/'I^-N- i4-/f-jvy ^^;vr^ 
10 J) -3- {2-'i'tin-A-y^Y^-yy:r.:^;V) -5, 7-v^tKP-:7 
P [3, 4-d] t'^y'P [1, 5-a] t°y^i?y 
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OCH3 



T L C : R f 0.56 (^^f-.^- : ^^a^^^U= 2:1) ; 
NMR (300MHz, CDCI3) : 6 8.42 (s, IH), 7.75 (d, J = 8.4Hz, IH), 7.19 (d, J = 
7.8Hz, 2H), 7. 13 (d, J = 7.8Hz, 2H), 7.06 (d, J = 2.4Hz, IH), 6.93 (dd, J = 8.4, 2.4Hz, 
5 IH), 5.24 (s, 2H), 4.95 (s, 2H), 4.91 (s, 2H), 3,84 (s, 3H), 3.42 (d, J « 6.3Hz, 2H), 
2.33 (s, 3H), 1 .04 (m, IH), 0.58 - 0.46 (ra, 2H), 0. 18 - 0.04 (m, 2H)o 

mmm 2 032) 

8- (N-T'PtVV'-N- (2-:/^=-;l-) T^/) -3- (2-^5^00- 
10 h'^iyy =^=^JU) -5, 7-v'tKci-:7n [3, 4-d] t°y:/D 

[1, 5- a] t-y 5:v?i/ 
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i 

I 

' ' • . I, 

T L C : R f 0,41 (-^'¥f;:< : @^^i^;^= 2 : , 1 ) ; 
NMR(3D01)P2, CDCia) : 8 8.37 (s, 1H),'7.71 (d, J = 8.7Hz, IH), 7.05 (d, J = 
2.7H2, IH),, 6.92 (dd, J. = 8.7, 2.7Hz, IH), 5.34 (s, ,2H), 4.97 (s, 2H), 4.44 (q, J = 
2.4Hz, 2H), 3,83 (s, 3H),'3 J2 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H), 

5 0.98 (t,J;= 7.2Hz,, 3H)o ■ ' , 

I . ■ 

" ' I 

mmm2 o 3 3) 

I . 

I 

-4-^ hdr:/73iri/W) -6, 7-i>t KP-5H-iXi5'n^^^i? [d] 
10 [1,, ,5-.a] t'y ^v^y.-i^^*l' • ■ 




OCH3 



T LC : R f 0.26 : i^^a^^yU= 2:1); 

NMR(300MHz, CDCI3): 5 7.70 (d, J = 2.7Hz, IH), 7.34 (d, J = 8.4Hz, IH), 7.30 - 
7.16 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3. 1 1 (t, J = 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H)o 

mmm2 (334) 

8- (N-T'^/^-N-i/i^PT'atiVv^f^/VT?:/) -3- {2~^nvi 
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' ' ■ . ■ I, 

h^Ut7-^=-J\^) -'5,, 7 -v^.t [3, 4-d] fyy' 

p [i,"5^'a] t-y ^i;^y 




0CH3 



T L C : R f 0,45 ■ i^^tl^ : i^^^^7V= 2:1) ; 
5 NMR(30QMH2, CDCl3) : 6 8.37- (s, IH), 1.14 (6, J = 9.0Hz, IH), 7.05 (d, J = 
2.7Hz, IH), 6.91 (dd, J = 9.0, 2.7Hz, IH), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, IH), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 6.44 (m, 2H), 0.22 - 0.08 (m, 2H)o 

10 mmm 2 (335) 

8- (3. — <:/^>'l^T5;y) -3- (2-^cid-4-7« b^v-y^i^yw) 
-5, 7-v?tKn-7D [3, 4-d] t°7y"n [1, 5- a] t'U^v^ 




0CH3 
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10 



TLG : R f 0.57 i^^-fl^ : ^m=^f-;l^=2 : 1) ; 
NMR(300MHz, CDClj) : 6 8.32 (s, IH), 7.74 (d, J = 8.7Hz, IH), 7.04 (d, J = 
2.7Hz, IH), 6.91 (dd, J = 8.7, 2.7Hz, IH), 6.42 (d, J = 10.8Hz, IH), 5.31 (s, 2H), 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, IH), 1.84 - 1.54 (m, 4H), 1,01 (t, J = 7.2Hz, 6H)c 

mmm2 o 3 6) 

8_ (N-v'^pyt3hVV7(^yU-N- (4-y/^;tny3i^/V) i-^jVT 
%;) -3- (2-i^nD-4-p«' h^^v^^zc::^/^) -5, 7-v^tKP- 
yn [3, 4-d] k'^y^P [1, 5-a] b'y^v?^ 

F 




OCH, 



T L C : R f 0.41 : i^^ai^/V= 2:1) ; 

NMR (300MHz, CDCI3) : 6 8.41 (s, IH), 7.74 (d, J = 9.0Hz, IH), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, IH), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, IH), 0.60 - 0.44 (m, 2H), 
15 0.16 - 0.02 (in,2H)o 



wm\i (3 3 7) 

8- (N-v':^' tV^-N- 



(2-7/^;d-^7:3lc:^/^) ^f^/WT^y) 
302 
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Kn-5H-Vi5' P^y^ [d] e^yp [1, 5-a] ' 




0CH3 



T L C : R f 0.41 ( : i^^aif-yW'= 10:1); 

5 NMR (300MHz, CDCI3) : 8 7.32 (d, J = 8.4H2, IH), 7.23 (m, IH), 7.13 - 6.97 (m, ' 
3H), 7.06 (d, J = 2.7Hz, IH), 6.89 (dd, J = 8.4, 2.7Hz, IH), 5.15 (brs, 2H); 3.84'(s, 
3H), 2.98 - 2.86 (m, 4H), 2.83 (m, IH), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H)o 

10 Hjj^J 2 (3 3 8) 

8- (N-i/i^PT^PfcVMf^/l^-N- (2-7/V;^P7a^— /U) ^ ^/l^T 
^y) -2-^f-/U-3- (2-:J'PP-4-^ h^v'7cn=/W) -6, 7 

KP-SH-iXiJ'P^^^ [d] e^yp [1, 5-a] t:'y5:v^^^ 
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I 

I 




T L C : R f 0.49 ( b/l^^^' : m^^^^^= 1 0 ,: 1 ) ; 
NMR(300MHz; CEiCls) : 5 7.32 (d, J = 8.7Hz, IH), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
= 2.4Hz, IH); 7.08 - 6.97 (m, 2H), 6.89 (dd, J = 8.7Hz, 2.4Hz, IH), 5.02 (s, 2H); 3.84 
5 (s, 3H), 3.41 (d, J = 6.9Hz, 2H), 2.98 - 2.84 (m, 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1.05 
(m, IH), 0.48.j(m,' 2H), 0. 1 0 (ra, 2H)o 

^ife^j2 ( 3 3 9 ) 

8- {N-iyi^X2yu\i°/Upi=f-;U-N--^^\i°/UT ^ y) - 3- 
10 D-4-7« h=^v/7:i:c^/V) -6, Kn-5H-^/^n^:/i? [d] 

M'yy^ti [1, 5- a] t-y S:^?^' 




OCH3 



T L C : R f 0.76 i-^^-fy : |^^:r.^/^= 2:1) ; 
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NMR(300MHz, CDCI3) : 6 8.32 (s, IH), 7.78 (d, J = 8.7Hz, IH), 7.03 (d. J = ' 
2.7Hz, IH), 6.91 (dd, J = 8.7, 2.7Hz, IH), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), 3.06 - 2.90 (m, 4H), 2.26 - 2.08 (m, 2H), 1 .66 - 1 .46 (m, 2H), 1 .01 (m, 
IH), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H)o 

5 

mmm2 o 4 o) 



8- (N-T'ntVW-N- (4- :^ 'f/l-y a^^^M ^^/I'T^y) -3 - (2 



TLC : R f 0.61 i^^^l^ : 1^®?^^/^= 2 : 1) ; . 
NMR(300MHz, CDCI3) : 5 8.37 (s, IH), 7.79 (d, J = 9.0Hz, IH), 7.18 - 7.07 (m, 
4H), 7.04 (d, J = 2.7Hz, IH), 6.92 (dd, J = 9.0, 2.7Hz, IH), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
1 5 2.20 - 2.04 (m, 2H), 1 .66 - 1 .46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H)o 

2 (341) 



8_ (N-^yv?>'W-N-v'^Dyi3tVMf-/UT5/) -3 - (2-jJ'P 

305 



h^-yy=^=^M -6, 7 -v^t Kn- 5 H-v'iJ'n-^:/ 



^ [d] [1, 5-a] t'y^v^^- 
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I 

I I 




OCH3 



T L C : R f 0.67 i^^-fly : 2:1); 
5 NMR(30GMHz, CDCI3) : 6 8.38 (s, IH), 7.79 (d, J =.8.7H2, IH), 7.38 - 7.18 (m, 
5H), 7.05 (d, t= 2Uhz, IH), 6.92 (dd, J = 8.7, 2.4Hz, IH), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7;2Hz, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.22 - 2.06 
(m, 2H), 1 .02 (m, IH), 0.54 - 0.42 (m, 2H), 0. 12 - 0.02 (m, 2H)c 

10 mMM2 (3 4 2) 

8- (N-i^i^n^D tVl^T^^/^-N- (4 ^/I'^a^r^/U) ^^yVT5: 
y) -3- (2-:J^nn-4-7« h^v-^ctc^^/V) -6, 7-v^tKn-5 
H~-^^xn^y^ [d] fy^n [1, 5 -a] fU^v^^- 
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CH3 I ' 




OCH3 



T L C : R f O.rjl {^ '^"^^ : @^^^^/^= 2:1); 
NMR (300MHz, CDCI3) : 5 8.37 (s, IH), 7.79 (d, J = 8.4Hz, IH), 7.20 (d, J = 
8.1Hz, 2H), 7.11 (d, J = 8.1Hz, 2H), 7.05 (d, J= 2.7Hz, IH), 6.92 (dd, J= 8.4, 2.7Hz, 
5 IH), 4.88 (s„2H),"3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2,06 (ra, 2H), 1.02 (m, IH), 0.54 - 0.42 (m, 
2H), 0.14 - 0.02 (m; 2H)o 

mmm 2 (343) 

10 8- (N-:/ntVU-N- i4-y/U:ttiyaL=^;V) p<^/kT^y) -3- 
(2-tJ'DD-4-7« h^V^a^^/W-) -6, Kp- SH-v'i^n 

-^^'i^' [d] t-yy'p [1, 5- a] t-y^v'^ 
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F 




CI 



OCH3 



TLC : R f 0.54 : @^^^^/^= 2:1); 

NMR (300MHz, CDCI3) : 6 8.37 (s, IH), 7.79 (d, J = 8.7Hz, IH), 7.30 - 7.22 (m, 
2H), 7.05 (d, J = 2.4H2, IH). 7.04 - 6.96 (m, 2H), 6.92 (dd, J = 8.7, 2.4Hz, l.H), 4.78 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J ='7;2H2, 
2H), 2.20 - 2.04 (m, 2H), 1.66- 1 .48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H)c 

mmm2 (3 4 4) 



8 --yU^xn^u \f)V:^^)VT^j - 3- (2-^Dn-4-p< Y^-yy ol 
10 ^/l^) -6, T-v't K.D- SH-iXi^^n^^iJ' [d] h°7>^n! [1, 5- 

a] t-y ^v?^ 





OCH 
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I 

f 

TLC:Rf 0.58 (^^iJ-y,: g^^:tf-;^=2 : 1) ; 
NMR (300MHz, CDCI3) : 5 8.28 (s, IH), 7.78 (d, J = 8.7Hz, IH), 7.03 (d, J = 
2.4Hz, IH), 6.91 (dd, J = 8.7, 2.4Hz, IH), 6.42 (d, J = 9.6Hz, IH), 3.82 (s, 3H), 3.44 
(m, IH), 3. 10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 (m, 2H), 1 .20.- 1.06 (m, 
5 2H), 0.68 - 0.48 (m, 4H), 0.48 - 0.34 (m, 4H)o 

mmm2 045) ' 

8- {4-^y^;UT^ y) -S- (2-1^7 uu- 4-;^ Y^i/ya^=^;V) 
-5, 7-v^tKn-7ci [3, 4-d] \i°y:/xi [l„ 5- a] t:°y5v^ 




OCH3 



T L C : R f 0.54 (^^f-V : fl^^a^f-jV= 2:1) ; 
NMR(300MHz, CDCI3) : 5 8.32 (s, IH), 7.74 (d, J = 8.7Hz, IH), 7.04 (d, J = 
2.7Hz, IH), 6.92 (dd, J = 8.7, 2.7Hz, IH), 6.42 (d, J = 10.8Hz, IH), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, IH), 1.78 - 1.26 (m, 8H), 0.95 (t, J = 7.2Hz, 6H)o 

mmm 2 (3 4 6) 

8- (N-:/ntV^-N- {A-;^^jvy :r.:^/V) :^=f-jVT^J) -3 - (2 
-/;xju-A-:^V^-yy:c=.)V)-^, 7--i^fc KD-yn [3, 4-d] 
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( 

i ■ 

♦ 

f7>^n [.l,''',5-a] }!'■]) / 




pCHs, 



TLC : R f 0.53 : @^^3i^/^= 2 : l) ; 

NMR(300MHz, CDCI3) : 6 8.41 (s, IH), 7.75 (d, J = 8.7Hz, IH), 7.16 - 7.08 (m, 
5 4H), 7.06 (d,'J^= '2'.4Hz, IH), 6.92 (dd, J = 8.7, 2.4Hz, IH), 5.14 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 (s, 3H), 3.42 - 3.28 (m. 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz,3H)o 

^Jfe^j2 (3 4 7) 

10 8- (N-T'ntV^-N- (4-7y^;fn7i=7^) ;^5^/WT^y) -3- 
(2-1^ h^-yy=i^=^J^) -5, 7-v^tKn-:7n [3, 4 

-d] f7/n [1, 5-a] \fV^i^^^ 
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T L C : R f 0:50' i^^-^y : 2:1); 

NMR(300MHz, CDCI3) : d 8.41 (s, IH), 7.74 (d, J = 8.4Hz, IH), 7.32 - 7.18 (m, 

2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, IH), 5.15 (s, 2H), 4.95 (s, 2H), 

I 

5 4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1 .70 - 1 .48 (m, 2H), 0.89 (t, 3 = 7.2H2, 
3H)„ , 

mmm2 (3 4 8) 

10 -5, y-v^kFn-^n [3, 4-d] t°7/o [l, 5- a] t° 




OCH3 
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I ' . _ 

I- 

, TLC : Rf 0.47 : @^^ai^;V= 2 : 1) ; 

NMR(300MH2, CDClj) : 6 8.33 (s, IH), 7.73 (d, J = 8.7Hz,. IH), 7.04. (d, J = 
2.7Hz, IH), 6.91 (dd, J = 8.7, 2.7Hz, IH), 6.55 (d, J = 9.6Hz, IH), 5.25 (s, 2H), 4.94, 
(s, 2H), 3.83 (s, 3H), 2.92 (m, IH), 1,22 - 1.06 (m, 2H), 0.70 - 0.48 (m, 4H), 0.48 - 

' i 

I 

5 0.30(m,4H)o 

mmm2 (349) 

8- (N-v-i^pyo tVMf-^l^-N- (4- hp 
:^^JVT%J) -3- {2-:i7 xau~4-}i h^->y:^^M -5, 
10 tKn-:7n [3, 4-d] t"y>/p [1, 5-a] t'y^v'^ 




OCH3 



T L C : R f 0.42 (-^'Spf- V : g^g?rc'^/P= 2:1) ; 
NMR (300MHz, CDCI3) : 6 8.41 (s, IH), 7.73 (d, J = 8.4Hz, IH), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, IH), 6.93 (dd, 3 = 8.4, 2.7Hz, 
15 IH), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, IH), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H)o 



2 (3 5 0) 
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3- (2-yPt3-4-p< h=¥v^73i:^/^) - 6, 7 - t Kc - 5 H-i^ 
i^o-<i/^'[d] f^y'D [1, 5-a] tf];$v=>' ■! 




OCH3 



5 T L C : R f 0.60 : g^^ai^/i^= 2:1) ; 

NMR(300MHz, CDCla) : 6 8.36 (s, IH), 7.80 (d, J = 8.4H2, IH), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J = 8.4, 2.7Hz, IH), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, IH), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H)o 

10 

(3 5 1) 

8- (N-v'^PT'o tVWp<^;u-N- (4- 7;i';*-D^f-7y7 3i^;w) 
:^^)Vr^J) -3- (2-i^DP-4-^ h^v'^:!!^/!^) -6, 
t Ka-SH-v'ti'p^v^ [d] fy^^p [1, 5-a] \^^) %-J:y 
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OCH3 



T L C : R f 0.55 (^^f-:/ : 0m^f-^^= 2:1);" 
NMR(300MHz, CDCI3) : d 8,37 (s, IH), 7.78 (d, J = 8.7Hz, IH), 7.58 (d, J =. 
8. IHz, 2H), 7.49 (d, J = 8. IHz, 2H), 7.05 (d, J = 2.7Hz, IH), 6.92 (dd, J = 8.7, 2.7Hz, 
5 IH), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz. 2^), 2.99 
(t, J = 7.8Hz, 2H), 2.18 (m, 2H), 1.01 (m, IH), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H)b 

mmm2 o 5 2) 

8- O-^y^/l^T ^ y) -3- (2 -i? D D- 4-7< b:^?-^^^:^^/^) 

10 -6, 7 -v^t Kp- 5H-v'^ p--:>c5' [d] tr^^D [l, 5-a] t° 




OCH3 
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»■ 

T L C : R f 0.53 {^^•^>' : @^i?a:^/V= 2:1); 
NMR (300MHz, CDCI3) : 5 8.27 (s, IH), 7.79 (d, J = 8.7Hz, IH), 7.03 (d, J = 
2.4Hz, IH), 6.91 (dd, J = 8.7, 2.4Hz, IH), 6.30 (d, J = 10.2Hz, IH), 3.82 (s, 3H),' 
3.82 (m, IH), 3.11 (t, J = 7.2Hz, 2H); 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 ,(m, 2H), 
5 1.84-1.52 (ni,4H), 1.01 (t, J = 7.5Hz,6H)o 

mmm 2 (353) 

-3- (2-;{'nn-4-^ h'Srv-^oin/k) 1 -i^MY^- 

'I 

10 ^Yi-%^^^^V9 [d] t°7yo [l, 5-a] t'l; 



F 




OCH3 



T L C : R f 0.46 (•--^f->' : @^^icf^/^= 2:1) ; 
NMR(300MHz, CDCI3) : 6 8.37 (s, IH), 7.78 (d, J = 8.7Hz, IH), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, IH), 7.05-6.93 (m, 2H), 6.92 (dd, J= 8.7, 2.7Hz, IH), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (ra, 2H), 1.00 (m, IH), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H)o 



2 (3 5 4) 
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1 

i 

I 

• • . I, . 

I 

8- (3-^:^^;VT^y,) ■r-2-^'^/v-3- (2- 

t KD^.v'3i^^i^),'-H4-p( — 6/ Kn-5H- ■ 




0CH3 



5 TLC : R f 0.50 i^^-^ly : @^^^^7l'= 1 : 2) ; 

NMR(3pOMHz, CDjCy : 6 7.23 (d, J = 2.7Hz, IH), 7.03 (d, J = 8.7Hz, IH), 6.83 
(dd, J = 8.7, ^e7Hz. IH), 6.26 (d, J = 10.2Hz, IH), 5.00-4.85 (m , IH), 3.85-3.75 (m) 
and 3.84 (s) total 4H, 3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J= 7.5Hz, 2H), 1.80-1.50(m) and 1.64 (s)totaI 7H, 1.30 (s, 3H), 1.03 (t, 

10 J = 7.2Hz) and 1.00 (t, J = 7.2Hz) total 6H0 

»M2 (3 5 5) 

8- (N-T'PtVV-N- (4- h y 7/V:tD^^/W;^^i/7ai:^/V) 
/^r^y) -2-p<^;^-3- (2-i5'nn-4-;^ h^riX^a^^/V) -6, 
15 7-i>t Kn- 5H-iyi5^n-<:/i5' [d] t'yi^n [1, 5- a] \i°V 
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OCH3 



TLC : R f 0.'52 '(^^-fy : i^i?^^>'U=,2 : 1) ; 
NMR(300MHz, CDGI3) : 8 7.32 (d, J = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz, IH), 7.15 
(d, J = 9.OH2, 2H), 7.07. (d; J = 2.7Hz, IH), 6.89 (dd, J = 8.4, 2.7Hz, IH), 4.84 (s, 
5 2H), 3.84 (s, 3H),' 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2.06-1.98 ,(m, 2H), 1.66-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)c 

mmm 2 ( 3 5 e ) 

8- (3-^^i//^T5 y) -2-7^5^/1^-3- (2-i?nP-4-;^b^ 
10 -6, 7 - v^t Kd - 5 H-iXrJ' n^:/^ [d] t'^y'n [1, 

5 -a] h'V^i^y 




OCH3 



317 
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T L C : R f 0.44 (-^^f-:/ : @^^3i^/U= 2:1) 



NMR(300MHz, CDCI3) : 6 7.30 (d, J = 8.7Hz, IH), 7.05 (d, J = 2.4Hz, IH), 6.88 



(dd, J = 8.7, 2.4Hz, IH), 6.22 (d, J = 10.8Hz, IH), 3.84 (m, IH), 3.83 (s, 3H), 3.08 (t, ' 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), ,2.34 (s, 3H), 2.20-2.04 (m, 2H), 1.80-1.32 (m, 
5 6H), 1 .00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H)o 

mmm2 (357) , 




8- (3— <:/^/V'T5y) -2-p<5^/V-3- (2-y h=3{^v^-4-p«^' 
/^t°y v^>'-5-'r/^) -6, y-v't Kn-5H->'^ n^^'^ [d] t° 
10 [1, 5-a] t°y 5:i^V 



T L C : R f 0.23 (^^f-^ : g^^ai5^/l.= 2:1); 
NMR (300MHz, CDCij) : 5 8.00 (s, IH), 6.69 (s, IH), 6.23 (d, J = 10.5Hz, IH), 
3.94 (s, 3H), 3.82 (m, IH), 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H), 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H)o 

^MJ 2 (3 5 8) 

8- (N-:/5^/W-N-i/^ niyn tVP^^yWT^y) -3- (2-:J'na 
-4-p« h^v-^oic:^/!^) -6, 7-v^l:: KD-5H-v'^D^y^ [d] 





OCH3 
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"dy^n [1, 5 -a] t°y ^.v'y -i^^m 




T L C : R f 0.61 {^^^V : ^^au^)V=- 2:1); 
NMR (300MHz, CDCI3) : 6 8.27 (s, IH), 7.71 (d, J = %AlAx, IH), 7.04 (d, J =. 
5 2.4Hz, IH), 6.94 (m, IH), 3.90-3.70 (m, 2H), 3.83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m, 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m. 2H), 1.06 (m, IH), 0.91 (t, J = 7.2H2, 3H), 0.62-0.46 (m, 2H), 0.24-6.10 (m, 
2H)c 

10 Wm\ 2 (3 5 9) 

8- (N-v'iJ'nT'ntVu-N- ( 4 - ^ 5^/^:7 j^r^^u) ^^7^7 5:7) - 

3- (2-i>DP-4-.7« harv':7:3i-yP) - 5, 7-v^tKP-7P[3, 

4- d] t°7>^n [1, 5-a] t°y 5:v^^ • l^i?:^ 
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OCH3 



T L C : R f 0.49 , i^^-^ly : mM=^f-^^= 2:1); 

NMR(300MHz, CDCI3) : 6 8.42 (s, IH), 7.76 (d, J = 8.7Hz, IH), 7.09 (d, J = 

8.1Hz, 2H), 7.06 (d, J = 2.7Hz, IH), 6.99 (d, J = 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 

5 IH), 5.19 (s, '2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, IH), 2.32 (s, 3H), 



0.86-0.76 (mj 4H)o 

' 1 

mmm2 (3 so) 

8- (N-T^ntVl^-N- (4 ^/V7a:-/1^) ;^f^;^T^y) -2->( 
10 ^7V-3- (2-^nn-4-7« b^v'7 3i::^/V) -6, 7-i/tKn-5 
H-v^^P-<:/i$' [d] t'^i^P [1, 5- a] t'y^v'^^ 
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OCH3 



T L C : R f 0.74 : ^^p^'f-jU^ 2:1); 

NMR(300MHz, CDCI3) : 5 7.32 (d, J = 8.7Hz, IH), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, IH), 6.89 (dd, J = 8.7, 3.0Hz, IH), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1 .98 (m, 2H), 1 .70-1 .48 (m, 2H), 0.87 (t. J = 7.2Hz, 3H)o 



2 (3 6 1) 



8- (N-7°n tVl^-N- ( 4 - ^ 9^/^:7 ^c^/P) ?(=fjUT^y) -2~^ 
10 'f-JU-S- {2-^uxn-A.-^Y^i^ya^=^JV) -6, 7-v^tKn-5 
H— >^n^:/^ [d'] [1, 5 -a] fc'y^t?^ 



321 
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I 




OCH3 



T L C : R f ,0.38 : m^^^^^= 2:1) ; 

NMR(30,OMH2; CDCI3) : 6 7.64 (d, J = 8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7:30 
(d, J = 8.4Hz, IH), 7.08 (d, J = 2.7Hz, IH), 6.90 (d, J = 8.4, 2.7Hz, IH), 5.14 (s, 2H), 
5 5.01 (s, 2H),' 4.91 „(s, '2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J = 7.2Hz, 3H)o 

mmm 2 062) 

8- (N-yntVl— N- (4-v'T7 7;ji^/l-) ^^/l-T^y) -2-^ 
10 ^;w-3- (2-i?nn-4-;^ h^v'73iri;v) -6, T-v'fcKa-S 
H-i^^n^^iJ' [d] t'^yp [1, 5 -a] t'y^i?:^ 
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OCH3 



T L C : R f 0.46 (^=3^'i^>' : @^^:n^/k= 2 ': 1 ) ; 
NMR(30QMHz, CDCI3) : 6 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.31 
(d, J = 8.4Hz, IH), 7.07.(di J = 2.7Hz, IH), 6.89 (dd, J = 8.4, 2.7Hz, IH), 4.90 (s, 
5 2H), 3.84 (s, ^H),. 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)o 

mmm2 (3 6 3) 

8- (N-v/i?P7°n kVl^T^f^^W-N-T^^/l'T^ /) -2-^f-/I/-3- 
10 (2-:J'np-4-;'{ h^iX^oi::!/!^) -6, 7 - v>t Kd - 5 H-->i5^ d 
^l^^ Cd] t'^V'D [1, 5 -a] \i'])%-Jy 




OCH3 
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TLC : Rf0.30 (^^•fy :BB^'^J^=2, : 1) 



NMR(300MHz, CDCI3) : 6 7.30 (d, J = 8.4Hz, IH), 7.05 (d, J = 3.0Hz, 1H),6.88 
(dd, J = 8.4, 3.0Hz, IH), 3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3.12 (t, J = . 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, IH), 



5 0.60-0.46 (m,2H),0.24-0.1 2 (m, 2H)o ' ,. 

mmm2 (3 6 4) 

(2-p{^7V-4-7( b^i/:7a.::^/V) -5, 7 -i^M Vu-yu [3, 4 

I 

10 -d] \^y-/x2 [1, 5-a] t'U^v?^' 



T L C : R f 0.22 (^=^1^y : @^^:t^/^= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.16 (d, J = 8.4Hz, IH), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, IH), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, IH), 0.60-0.48 (m, 
2H),0.24-0.14(m,2H)o 

mmm2 (3 e 5) 




OCH3 
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r 

(2-^pn-4-^ h^v^^oi::^/!^) -5, 7-v^tKP-7D [3, 4 
-d] \fyy'x2 [1, 5- a] t-y ^v?^^ 




OCH3 



TLC : R f 0.18 : i^^^f-/^=2 : 1) ; 

5 NMR(300MH2, CDCI3) : 6 7.29 (d, J = 8.7Hz, IH), 7.06 (d, J = 2.7Hz, 1H),6.88 
(dd, J = 8.7, 2.7Hz, IH), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H), 1.10 (m, lH),0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H)o 

Il»!l2 (3 6 6) 

10 8- {A-^-:f=f-;VT % y) -3- (2, 6-v'^5^/V-4-p< h^iX^ni 
^/U-) -6, Kp- SH-v'i^ P-<:/iJ' [d] t°7y'P [1, 5- 

a] t°y ^v^:/ 




wo 02/053565 \ PCT/JPOl/11581 

I < 

I 

' ' • . I, . 

T L C : R f Ois i^^-^l^ @^if^^/V:^.2 : 1 ) ; 

• ' ' " , ' ' ' '. , ' , 

NMR (3001)^2, Cbct) : 6 7.80 (s, IH), 6.83 (s, 2H)i 6.27 (d, J = ll.lHz, IH), 

3.98 (m, IH), 3.80 (s, 3HJ, 3.11 (t, J = 7.5H2, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 
(m, 2H), 2.13 (s, 6H), 1.76-1.30 (m, 8H), 0.96 (t. J =,7.2Hz, 6H)o 

8 - v^T'n tVVT ^7-3- (2, 6 - ■>>p<'^/^- 4-?^ Y^i^^c^ 

I.I ^ 

-6, 7--:^t KP-5H-->i^a^>'i5' [d] t'^y^P [1, 5-a] t° 




T L C : R f 0.54 (^'^■^y : ^^=c^7U= 2:1); 

NMR (300MHz, CDCI3) : 5 7.86 (s, IH), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 
4H), 2.98 (t, J = 7.2H2, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H), 0.89 (t, J = 7.5Hz, 6H)o 

15 

mmm2 oes) 

8- (N-v'jJ'nr^^ntVM^/V-N-^^n tVVT^y) -3- (2, 6- 
v^;^^y^-4 -7<>=3{^v'7:ncz;i.) _6, 7 - v^t Kn - 5 H- i/^ P^^^ 
^ [d] t°7>^P [1, 5-a] \i°V^i^y 
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I, I 




OCHs 



PCT/JPOl/1158] 



TLC : R f 0.51 ,(^df^f-:/ : ili?^^/V= 2 :, 1) ; 
NMR(300MHzi CDCI3) : 5 7.86 (s, IH), 6.69 (s, 2H), 3.80 (s, 3H), 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, ■ 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1 .68-1.50 (m, 2H), 1 .02 (m, IH), 0.91 (t, J = 7.5Hz, 3H), 
0.54-0.40 (in, 2H), 0.18-0.04 (m, 2H)o 



2 (g*6"9) 



10 



8- (N-'<>'v'/V-N-v':J'nyD.tVW^^/W'T5;/) -3- (2, 6- 
^ [d] tfyy'n [1, 5- a] fy^:v?>' 




0CH3 



T L C : R f 0.49 i^^-t^ : mB^^^^= 2:1) ; 
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J ! 

I' 

' NMR(300MHz, CDCI3) : 6 7.93 (s, IH), 7.42-7.08 (m, 5H), 6.70 (s, 2H), 4.94 (s, , 

I 

2H), 3.81 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7;8Hz, 
2H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 1.03 (m, IH), 0.54-0.3« (m, 2H), 0.12-0.01 (m, ■ 
2H)c , 

5 . ; ' ' ■ ■ ■ ■ • 

IIM#'J2 (3 7 0) 

8- (N-ViJ' nyn tVV7«^/l— N- ( 4 - ^ f^/V:7 a: ^/l^) 

y) -3- (2, 6 -v^y ^;l/-4-.7< h=¥->:7ct:::i7^) -6, 7-i/fcK' 

P-SH-v'iJ'P^^iJ^ [d] fyi/p [1, 5-a]' ^ v'^' 




TLC : R f 0.53. (^=¥f-^ : 1^^^^/^= 2 : 1) ; 

NMR(300MHz, CDCI3) : 8 7.92 (s, IH), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2. 13 (s, 6H), 
15 1 .03 (m, IH), 0.54-0.40 (m, 2H), 0. 10-0.01 (m, 2H)o 



^jjfe^j 2 (371) 

8- (N-7"d tVi'-N- (4-7/V;rnP'3^::^/V.?<f^/l') T^/) -3- 
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I 

' ' • . I, 

(2, 6--i^^.'^;ir-4-pi'h^iyya::.=^M -'e./T-v't Kn-5H- 




OCH3 



T L C : R 'f 0.46 (^^f-^ : g^i|ci:f-/u= 2:1) ; 
5 NMR(3001vlHz, CDCI3) : 6 7.92 (s, IH), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.'46r3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2.13 (s, 6H), 1.70-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H)o 

^MJ2 (3 7 2) 

10 S-i^^Vt^^nT'n tVM^/l'T^y- 3- (2, 6 -i?^ ^/W- 4 - ^ h =3r 
iX7ai=/U) -6, 7-v't Kn-SH-v-^J/n^^/i? [d] h'^yti [1, 
5- a] t°y ^v?^' 



329 



wo 02/053565 PCT/JPOl/11581 




OCH3 

T L C : R f 0.45 {^^t^ : 2:1); 
NMR(300MHz, CDCI3) : 8 7.81 (s, IH), 6.68 (s, 2H), 6.fl0'(d, J = 9.9Hz, IH), 
3.80 (s, 3H), 3.46 (m, IH), 3.05 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8H2, 2H), 2.22-2.02 
5 (m, 2H), 2.13 (s, 6H), 1 .20-1 .06 (m, 2H), 0.68-0.36 (m, 8H)o 

mmm2 (373) 

8- (N-:/^>'^-N-v'^C2 7'PtV^7«5^/WT5:y) -3- (2, 

^^yL/-4 h^C/:7cc::^/^) -6, 7 - V? t K P - 5 H - V^iJ' P 

10 [d] M'yy^ [1, 5-a] M'V^i^y 




TLC : R f 0.61 (^^f-^^ : @^^J^^/W=2 : 1) ; 

NMR(300]VIHz, CDCI3) : 6 7.87 (s, IH), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (ra, 

2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 
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2.00 (m, 2H), 2.12 (s, 6H), 1.64-1.46 (m, 2H), 1.42-1.22 (m, 2H), 1.02 (m, IH), 0.90' 
(t, J = 7.2Hz, 3H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H)„ 

MMM 2 (3 74) 

-3- (2, 6-i^^5^/W-4-7« h=3rv':7a^cr/i/) -6, 7 -v't 
Kn-SH-i/iJ^n^^^i? [d] h'^yu [l, 5- a] b'l) ^v'^ 



F 




T L C : R f 0.51 : glfi|a::^/V= 2:1) ; 

10 N MR (300MHz, CDCI3) : 6 7.92 (s, IH), 7.38-7.26 (m, 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz, 
2H), 2.93 (t, J = 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, IH), 0.54-0.40 
(m, 2H), 0.10-0.01 (m, 2H)o 

15 MMms 

8- (N-:x^/^-N-n-y5=->'^T^y) - 2 - t Kn iX;^ 3 - 

(2-7«5^/W-4-l: Kndf:^:7 3:-7V,) -6, 7-^^^ Kn-5H— 

n^VtJ' [d] t°7>^P [1, 5-a] M'VKi^y 
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mm,m, 2(1) x;mi^ LMt^km ( 5 0 e'm g ) (omt?^ ^ ( 1 4 m 
1) s'^ci^'^mu iM^^ityi^^m(omit?^^^> d 2ini) 

^m^m^. -,7,8t:"e3 OiJ-^ls iSJi:XJ^-3 DVX'5f^mW,WLtZo 

1-^2 : 3), ■;C*^*^l-■^^ &.T(0!^\km^^ir^mmit^^ OOSmg) 

10 TLC :R f O.U (n : g^^^^/l>= 1 : 1) ; 

NMR (300MHz, CDCI3) : 8 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J = 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H)o 

15 

8- (N-n:.^7V-N-n->^^yVT5 - 2 ~ t Kn^i^;??^/!^- 3 - 
(2-7{^7^-4-7« -6, 7-v^t Kn-5H-v/^D 

^^'^ [d] t:°7i/n [1, 5- a] M']) ^i^l^ 
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I 

I 



mMm3ynm\:^fcih^m ossmg) (Dmit;<'^u>' (lomi) m 

3 O^mmWLtCo kn&^^^iJf-a !>^b/^^^ (0:18111 1 ) ^Mt.. O'CT'2 
?>:^5fe^^t^ SlTKmi^f-hy l>i^T'^<^^> ItiSitfCo nm^i^V ^y/i^:^y 

n-v h>/7f7.H'— ( b/l^^^ : 5 : 1^4 : 1^7 : 2) 

T'*»0 LT> |JilT<^^tt1i£^^i-S^M^b^^ ( 9 4 7 m g ) ^#fCo 

10 TLC:Rf 0.35 in -^^"^-y : BM=^i-^^= 1 ■ I) ; 

NMR (300MHz, CDCI3) : 6 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J = 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, J = 7.2Hz, 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 

1 5 7.2Hz, 3 H), 0.90 (t, J = 7.2Hz, 3 H)„ 

8- (N-7°PtVW-N- (2-p« hdrW ^y^f'v'^) T^/) -2-^ 
(2-7^^/1^-4-^ h'3rv' -6, T-v'tKn-S 
20 H-v^iJ'P^^^i? [d] t°7y'P [1, 5-a] 
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I 




OCH3 



mmm2 (2) -CmmLtcit^m (iSemg) (Dv>;^^/^;^/^^=3riXK- 
( 5 m 1 ) mm^s h y ^^^f-Z^r ^ V (0.39in 1 ) io XXfEM^lMM^^ V i^^^ 

^fls (2 2 5nig) ^Mx.. mmx^2mmmwLfzo R}:^M-^^^7i<i\cm€s 

^ v-zVT 5 ^-m^m ( 2 8 m g ) -ktV^TL. mS^X 1 5 ^f^m^ Lfc„ 

/^=4 : 1-^3 : 1) TfflMLT. OTcOt/ttit^^-rStlMfb-a'tl (1 6 
mg) ^ttfco 

T L C : R f 0.78 {n-^^^'y : @t^ai^y^= 1:1); 
NMR (300MHz, CDCI3) : 
15 major isomer 

6 7.57 (t, J = 5.7Hz, IH), 7.15 (d, J = 8.4Hz, IH), 6.86 (d, J =^.4Hz, IH), 6.79 
(dd, J = 8.4, 2.4Hz, IH), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H)o 
20 minor isomer 

6 7.15 (d, J = 8.4Hz, IH), 6.95 (t, J = 3.9Hz, IH), 6.86 (d, J = 2.4Hz, IH), 6.79 
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(dd, J = 8.4, 2.4Hz, IH), 4.47 (d, J = 4.2Hz, 2H), 3.90 (s, 3H), 3.82 (s, 3H), 3.54 (t, J ' 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H)o 

I 

■5 mmm5 (d ^5 (2) 

mmm2 (26) xmmvfzi\:,-^m. t.fc\tmmm4xmmi'rzih^!^is 

m^^m\'^xmMM5 tmrnoy^i^^n^j^^x^ sxroit^m^ntio 



10 ^MJ5 (1) 

8- (N-yatVl^-N- (2-^ 5: T5:y) -2-pi 

5^;V-3- (2-p«^7l— 4-7« ^^v^7:Il^y^) -5, 7-v^tKP-7 

I 

n [3. 4-d] [l, 5-a] h°V -mmm. 



15 TLC:Rf 0.22 (n -^^f-f-^ ; @|^aif-/l/= 3 : l) ; 
NMR(300MHz, pyridine-dj 0.5ml + CDCI3 0.1ml) : 
major isomer 

6 7.87 (t, J = 5.4Hz, IH), 7.38 (d, J = 8.4Hz, IH), 7.03 (d, J = 2.7Hz, IH), 6.95 (dd, 
J = 8.4, 2.7Hz, IH), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 




OCH3 
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' ■ . I, . 

0.81 (t, J = 7.5Hz, 3H)o ' ' ■ , 

minor isome^i^, ' ' 

6 7.38 (d, J = 8.4HZi 1H), 7,31 (t, J = 4.2H2, IH), 7.03 (d, J = 2.7Hz, IH), 6.95 (dd, 
J = 8.4, 2.7H2, IH),. 5.25 (s, 2H), 4.95 (s, 2H), 4.71;(d, J = 4.2Hz, 2H), 3.92 (s, 3H), 
5 3.74 (s, 3H), 3.43, (t, J = 7:2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
0.84 (t, J = 7.2Hz, 3H)„ 

t 

I 

t . I 

I 

mmm5 (2) ' ■ 

I 

8- (N-cn^/i^-N-n-:7>7^T^ /) - 2 - t Kn ^ W ^ 7 ^ ^/l' 
10 -3- (2-^.^/l'-4-;^ h#i^7±=./U) -6, T-i^'tKn-SH- ' 
-y^ vi^y:f [,d ] tf^ ^/d [ 1 , 5 - a ] t° y 5 v^:/ 




0CH3 

T L C : R f 0.19 (n -^^-fy : @^^a^^y^= 3:1) ; 
NMR(300MHz, CDCI3) : 6 8.15 (s, IH), 7.96 (brs, IH), 7.18 (d, J = 8.1Hz, IH), 
15 6.85 (d, J = 2.7Hz, IH), 6.79 (dd, J = 8.1, 2.7Hz, IH). 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H)o 

20 mmme 
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8- [ (2s) — r/i^] t^/-t 2-^ 

(2-^5^/W-4-7< b=3r>>7:t^/V) -6, 7-->?l::Kn-5 
H-i^^u^y'$f [d] [1, 5 -a] \:'V5.Py 




OCH3 



5 Il»!l2 (15) XW^Ltcit-^!^ (2 9 0mg) (4ml) ^W. 

lumm (1.4ml) *;!ip;t^ 8 ot:-ci^PF.m#bfco ^jsji-a-fesr^ 

7k?^U^c^fP^^7K^-:?- h y AtK^?^ (10 0ml) 

wmLfzo mm(D\i'Vi» omu mm^^. t Kn=3^v/i'T^^^:^ifm (5 

10 2mg) Sr;!JPx.. ^JST 1 5 ^PBrn^Lfc. SJ^J^i-^i^Sr^^ Lfc^. 

7K-e|igi!):?5fci^U m:^mmi-hV ^J>>X'%i^m. j^^tfc„ Mlrixy;*</ 
/^;«7 7i^i5' n-r h:/7:7^- (n -^^arf-^- : @^^ai^/U= 1 : 1) 

LT. ur(D^^m^ti-^mmit^i^ (i4 3mg) ^^^i^i^n^mtL 

15 T#fCc 

T L C : R f 0.32 (n-^'^ty : lf^^f-/V= 1:1) ; 
NMR(300MHz, CDCI3) : 
major isomer 

5 7.80 (brs» 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 
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' ' ■ , I, ■ ' 

2.7Hz, 1 H), 6.li .(dd, J = 8.4, lllEz, 1 H), .6.53' (d, J = 9.6Hz, 1 H), 4.60 (m, 1 H), 
3.82 (s, 3 H),i4.25-3^00 (m, 2 H), 2.88 (t, J = 7:5Hz, 2 1^, 2.31 (s, 3 H), 2.17 (s, 3 H), 
2.10 (m, 2 1^„1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H)^ , . 
minor isomer . ' ': .' 

5 6 8.52 (b'rs, 1 H),,7.14 (d, J = 8.4Hz, 1 H), 6.84i(d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 ^dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00,(m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.3l' (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 

I 

H), 1.90(m, 2H), i;ir(t,'J = 7.2Hz, 3 H)„ 

! 

I , 

10 mmme n) ... 

8- [ (2S) -1-^ h=3rW 5 yy^J^ V- 2--f/V] T^/-2-y^ 
/I'-S- (2-7<^/l'-4-7« -5, 7-v>tKn-7P 

[3, 4-a] t°^yn [1, 5-a] t'y?^^?^ 




OCH3 

15 llii«^i|2 (1 4) -r:MmLfcit'^!^ (3 6 5mg) , joi^t Kn^i//U 
8mg) tr#fCo 

T L C : R f 0.20 (n — ^^-^l^ : @^^^5=-/^= 3:1) ; 
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NMR(300MH2,CDCl3) : ' ' , , ' ,' 

major isomer ^ 

8 7.36 (d„J'='6.0H;2^ IH), 7.14 (d, J= 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 (dd, 
J = 8.4, 2.1Hz, IH), 6.60 (d, J = 9.9Hz, IH), 5.47 (d, J = 10,5Hz, IH), 5.31 (d, J = 
5 10.5Hz, IH), 4.89 '(s, 2H), 4.07 (m, IH), 3.86'(s, 31^, 3.82 (s, 3H), 2.33 (s, 3H), 2.16 
(s, 3H), 1.96-1.87 (iri. 2H), 1.10 (t, J = 7.5H3^ 3H)o ' 
minor isofner < 

6 7.14 (d, J = 8.4Hz,, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 (dd, J = 8.4, 2.7Hz, IH), 
6.76 (m, IH), 6.53 (d,' J = 9.9Hz, IH), 5.30 (m, 2H), 4.89 (s, 2H), 4.72 (m, IH), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J= 7.5Hz, 
3H)o ; • 



8- [ (IS) - l-i/T/:7°ntV^T5y] -2->^/l'-3- (2-7< 
15 ^/W4-/< f^i/7:tc:iyk)-6, Kd - 5 H-i/^ P^^j? [ d ] 

f^yn [1, 5 -a] t-y ^v?> 




OCH3 



mmmexmi^Ltcit^!^ (i3 7mg) ©m^kT^^i^^ (imo mm 

^-7 SViz^mU hV^'^Ji-T^y (0.32ml) *3J;0MJ 7;i-;tn7f ^J' 
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t 

^^Mo^^7K«■t-^y !>A7K^is»;i. mm^^^i-t^mLtc. ^mm^ 



5 1) -c)it#LT. '^xY(Dmmt.^^^'t^w-M^'c.■^^G doomg) 

T L C : R f 0.27 {n-^^^V : g^^ai^yW= 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.1Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.79 
(dd, J = 8.1, 2.7Hz, IH), 6.50 (d, J = 9.6H2, IH), 4.78 (m, IH), 3.82 (s, 3H), 3.33 
(ddd, J = 14.4, 7.5, 6.3Hz, IH), 3.11 (ddd, J = 14.4, 8.1, 6.3Hz, IH), 2.93 (m, 2H), 
10 2.31 (s,3H), 2.25-2. 10 (m,7H), 1.29 (t, J = 7.5Hz, 3H)e 

wMmi (1) 

7U-4-7« -6, Kn-5H-->i^D^^.^ [d] 

15 fy^/n [1, 5-a] fy^v^:/ 



m^m^ (2) tMittfdb^J^ (2 1 Img) ^^VNT. IIWJTi:!^ 
a(Dltf^^tT/.^oTOT<^M4^ii:^^-r5^1M'fb^^ (1 9 5mg) 
TLC : R f 0.34 (n-^^f->' : g^^^^/^= 3 : 1) ; 
20 NMR (300MHz, CDCI3) : 6 7.28 (d, J = 8.4Hz, IH), 6.88 (d, J = 2.7Hz, IH), 6.83 
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(dd, J = 8.4, 2.7H2, IH), 3.83 (s, 31i), 3.65 (q, J = 6.9H2, 2H), 3.58 (t, J = 7.5Hz. 2H),' 
3.00 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1.33 (m, 2H), 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7.2Hz, 3H)o 



^W!|2 (6) X-Ml^Lfcit^^ (2 1 Smg) Ov^^cn^/l^^i-x/W (3 
10 ml) mm\^. 1 0%/^•7v^e7A;^^ (1 5 Omg) ^AP;t. 2 5 0'CT-4 
BtrBm^^tfCo ^^£;}l^t)^^S*-e?^*|]U (10ml) T'# 

(15 0mg) ^#fc. 
15 TLC : R f 0.42 (n-^^f-:/ : 1^®?^ 5^/^=2 : 1) ; 

NMR (300MHz, CDCI3) : 8 7.76 (d, J = 2.4Hz, IH), 7.20 (d, J = 8.1Hz, IH), 6.88 
(d, J = 2.7Hz, IH), 6.80 (dd, J = 8.1, 2.7Hz, IH), 6.78 (d, J = 2.4Hz, IH), 6.28 (brd, J 
= 10.2Hz, IH), 4.30 (m, IH), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m, 6H)o 



5 



i/^ai^:;^) -yx2 C3, 2-d] t°7^/n [l, 5-a] ^i:^y 
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8- {3-rry^;u:t.ki/) -2-^^jU-3- ( 2 - ^ f-yi^-, 4 - ^ h 
v'^a.^/l-) -6, 7--v^t Ki3-5H-v'i5^P^>'^ [d] fy^D [1, 

5 5- a] :tfy ^>^:/ 




7i<^m^ti- f V' ^ J>' (92.0m g ; 6 0% in oil) (O h/l^^^^^mi^. 3-^> 

(2 0 2ing) %?jSTU 8 o''c-e2:9^rBm#tfco 

#%^J 7 T'Mit t fc-fb-a-i^ ( 2 5 0 m g ) ^;!JP 5 B^Fs^m^ bfCo Si^;:^. 

^ h y i^A-e^ii^, li^iLfco as^v^y a^h-^ Ki5^'97^ 

- : g^^aif-/W= 5 : l) T^iWI^L. "^Xf (O^^m.-^^'f 

it^m ( 1 2 8 m g ) 
15 TLC : R f 0.58 ( : T-fe h V=5 : 1) ; 

NMR(300NdHz, CDCI3) : 8 7.16 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.4Hz, IH), 6.79 
(dd, J = 8.4, 2.4Hz, IH), 5.05 (quint, J = 6.0Hz, IH), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H)o 
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(5) 



5 



mmm9 (1) 



T L C : R f 0.50 (^^f"^ : 3:1) ; 

NMR (300MHz, CDCI3) : 8 7.29 (d, J = 8.4Hz, IH), 7.06 (d. J = 2.4Hz, IH), 6.89 
(dd, J = 8.4, 2.4Hz, IH), 5.06 (quint, J = 6.0Hz, IH), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2H2, 2H), 1.94 - 1.74 (m, 
15 4H), 1.04 (t, J = 7.5Hz, 6H)o 

mmmd (2) 

8- (3-^>'^>'^;^^V) -2-^f-.'^-3- (2-^5^ 

iyyai=^M -5, 7--i^t KD-7n [3, 4-d] t*'7>^n [1. 5- 



v'^ai::^/!^) -6, iT-v't Kn-5H-;X^D^>'iJ' [d] t°^y'p [i, 



5- a] tMJ $v^y 



10 
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0CH3 



TLC:Rf 0.25 i^^-^^-y : m^=^^^^= S : 1) ; ' 
•NMR(300]VIH2, CDCI3) : 8 ' 7.28 (d, J = 8.4Hz, IH), 7.07 (d, J = 2.7Hz, IH), 6.90 
5 (dd, J = 8.4, 2.7Hz, IH), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, IH), 3.84 (s, 3H), 2.41 (s, 
3H), 1.99 - 1.80 (m, 4H), 1.05 (t, J = 7.5Hz, 6H)o , . 

mmm9 o) 

8- (4-^7°^/W;t^^/) -2-^5^/U-3- (2-iJ'np-5,-^ 
10 i^:7 3i::i;V) -6, 7 - v^t Kn - 5 H-^^ti^ D^Vi? [d] t'^/n [1, 

5 -a] fy ^v^^ 




OCH3 



T L C : R f 0.85 {^^-fy : m^^^^^= 1:1) ; 
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I 

( 

I, 

NMR(300MIk, CDCy : 6 ' 7.29, (d, J = S.Tflz, IH), 7.Q6 (d, J = 2.7Hz, IH), 6.89 
(dd, J = 8^7, 'i^liiz, IH), 5.22 (quint, J = 6;0Hz, IH), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (t,'J ^ 7.SHZ, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7.5Hz, 2H), 1.90 - 1 .66 (m, 
4H), 1.58 - 1.42 (m, 4H), ().95.(t,.J = 7.2Hz, 6H)„ 

.» ' ■' ' ' . 

^MJ9 (4) • ; 

I 

oicn/V) -6, 7 -v^t Kt3- 5H-v^^ D^^^iJ' [d] t'^yn [l, 5 
-a] t°y ^v^^- ' • .. 



10 




TLC : R f 0.36 (^=3{^f->' : i^^J^^7V= 2 : l) ; 
NMR(30dMHz, CDCI3) : 8 7.29 (d, J = 8.4Hz, IH), 7.06 (d, J = 2.4Hz, IH), 6.89 
(dd, J = 8.4, 2.4Hz, IH), 5.43 (sept, J = 6.3Hz, IH), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H)o 

8- (1, 6-^>^i5'v^:t>'-4-^7^) :^^v'- 2-^5^/V-3- (2- 
^ un-4-;>i h^i^y -6, 7 -v?t Kn- 5 H-iX^ 

20 [d] fy^P [1, 5 -a] k'y^v^^- 
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.CI 



TLC : R f 0.58 : @^^^^>'W=2 : 1) ; 

NMR (300MHz, CDCI3) : 6 7.29(d, J = 8.4Hz, IH), 7.06 (d, J =2.7Hz, IH), 6.89 
(dd, J = 8.4, 2.7Hz, IH), 5.90 (ddt, J = 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 IH), 5.17 (m, 2H). 5. II (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m, 4H), 2.38 (s, 3H), 2. 15 (quint, J = 7.5Hz, 2H)o . 



mmm 1 0 . ■ 



10 y::^=^/U) -6, y-v'tKn 



5H-v^^ P^:/i5' [d] l^^yn [1, 



5 -a] t°y -mm^ 




0CH3 



;i<:*'fl:-^hy (68.9m g ; 6 0% in oil) O^^y-jU (17nil) ^ 

346 
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m\:is 0°CX\ z-T'^'f-)y^^ir^v^:y (2 5 2mg) ^XX^^^'SM'^ 

Mittfc^b-a^ti (soomg) ^%^7L. \^mm^\.tz.. u.^<m^-kw^\^. 

^^/i' (0.2ml) -^n^^ io^^im\^. ^(^^iiiittT. i^xT<Dm'^^ 

■^^-r^mmw^^m (271.1m g) ^#fc„ 

TLC:Rf 0.57 : @^®^^^/^= 2 : 1) ; , 

10 NMR (300MH2, CDCI3) : 5 , 7.29 (d, J = 8.7Hz, IH), 7.07 (d, J = 2.4Hz, IH), 6.89 
, (dd, J = 8.7, 2.4Hz, IH), 4.27 (quint, J = 6.3Hz, IH), 3.84 (s, 3H), 3.05 (t, J = 7.5H2, 
2H), 3.00 (t, J = 7..5HZ, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 

I 

(m, 4H), 1 .02 (t, J = 7.5Hz, 6H)o 

15 mm\ 1 1 

8- (4-^^7^7:t=/V) -2-p«^/k-3- (2-;<^7V'-4-7« 
v':7ai=/v) -6, y-^^'t Kn-5H-v'^o^>^^ [d] fc^y^n [1, 
5- a] ^ v^y 




OCH3 
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' ' • . I, 

7 X;Ml^\.tiih^m! i 3 0 0 m g ) <Di>?^ h.^i^:^^ > (3ml) 

W-m^. '4vs!,/'^;uy^=L;u:^\nym (i 3 img) , mW-<yi>^J>> (1 

Img) , ,,1^ y 7k=.WN;^7>f> (4 8mg), ^XUmi^mi^h]} 1>A 

:^mm (2ml) bmmmmmmvtf. En^^mm^if^nu mm=^ 

(2 2 2mg) '%#fCo 
TLC:Rf 0.41 (^^f->' : i^^:i^f-/^= 3 ,: 1) ; 
10 NMR(300MH[z, CDCl3) : 6 7.72 (d, J = S.lHzi 2H), 7.36 (d, J = 8.1Hz, 2H), 7.19 
(d, J = 8.4Hz, IH), 6.88 (d, J = 2.7Hz, IH), 6.81 (dd, J = 2.7, 8.4Hz, IH), 3.84 (s, 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s,3H),2.14(ni,2H)J, 

15 mmm iid) — ii (5) 
-mmmi 1 (1) 

20 8- (2, 4 -v^i? P o^a^^/W) - 3- (2-7«^/^-4- 

7« hdrv-7ai^yW -6, 7-v^t Kn-5H-v-^p^^^ [d] H'y^ 

p [1, 5-a] tfy^v?^^- 
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CI ' 




OCH3 



TLC:Rf TLiC:Rf 0.38 i^^-f-l^ : g^if3i^7U= 3:1) ; 
NM R (300MHz; DMSO-dfi) : 5 7.91 (d, J = hSHz, IH), 7.70 (d, J = 8.4Hz, IH), 
7.64 (dd, J =. 1.8, 8.4Hz, IH), 7.11 (br d, J = 8.1Hz, IH), 6.90 (d, J = 2.7Hz, IH), 
6.81 (dd, J =2.7, 8.4Hz, IH), 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2.12(m,2H)jj2.G9(s,3H)„ 



n 1 (2) 



8- (3- MJ7/v;^Dp<^/i':7 3ix^/i^) -2-^f-/^-3- (2-7<^>'V 
10 -4-^ h^-yya^=^M -6, T-v't KP-5H-v'iJ'P--^>'^ [d] 
fyy'p [1, 5-a] k°y 5 v?^ 

.CF3 




OCH3 
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' T'LC : R f 0.27 i^^-fy : g^^3i^/U= 3 : 1) ; 

NMR(300]ylHz, CDCI3) : 8 8.08 (brs, 1 H), 8.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1 H), 7.70 (brdd, J = 8.1, 7.8H2, 1 H), 7.19 (d, J = 8.1HZi 1 H). 6.89 (d, J = - 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2.94(t,J = 7.5Hz,2H),2.31(s,3H), 2;20(s, 3H),2.18(m,2H)o 




d5-V7ai=^7V) -6, 7-v>t Kn-5H-i/i}'n^:/iJ^ [d] t°7>^n [1, 
10 5- a] t'.y ^ • :tei!Jt 



TLC : R f 0.23 (.^^-^y : @^^3i^/U-= 3 : l) ; 
NMR(300MHz, CDCI3) : 8 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J = 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
15 H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m,2H),2.20(s,3H)o 





OCH3 



• HCl 



OCH3 



mmmi i (4) 

8- (3, 5-Z^^tiuya^:^M -2-;^f^/V-3- {2~:^f-/U-4~ 
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/ h^i^yaL::^/^) -6, 7-v?t Kn-SH-VjJ' P^:/i5' [d].f7/' 
D [1, 5-a] .^^^^ 



TLC : Rf 0.50 : @^^^5^>'W= 3 : 1) ; 

5 NMR(300MH2, CDCy : 5 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz. IH), 7.17 



3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, J = 6.9H2, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m, 2H)o 

10 Hjjgll 11 ( 5 ) 

8- {2-/^JUy :jl=ijU) -2-^^/1—3- (2-/f-/U-4-;^h^ 
x/y^=-jv) -6, T-v'fc Kn-5H-v'^p^>'t? [d] [i, 
5 -a] ^ v^^ 




0CH3 



(d, J = 8.4Hz, IH), 6.88 (d, J = 2.7Hz, IH), 6.82 (dd, J = 2.7, 8.4Hz, IH), 3.84 (s. 
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OCH3 



TLC : R f 0.38 : 1^^^^^-/^= 3 : 1) ; 

I' 

NM R (300MHz, CDCI3) : 8 7.34 - 7.48 (m; 4H), 7.2Q (m, IH), 6.89 (d, J = 2.7Hz, 
IH), 6.82 (dd, J = 2.7, 8.1Hz, IH), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, IH), 2.62 (m, 
IH), 2.27 (?, 3H), 2.20 (m, 3H), 2.17 (s, 3H), 2.15 (m, 2H)e 



(it hdf.v:*/^Ji^'-/v) 7« 2 - ^ 3 - (2-^^-/1^- 
4-p« h^i/^aici^/V) -6, 7-i<?t'Kn- 5H— n^^^iJ' [d] t' 
10 y^n [1, 5-a] fy 5:v'>' 

00 




OCH3 



7K^'^ki*:^ MJ 1^7A (2 1 Omg ; 63.1%m oil) ©"r h7 t Koyy^/ (l 
0ml) -^^ymi^^^/l^ (8 8 0mg) ^?y.-C'3 0:$> 
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mmwLtzo ^j!i:-mmK. ##f!i7T'^3tLfc<ii^#» (s 2 omg) ^^ijwx..- 

4mmM^m'Mvfc. E}it>mw\m^Qmt7i^'e=^^j>^:^^m domi) 

■tmmit^m (1.10 g) ^mtco 

T L C : R f 0.48 d^'^-fy : |^^ai^/^= 2:1) ; 
NMR (300MHz, CDCI3) : 6 7! 1 5 (d, J = 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.OH2, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H), 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H),,2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
(t,J = 7.2Hz,6H)c 

2 (1) 2 (4) 

15 uToit-^m^nt^o 

%M 1 2 ( 1 ) 

8- (1 -v^;^5^/^T^ y- 1, 3 -v^;^^y- 2-7^^/1^) -2-^f-/V 
-3- (2-p«f^/^-4-7« h=^V7 3i^/^) -6, 7-v^tFn-5H- 
20 iy^u^y-^ [d] t'7>/a [1. 5- a] h']} ^i^y 
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O O 




T L C : R f 0.55 {mm=^'^M ; 

i 

NMR(300MHz, CDPI3) : 6 7.14 (d, J = 8.1Hz, IH), 6.87 (d, J = 1.8Hz, IH), 6.83 - 
6.74 (m, 11^, 6.29 (s, IH), 3.83 (s, 3H), 3105 (s, 3H), 3.05 - 2.60 (m, 6H), 2.41 (s, 
3H), 2.30 (s, 3H), 2.16 (brs, 6H)o 



10 



mmmi2'(2) ■ 

8- (2, A-i^:t^y-3-^y^/\^) -2-/^JU-3- {2-i^^)V 
- ^-:^\-^-y7 z^:=-J\') -6, 7 :-v^t Ka- 5 H-i/iJ' [d] 
t'^yn [1,. 5-a] fc-y ^v^- 

o o 




0CH3 



T L C : R f 0.34 : ^^aL=f)V= 3:1) ; 

NMR(300MHz, CDCI3) : 6 16.93 (s, IH), 7.19 (d, J = 8.4Hz, IH), 6.89 (d, J = 

3.0Hz, IH), 6.83 (dd, J = 8.4, 3.0Hz, IH), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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' • . I, • 

(t, J = 7.2Hz,- 2H), 2.33 (s, 3H),' 2.20 (quint, J = 7 ,.2Hz, 2H); 2.18 (s, 3H), 1.95 (s, 
6H)o "' '".^ 

mmmi 2 0) ' . ' , ' , 

5 8 - If ^ (in b^i/;577^7j<:=:/W) ^ ^/U— 2 ^ ^ 5^/1/- 3- (2-^5^0^- 
4-;^ h^-yya^^/l^) -6, 7-v?t Kta^SH-v^iJ'D^^/iJ^ [d] t' 

I 

7>^n [1, • 5-a] t-y 5v?i^ 




OCH3 



T L C : R f 0.18 (^^if^ : 3:1); 
10 NMR (300MHz, CDCI3) : 6 7.28 (d, J = 8.4Hz, IH), 7.07 (d, J = 2.4Hz, IH), 6.89 
(dd, J = 8.4, 2.4Hz, IH), 6.02 (s, IH), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz, 2H), 1.31 (t, 
J = 7.2Hz,6H)o 

15 mmmi 2 (4) 

4-p{ h=35^v'7ai=^/U) -5, 7-^/11 Kn-:7D [3, 4-d] t'^V'D 
[1, 5-a] 5:v^>- 
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OCH3 



TLC:Rf 0.28 {^=3ri^^', : @^i^^^/'W= 3 : 1) ; 
NMR (300MHz, CDCI3) : 8 7.28 (d, J = 8.4Hz, IH), 7.08 (d, J = 2.4Hz, IH), 6.91 
(dd, J = 8.4, 2.4Hz, IH), 6.12 (s, IH), 5.11 (s, 2H), 4.95 (s, 2H), 4.41 - 4.20 (m, 4H), 
5 3.84(s,3H),2.39(s,3H), 1.33 (t, J = 7.2Hz, 6H)o 

mmm 1 3 

8- (1, 3 -t Kd^s^v^- tVw) -2-7^^/1^-3- (2-7<',^ 

h^-yyaL=^/u) -6, T-v't Kp- SH-Vij' P^:/^? [d] 
10 t°7/n [1, 5-a] h-y^^:;?:/ 




T/V3-'>'#|S^Ts 21:m^Lfzit^m (3 5 5mg) (Z)»v^ 

jc^/Wa^— r/U (7ml) - 7 8 'CT' 1 MZ^yf y 7°n tVl^T/U^: = 

!>3»t Ky K (3.94ml i-^^-fi^mw ^mTL±„ m^mm^ov\z.^m. 
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U 4.5NPTO#tfCc (3ml) ^MTU 

y ;t7y/v;*7i^i57n-^hi/7 7>r- (^'apf-:/ :.g^^:t^/w= 3 : 1) T*)^ 
'5 MU i^i.T<^Wil^W-tStlli<b'^fe (2 6 0mg) ^#fCo 
T L C : R f 0.50 utin^/UM, : ^ y 9:1) ; 

NMR(300MHz, CDCI3) : 8 7.13 (brd, J = 8.7Hz, IH), 6.87 (s, IH), 6.80 (brd, J = 
8.7Hz, IH), 4.97 (m, IH), 4.90 (m, IH), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 
3.59 (m, IH), 2.98 (bit, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H)o 
10 , ■ 

, mmm i 4 

8- (1. S-v'p* h^^/- 2-yn tVl') -2-^^/1^-3- (2-^^ 

t°7y~p [1, 5- a] t°y^ v^V 



TK^^k"^ by (26.0m g ; 6 0%m oil) (DDMF^^^l;:, 0°CX^MM 
mi ST'i^atLfdb-a-i^ (1 2 0mg) ©DMF (2ml) mW^MTLtL. 

^(Dm.^m\z.BtPi\:^^^^ (81.0/z 1) ^MTu iNFP^m^f bfco ^j^;;?^?^ 




15 



0CH3 
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x^^m^. ^^f..^ (5ml)' ^'Mx!xph^mhti,c mm^^>v:^^/^:^ 

T(D^mm,^irmmi\^^!^ .(58.7nig) ^mtco 

■ ■ ' ' ' . . ■ ' 

T L C : R f , 0.80, (i^^ct 5^/1^) ; 

NM R (300MHz, CDCI3) : 6 7.15 (d, J = SABz, IB), 6.86 (d, J = 2.4Hz, IH), 6.79 
(dd, j'= 8.4, 2.4Hz, IH), 4.28 - 4.16 (m, IH), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 ,(s, 3Ji), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz,' 2H), 2 .94 (t, J = 7.5Hz, 2H), 2.31 
(s, 3H), 2. 17 (s, 3H); 2. 17 2.08 (m, 2H)o 



10 



n 5 



8- (N,,K-v^^^>'P;&7W^*^/M^/V) -2-^5^7^-3- (2-^ 

fc°7>^n 5-a] fi; ^v^V 

.«v>- ' '' ', . 




0CH3 



15 



20 



1 2Xm^Lfcit^m (4 10ing) (D^ 7 -/W ( 1 m 1) 
JiZ., 2 4 ^/l^T ^/ (491mg) (D 5 0 %7KM^AP;t. 9 0 °C 



o a 
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' ' • , I, 

♦ 

5:1) T'iWM'bT> ^^T'Oym^^^^-t^mM^t^m (102.7m g) ^#fCe 

, , , , , ' ' . ' I 

T L C ':' R'^f ' 0.55 i-^^^y : 1:1) ; 

NMR (300MHz,. CDCI3) : ' 6 7.16 (d, J = 8.4Hz, IH), 6.87 (d, J = 2.7Hz, IH), 6.80 
(dd, J = 8.4, 2.7Hz, IH), 3.83 (s, 3H), 3.27 (d, J = •1.2Hz, IH), 3.04 - 2.94 (m, 5H),, 
5 2.72 (s,3H),.2.36'(s, 3H), 2.24- 2.10 (m,8H)„ 

I 



20 



■ '■ ' cr 

10 ^mih-^'y )) (2.6 g ; 62.6% in oU) (^v'p* ^/l^Jj^/^i^T ^ K (80m 
1) bt:T2-i^nn-4-t.KadrV^:/XT>'U7^t K (lO.O 

g) (Dv>/^7^7^/^i=.T$ K (SOml) ^mt^l 5^:^^nxmTL. 3 0 
i3^rBm#tfCo S)E&^?S(^. 0VX*3^it/f-J^ (4.2ml) %10^;6^{tT 

?iTt.. 1 ^mmwLtco ^}^>im^^\mt\ ^^i-^^/mm^^^^-j^ ( i •: 

!>AT'^^m. i^^L-r. j^T<Dt>t4iS^^-t^^M{l:^i^ (io.7g) ^ntio 

TLC : R f 0.61 (^dpf-^- : ^^:ji^/u=3 : l) ; 

NMR (300MHz, CDCI3) : 8 10.33 (d, J = 0.6Hz, IH), 7.90 (d, J = 9.0Hz, IH), 6.94 

(d, J = 2.4Hz, IH), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, IH), 3.89 (s, 3H)o 



1- (2, 2-i^:/a^3ix^/W) -2-^OD-4-;>{ h^: 
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wo 02/053565 



PCT/JP01/1J581 



CI 



Br 




OCH3 



m^isx^T^Ltzit^n^ (5.og) (Dm\^p^f-^> (i4 0ini) 



0*^1^;^^ (io.7g) ^;bnx.. 7K?&Ts vvy=^=^ji^^-:^y^y 06.9g) ^ 

5 fCo ^JtM^<^(D^^-ty (5 0 0ml) mMW^. ^y^ts^JV (3 0g) 
^iibfco ixy ;&<$^>^>-^d{^i^^/i^^^^yv (10 : 1) 

•^V^'yy^- (^=^f-:/ ; l^^^f-/V= 1 0 : 1) T-ffii^LT. ^TO^S^' 

^m^m-rumit^m (6.6 g) 

10 TLC : R f 0.82 (-^=¥1?-:/ : i^^^^y^=3 : 1) ; 

I 

NMR(300MHz, CDCI3) : 6 7.62 (d, J = 9.0Hz, IH), 7.51 (s, IH), 6.94 (d, J = 
2.1Hz, IH), 6.83 (dd, J = 9.0, 2.1Hz, IH), 3.81 (s, 3H)o 

##^y 1 0 

15 1- (l-yuM'^M -2-^ux2-5-;^ V^iy^ly'^y 

\ CI 



^^msxmmLtiit^^ (1.98g) (DT^hyt Kp:77^ (2 0ml) ^ 
m\C. -7 8°CX\.57M(Dn--:ff-/U^Jf-r^J>,^^^lyi^^{^ (8.2ml) %;!lP 

20 4PU 3!>^k7«^/V (0.46ml) ^iP;i, Ot:T' l^r^m^ bTto RJi^-WW^ 
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I, • 

' > * I ^ 

' ' ' ' ' - * 

^M^b-^i^. (0.89,g) '^#^^0 •! 
TLC : R f 0.69. ('^^f:^' : BB^i^/l^= 5' : l) ; 
5 NMR(300MHz, 'CDCI3) : 6 7.34 (d, J = 8.7Hz, IH), 6.91 (d, J = 2.7Hz, IH), 6.73 

(d, J = 8.7H2, 2.7Hz, IH), 3.79 (s, 3H), 2.10 (s, 3H)o 

I 

^^mi 1 . ' , 

(hV-^'^/l-i^V/l-) 7^y-2-i^r/-3-?if-/U-4- (2 
10 •;?< b^v'^a:::^/^) t'a— 

CN. , ' 




3 OiJ3^m^^#tfc:^^b^5'^/i- (8 3 2 g) (zi. Tyu=^>g^Tx 
-fy^^^/l^T/U^^lJ^i^t KU K (13.8ml) ^^MTi^o< t);!lBx.. 1 5 5> 

Fp^ifUfcc SJ^;:^»m^Lfcm> o-(:Mm\^fci\:^^ (11.6 g) 

15 © M; .?< /l^-iXT::^ K (4 6 m 1) 2 Sr^-J^^ftTiD^iTCo U^B^ 

mm^^u-^Ti^mu mt/i'i^y-(:^^\^tLo ^^m^iyv:^v'/^^y 

A^p-7hi/77^- (^^f-y : g^^^f-/k= 1 0 : 1) T*)^]^LT. U 

foi^^m^^-r^mmit^m (9.5 g) ^ isxv^w\^^^t LX2-\f:^ ih 

h^>>73iC^/l^) t:°P->'U (5. 2g) %#fce 
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TLC : R f 0.34 i^^-^l/ : |^^rcf-yv= 10:1); 
NMR(300MHz, CDCI3) : 8 7.76 (brs, IH), 7.10 (d, J = 8.4Hz, IH), 7.00,(d, J = 
2.7Hz, IH), 6.82 (dd, J = 8.4, 2.7Hz, IH), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - 
0.14(s,9H)„ 

I 

1 2 

5-T^y-2-->Ty-3-7<^/^-4- (2-^np-4-p< b=3ri/:7 




OCH3 

10 1 1 Ltzit^m (6.27 g) (T^T^^j^y-zi- (somi) 
1 N7K^{b-t h y ^j^7i<-mm (15.4m 1 ) ^^?fi-e;!]p;t. 1 mmmmmmL 

^litT. &.T(Dmm^^i-^mmit^m (4.78 g) ^.#fco 

15 T L C : R f 0.20 (^=¥f-:/ : i^^ai5^/U= 3:1) ; 

NMR (300MHz, CDCI3) : 8 8.61 (brs, IH), 7.14 (d, J = 8.7Hz, IH), 7.03 (d, J = 
2.4Hz, IH), 6.86 (dd, J = 8.7, 2.4Hz, IH), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H)o 

mmm i e 

20 l-:XTy-2-7^f-/W-8-t: Kn^iX-S- ( 2 -iJ' a n - 4 - ;^ h 
v^7a:=;k) -6, T-v^t Kn- 5H-->>i5'a^:/iJ' [d] t°DP [1, 
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2- a] %i;^y 



OH 



CN 




.CI 



OCH3 



0nmi 2x-mm\^tci\:,^m (4.15 g) >^^v>t. mmmitmmoii^if^ 

5 TLC : ,R f 0.15 i^^^-'y : it^3^^/^= 1:1) ; 

NMR (300MHz, DMSO-d^) : 6 12.25 (brs, IH), 7.31 (d, J = 7.8Hz, IH), 7.20 (d, J = ' 
2.7Hz, IH), 7.02 (dd, J = 7.8, 2.7Hz, IH), 3.83 (s, 3H), 2.83 (m, 2H), 2.66 (m, 2H),... 
2.06 (s, 3H), 2.03 (m, 2H)o 

10 ^m^J 1 7 

1 -;XTy- 2-^5^/^-8 - (3-^>'^yVT5:/) - 3- (2-:^'dt3 
-4-;< h^-iX7:t^y^) -6, 7 - Kn - 5 H- v'jJ' [d] 
f na [1, 2-a] t'D 




CI 



OCH3 
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wo 02/053565 , PCT/JPOJ/11581 

' ' • . I, 

I 

h \LX.^X^M^ft i-iyT y - 2 -> ^/W- 8-^Pn-3 - (2->^n 
n-4-7«,,hi^v^t7a;c^/V) -6, 7 -■v'l: Ko - 5 H- Df^^i? [d] 
fnn [l.,2-.a] fc'P^v'y (I8 0mg.) ^ffiV^-C. ^»!l2^|^1i 

5 <^i^f-^^ff3f<^ 9r ti^ioT. i^Toi^i4iil^^i-^t^M^b^fe (i i 2m 
g) '^mz.o . .. , ' 

T L C : ,R f, 0.36 ( YjVa^:/ : |^^3if-/k= 9:1) ; 
NMR (300MHz, CDCI3) : 6 7.25 (d, J = 8.4Hz, IH), 7.05 (d, J = 2.4Hz, IH), 6.88 
(dd, J = 8.4, 2.4Hz, IH), 5.94 (d, J = 9.0Hz, IH), 3.83 (s, 3H), 3.82 (m, IH), 3.04 (m, 
10 2H), 2.87 (m, 2H), 2^29 (s, 3H), 2.11 (m, 2H), ,1.82-1.60 (m, 4H), 1.04 (t, J = 7.5Hz, 
3H), 1.03(t.:J = 7;5Hz,3H)o 

mmmi 7 '(1) ' 

1 - v-ry - 2 f-/!^- 8 - v^7°n tVl'T 5:7-3- (2-iJ7aa-4- 
15 7< N:3rv'7.:i^i^/u) -6, 7 -^JM \^xi'-5H--^-!7 X2^:y^ [d] t°np 

[1, 2-a]. t°!J ^-j;^:^ 




0CH3 
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wo 02/053565 l PCT/JPOl/11581 

i 

' ' • . I. ■ 

I 

T L e : ,R f 0.29 i^^i-y : m^^t/^=^ 3:1); ' i 

NMR(300MH2, CDCI3) : 8 7.26 (d, J = 8.1Hz, 1H),,7.06 (d, J = 2.4Hz, IH), 6.89 
5 (dd, J = 8.1, e;4H2, IH), 3.84 (s, 3H), 3.35-3 j3 (m. 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
3H), 2.14 (m, 2H), 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H)„ 

I 

1 3 , , , 

5-T5y-4-v>T/-2, (2 -7<^/V'-4 h 

10 dfi/:7 3i::^/U) t'D— /i^ 




OCH3 

2-^V/V-4-p( h^v-T^y (1 0 g) (D h/U^^' (12 0ml) 
r-feh-Y> (6.43 g) :i6XXJ^p- V/l^^^yy^/l^^:^^':^^''^ (4 4 

mg) &jp^. m-^m^2mmmmmuLfz^ ^jsji^^fe^^MtT?^^. 

15 ^ p y :^ h y (4.6m 1 ) 12 B#^1»jt?5g LfCo ?^*P LfcSi^^S 

m^^irmmit^^ (5.73 g) -^^/c. 

T L C : R f 0.65 i^^ty : 8^^^^^;^= 1:1); 
NMR(300]V!Hz, CDCI3) : 6 7.07 (d, J = 8.4Hz, IH), 6.87 (d, J = 3.0Hz, IH), 6.82 
20 (dd, J = 3.0, 8.4Hz, IH), 3.84 (s, 3H), 3.71 (brs. 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s,3H)o 

365 



1 



wo 02/053565 PCT/JP01/n581 

I 

f 

( ' 

MMm 1 8 ^ • 

2, 3-v?p<5^/l— (2-p<^/U-4-^ h'^i/yaL=^/l^) , 
-6, 7-v?t KD-5H-v'^a'^>'i5' [e] fPD.[2, 3-b] t'y 

5 ■ . ■ • .' . 




OCH3 



3-CM5ttfc{b'a^^ (4.0 g) (40.ml) mtm^. v' 

i57p^i/>j7y^ (1.46ml) it/p - hy^^:/;^/'^/^::/^ • TKfP^^ (4 0m 
g) S:;!JP^s JiJi7KLJiC;iSP, 1 2^miimMmLf:i. ^^i^^ir^-T h^iiU 
10 ^^S^a^Lfc„ T/^=^V#ffi^T^ ^^^(^^tKt" h 7 t Ko :7 7^ (TH 
F) (8 Om 1 ) 0°CT*2My ^!^Av?^ yyp tVWT^ K (15.7 

ml ; THF:^^i^) ^^)P;i. ^?fi^T#?fiL. 5 UmmWLfZo 

15 7 7^- (@^^ai5-/v) T'ift ]^ LT. :^r(Dm\^m.m.^ti'^mm^t'^m (2.85 

g) 

T L C : R f 0.51 (iJ? n n /is/l^A : 7< y *-;l^= 10:1) ; 
NMR (300MHz, CDCI3) : 8 7.10 (d, J = 8.4Hz, IH), 6.85 (d, J = 3.0Hz, IH), 
6.80(dd, J = 3.0, 8.4Hz, IH), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2. 10 (m, 2H), 1 .97 (s, 3H), 1.90 (s, 3H)o 



366 



wo 02/053565 



PCT/JPOl/11581 



n 9 



[2, 3-b] ifVi^^ 




0CH3 



1 ST^itLfcfb-^J^ (6 0 0mg) (DTHF (6 0inl) mm\^. 
O^CT? MJ ^n'^/VT 5: (5 2 0^1) *3 J:TJ«:/n t*':^:/^i7 P y K ( 1 '8 

mm^ir^mm\\:.-^% (4 5img) ^#fco 

T L C : R f 0.60 (i? n P : ;^ ^ / — /V= 10:1) ; 

NMR (300MHz, CDCI3) : 6 7.30 (m, IH), 7.08 (d, J = 8.4H2, IH), 6.87 (d, J = 
2.7Hz, IH), 6.83 (dd, J = 2.7, 8.4Hz, IH), 3.84 (s, 3H), 2.98 (t, J = 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1 .88 (s, 3H), 1.33 (m, 
3H)o 



12 0 
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ya^::^/U) -Q, 7 - t Kp 5 H- P.-<^^^ [e] fc^pn [2, 3 

-b] ^VJz^y " " V: ■ ■ i" 




i ,9Ta^5tbfc<b'a'^ (4 5 1mg) (DTHF (5.0ml) I^WK. 
5 2M/i<7^v^7^f-/l-;^/l-:7^ K^i^ (4.8m 1 :THF^^iS) ^iJW^. 5 BtPel 

10 i^ycoSiSomm^^-r^mmit^m ( 2 e s m g ) ^#fco 



15 



TLC : R f 0.47 i^^-^l^ : 1^^^/^= 1:1) ; 
NMR (300MHz, CDCI3) : 8 7.09 (d, J = 8.7Hz, IH), 6.85 (d, J = 2.7Hz, IH), 6.80 
(dd, J = 2.7, 8.7Hz, IH), 3.83 (s, 3H), 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1 .97 (s, 3H), 1 .90 (s, 3H), 1 .65 (m, 2H), 1 .02 (t, J = 7.5Hz, 3H)o 



2 1 



2, 3-v5p{^/^-4- (N-^9=-;^;^/V7}?::^/V'-N-7"Dt:Vl^T5:y) - 
1- (2-^'5^/U-4-7« h5¥i^7a^::^/W) -6, 7 - Kn - 5 H-i/ 
iJ^n-O'iJf [e] t°PD [2, 3--b] tfUv?:/ 
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OCH3 



mmM2 0Xm^l.tl^t^!l^ (2 3 4mg) (Omt^^l^l^ (3.0ml) m 
T/^=?^#H^T. 0°C-ehy^^/^T5^ (3 6 0 // 1 ) *5J:tJ«y 
.C2 t-^^-^i^/p y K (1 3'4iu 1) <lr;lip^^ i0#FTOi#b/co ^mu^i^^ 

)V^7J>.^xi-^Y^'7y'i- (^=3ri^> : @1^^^5^/l^= 2 : 1) T•||MLT^ 
i^tT<Dt>ttfiiL*^i-§^M^k^^^ (2 4 2 g) ^#fc„ 
TLC:Rf 0.57 (^=3f^f-^ : 1^^^^/^= 1 : 1) ; 
10 NM R (300MHz, CDCI3) : 6 7. 1 1 (m, IH), 6.90 (d, J = 2.4Hz, IH), 6.85 (dd, J = 2.4, 
8.4H2, IH), 3.92 (m, IH), 3.86 (s, 3H), 3.42 (m, IH), 3.01 (t, J = 7.8Hz, 2H), 2.87 (m, 
2H), 2.20 (s, 3H), 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H)„ 

15 HM^jl 2 2 

2, 3-v'^^;l^-4-v^yDl:VU7^y-l- ( 2 f'/l'- 4 h =3r 

Vy:s,z^)V) -6, Kn-SH-i/i^P^^^iJ' [e] fPD [2, 
3-b] fJJt?:/ 



369 



wo 02/053565 
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CH3, 



OCH3' 



mmm 2 i x^m^ i^tcit^m ( 2 4 2 m g ) %ffiv^Tv mmm 2otw\m. 

i 

(D^^^n o^.t is J: oT. i^-f(Dmm%^^-t^mm\t'^m ( 1 s 2 m g ) 

5 TLC : R:'f 0:45 (^^i^^^ : 1^^^^/^= 3 : l) ; 

NMR (300MHz, CDCy : 8 7.10 (d, J = 8.4Hz, IH), 6.87 (d, J = 2.7Hz, IH), 6.81 
(dd, J = 8.4, 2.7Hz, IH), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2.88 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 

I 

0.85(t, J=7.2H2, 6H)o 



2, 3 -v^;^^/l'-4- (N-3^^/V-N-^:/f-;VT$ y) -1- (2- 

h^->y=^^-f\^) -6, 7--^t Ko- 5 H- ViJ' 
[e] t°nn [2, 3-b] t°yv^:/ 



10 
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■^mmm 2 0 -^mnm 2 1 -^mmm 22 1 mmo^i^^n ^^LtK^^x. 

5 TLC : ^ i OAl {^^i-y : iM^^/U^ 3 : l) ; 

NMR(300MEIz, CDCI3) : 5 7.10 (d, J = 8.4Hz, IH), 6.86 (d, J = 2.7Hz, IH), 6.81 
(dd, J = 8.4, 2.7Hz, IH), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J = 6.9H2, 
10 3H)o 

C»J^J] 

sir(o^0.'j^^nm^ x^m^ Ltz^^fim lt. -^^ 5 o m g (^^ts 

15 ^:J3^Sr^WtSi^^J 1 0 0^tr#fc. 

•8- (3-^:/5^/WT5/) -2-^^/>-3- (2-p«^>'V-4-p< h 
=3fV73i;^;L') -6, r-v^t Kn-5H-Vi^o^>'i5' [d] t'y^n 

[1, 5-a] l^y 5v^:/ 5.0g 

• ;&y^7j?drv';^^7V-fe/i'P-;^;357/Wv'>>A (^^^ij) 0.2g 

20 • ;^7^T]; ^'i^-vi/^^v'iJ^i^. (P^jIij) 0.1 g 
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PCT/JPOl/11581 



4.7 g 



ttfife^^ tr-^ Wi" ^ T ^y/H 0 0 ^#fCo 

•8- (S-^>^/^T^ y) -2-/f-/U-3- (2-p<f-/V-4-;^ h 
^-yy:^=.ju) -6, T-v't Kn-SH-i^i^ P.^^'iJ' [d] t'^^P 

[1, 5 -a] h']} ^ v?>^ . 2.0g 

10 •'ry=ih^jU ' 20 g 

• ^©tK 500m 1 , 
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PCT/JPO J/1 1581 



m 1^ (D ^ m 




5 (^f. ■ 

10 i^-?. C = Otfc{iC = S^^;bU 

(ii) C 1 ~ 8 T/U^/W. 

(iii) C 2~8T/^<>-=/K 

15 (iv) C 2 ~ 8 T/^^:::^/K 

(vOCFg, 

(viOixry. 

(viii)^ h 

20 (ix)NR«R^° (^cf^ R'*5j;tJ?Ri°(i^^^*tia3j:LT^ 
(ii)C l~4 7/^=3r;K 
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wo 02/053565 ^ PCT/JPO 1/1 1581 

s 

I 

I, 

I 

(iii) c 3 f - 1 0 (D^^ yL< itiim^mm^. 

Gy) l,~4f|iI(Dk^Jg^, •l~2il(!9i?#JITifc'J:t>VSfc:(4l~2fi 
(v) c 3 ~ 1 0 (Z>^^ L < ttrm^^*mT^ t>b<«l~4|@0^ ■ 

5 ^p^. 1 ~ 2 j;t>;/^ 1 ~ 2 f|il«|tIi^^-^W' 

3~ i OM<^Wt> t< {±-^5(:^^i^TSi^$;rLfcC 1~4T 

I 

10 (ii)C.l~4T7W=3f;l,^ 

(iii) C 5~6 0;g^«S. , 

(iv) 1 ~2ii(Dg*mi^, im(Dmm^^^Ji:xy^/t.fztiim(Di^nm 

(v) G B ~ 6 ©;^^^t> L < » 1 ~ 2 {|i|(Dg^J!l^. 1 ^©i^^H^-^D 

$nfcC l~4T/V=3ryk^*:bi-„ ) . 

(xi) S H. 

(xii) S (0)„R^2 (gcjn^ jjf^o. l*fc(i2^S^b. R^2(^ 

(i)C 1 ~4r/V'^/K 
20 (ii)C5~6(^^^Ss 

(iii) 1 ~ 2 m(ommm^. i is^^^mir^^Fis j; -oy ^ tc n i fi(^«s^ir> 

(iv) C 5 ~ 6 O^^mii L < 1 ~ 2 m<D^^U^. 1 

.i: tj«/ ^ fc 1 ^-^^i- 5 5 ^ fc « 6 * -eei^ 

25 ^^xytC l~4T/U=3r>'^^S^1-„ ) , 

(xiii) COR^\ 
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' ' ■ . I, ■ . 

(xiv)GOOR"'^ . ' , . 

(xvi) c 3 .-^ 1 0 Q^^h v<it:Lm^mmm. • > 

(xviii) y^^^l^m^f-. CF3, OCF3, v-Ti/. ::^bn. NR'R'\ OR 

I 

^\ =N'-OR^\,SH, S(0)„R^2^ COR^\ COOR^\ CONR 

t I > 

1 ~ 2 j@(^^mi^^-'*3 J:t>V^fc{:i 1 ~ 2.fi(^iit^mT-^'^^-r5 3 ~ 1 0 
10 M<^¥mi> t < ~ 2#IT-gtfe$;jxTV>S c 

1 ~ 4 T/t^^/t'^S:b Us ■ . 

R^'fi 

(ii)C 1 ~4T/U^/K 
15 (iii)C 2~4T/U'irc::^/K 

(iv) C 2~4T/W=3r::^/K 

(v) c 3 1 0 (D^^ t L < \t-^^^mm.s 

20 (vii) c 3 ~ 1 0 (Dwm. hL< it-m^^mm-Vs * fcjt 1 ~ 4 mommmi'. 
1 ~ 2iii<^^^j!^T-*3 j;t>v*/c{i 1 ^2m(Dm.Mm^^^^i'^ 3 ~ 1 0 

0 
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(ii) 1 ~ 5 R ^ ^ Tg^^ tlT V ^ ^ 'b L < itmm^O C 2 ~ 8 T /^<5r ^ 

(hi) l~5ji|(7)R'^Tg^^$tlTV>5d^t>t<flilg^©C 2~8Tyl''3r::^' 

>'^^ ■ 
10 (iv)NR''R5 (gcf,^ R^joit/R^tWH^^SttT:. ' 

(ii) l~5tlORi^-eE^^$tl-CV>^/6^t>b<{iilSm<^Cl~l 5T 

(iii) 1 ~ 5 R ^ ' T-g^^ $tl.-CV>535^1)L< iietao C 2 ~ 1, 5. 
15 T;W>ir^7K 

(iv) l~5#|©R^^T-gi^^*LTV>5;6^t>L<{i4$fii^<DC.2~l 5 

(v) l~5igI<7)R^«-Cgi^$nTV^5^^t>b<HilSi^OC3~l 5 0 
20 (vi) l~5#l<^R^'T'gi^$tlTV>2>;6^1j L<{iiEg|^Oi~4^(^ 

smj®^> 1 ~ 2m(Dmmm^^^xj^/^rzit i ~ 2 fgo^g^ig^^-^'^ 

^1-5 3-15 L < fir^^^mi^^^fc>-t-o ) s 

(v)OR^ (m^s R'tt 
(i)7K«il^-> 
25 (ii) C 1 ~ 1 0 Tyl'^/K 

(iii)C 2~1 OT/V-J^-ZK 
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' . I, 

t 

(iv)C 2'>''a QT>'V'¥c^'/K , , , ,' 

(vi) 1 '-5te<oR'^8T'g^^$tlTv^s;^l^t> L< itmw:^(D 1-^4 mo 

(vid/^tt^^^m'f: CF3. OCF3. -i^Tys NR^R^°> o 

Ri\ =n_pr:i^ sHs s(o)„r'\ cor'\ coor'\ 
C O N R ^ R ^ \ 1 ~ 5 liO R ' T'E^ $ V > 5 55^ t> U < ttilgi^© 

10 c 3 1 0 t^^m t> L < it-n^j^mm^^ xv^i-^smcoR"' t-s^ 

15 (vi)SH. 

(vii)s(o)„R' m^. nimmtmcM^^mt^i.. n'n 

(i) C 1 ~ 8 T/V=3r;K 

(ii) i~5iiioR^«-egm$3x-cv^:5^^%b< itmm^oc 3^100 

20 (iii) l~5jiCQR^«-t?gm$tlTV^5;il^t>L< (t*iei^(7)l~4fiO 

^mw^^s 1 ~ 2 iioi^^M^^jsi t>Vt fcfi 1 ~ 2 ilioiiE^J©^^^'^ 

(iv) l~5ililOR^«TS^$nTV^5;5^'b t< {^ISg^c^C 3~1 0 
(D^mh U < {i-^^^^^T\ ^fc(:i 1 ~ 5 iil©R ' «T*gm$ tlTV^ 
25 5;6>t>t<{«gJ^|(Z?l~4iIO^^J!i^, l~2flO^^J[i^*3J:tJ« 
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I ' , , 

I 

(viii) COR\ • 

(ix) COOR\ 

(x) CONR^R\ 

I 

5 (xi)NR'COR^' (£'^>^ R^^fi 

(ii) C 1 ~ 1 0 T)V^}V^ 

(iii) C 2~1 OT^Kirr^/K ■ 

(iv) C 2 ~ 1 0 T/V-J^^/K 

10 {v)^^n^VWi-, CFg. OCF3. ixry^ NR^R^\ o. 

Rii=^ =N-OR'\ SH. S(0)„R'\ COR'\ COOR^\, 
fc' it/C ONR ^ R 1 b^llitbSS 1 ~ 2^1?gi^$fLTV>^ C 1 ~ 
4 T/V^/l'i^^t>i-e ) ^ ' 
(xii)NR«COOR^ (Stf>. R'{lmilEil^CE*t:ft:bLs R'(l. ■ 

15 K^imMP^. 

(ii) C 1 ~ 8 T/^^^f^/l^^ 

(iii) C 2~8T/^<5rr^7K 

(iv) C 2~8r/V=^^yK 

(v) l~5tl<^R''"eg^^$tLTV^§^^tJ L< (tiltt^(D C 3 1 OO 
20 L < ft-^sC^^m. 

(vi) l~5flg<^R^'-eg^^$^TV^-5/il^t)L<{iilgi^<Z)l~4i@^0 

^mji^> 1-2 ^oi^^m^fc* i t>v t 1 ~ 2 'm(om.^m-^'t 

(vii) ^^P'^r>'M^, CF3, OCFg^ VT/. ^hn, NR^R'\ O 
25 R^\ =N-OR^\ SH, S(0)„R^\ COR^\ COOR^\ 

CONR'R'\ l~5|i©R^«-eg^$tlTV^^^^tjL< fi0gi^«^ 
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C 3 ~ 1 0 tj U < ft Hm^^mms *3 .t 1 ~ 5 #1(7) R ^ ? T'gtfe' 

L < n-m^mmm'if)^hm\-tfi^m i ~ 2^T*gia$tLTv^^ c i - 

5 4 T/l'^/^^St^i-c ) ^ ' ■■ 

(xiii) NR^CONR''R\ 

(xiv) l~5^@OR*5T•gm$tiTV^53^|it)U<«^fi^a<^C3~l 5©:^ 

(xv) l~5|iI©R^^Tgm$tl-rv>5/i^t> U< ttiEE^Ql~4ilOg^J[g 
10 l~2ii©i?m0^^*3j;t//'*fcftl~2^<Z)fi^^J^^^-^^-t-5 3~' 

R'''fi(i)7K*m-?. (ii)C 1~4T/V^^K t.tiltim)C 5^ 6 (D^mm 

i 

■^tcu 1 ~ 2^(7)g^M^^. 1 mommm^i^xxj^/'^tut i ^©ssm^^ 

15 R^^fi(a)/>Dy^J®^^. (b)CF3. (c)OCF3. (d)v^ry. ie)=^hxj, 
(f)NR^R\ (g)OR\ (h)=N-OR\ (j)SH. (k)S(0)„R^ (1) C 
OR^ (m)COOR\ (n)CONR^R\ (o)NR«COR\ (p)NR^CO 
OR\ (q)NR«CONR^R^ (r) 1 ~ 5 i@OR ^ ^Tfi|^$^TV^§;5^t> L 
< Ililg^OC 3~ 1 5 <^^SIti L< f*-SSl5S:^^iS> tfcfi(s) 1 ~ 5^(^ 

20 R''Tam$tLTV^5/J^tiL<(iMI^C7)l~4{|i(D^^J!gT-. l~2j@(7) 

^^M^-:^ J;t)^/-$fc{i 1 ~ 2ii(Dlfitm^^^^-rs 3~ 1 5*(7)^^t> 

R ^ ^ (a) C 1 ~ 8 T/l^^/K (b) C 2 ~ 8 rjV^z:.jV, (c) C 2 ~ 8 T/'W^^ 
-/K (d)C 1~4T/V='=3rv' (Cl~4) T/^=ar7K (e)/^^y:/J!^^, (f) 
25 CFg. (g)OCF3. (Wv-ry. (k)NR^R\ (l)OR\ (m) 

SH> (n)S(0)„R\ (o)COR\ (p)COOR\ (q)CONR^R\ (r) 
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I 

I fill 

' ' ■ , I, 

i 

NR«COR^^'(:s)NR«CO0R'^ ,(t)NR'^GO,NR''R\ (u)l~5|@0 

5 §3~i:0M<^*^t>U<{t-^^^^^. '(\y)/^n^>m^> CF3. OC 
F3. 'Vry. 4Kt='. NR^R^ OR^ =n-or\ SH. S(0)„R\ 
COR\ COOR\ CONR''R\ NR«COR\ NR«COOR\ NR 
^CONR^R\ i~5^(DR2°Tgm^nTV^:5A^t> L< {l4ffigJ^(^C 3 , , ' 

b ® fiti 5 S 1 ~ 2 ISTfi^ $ ;ixT V ^ 5 C 1 ~ 4 T/i^^^f^/^^^^ U 
R''m&)^<n^ym^, (b)CF3^ (c) OCF3. (d)-eyT/. (e)^hn. 
(f)NR^R^\ (g)OR^^\ (h) = N-ORi\ (j)SH. (k)S(0)„R^\ 
15 (l)COR'\ (m)COOR^\ (n)CONR^R'\ (o)NR«COR'\ (p) 
NR«COOR.^\ (q)NR«CONR^R^\ (r) 1 ~ 5 ^<^R ' * "T'g^^^tL 
TV^§^=>t3L<UliS^^(DC3~l 5(^#S1jL< (t-^itj^^^s *fc(* 
(s) 1 ~ 5 1@0 R ' « • T'gJ^$ tl.TV> S -d^-h b < {itSEi^*^ 1 ~ 4 BommJ^ 

20 1 5M<7):^St>L<{i-^^1i*^^S:bL. 

R'«{i(a)C 1~4T/V^/K (b) C 2 ~ 4 r/V'^Jr::^/^ (c)C2~4T/^=^ 
((D/^n-Jr'i/il^^. (e)CF3. (OOCF3. igil^T/. (h)=^hti, (j) 
SH. (k)S(0)„R^\ (1)NR^R^\ (m)OR^\ (n)COR^\ (o)CO 
OR^\ (p)CONR^R^\ iq)C5--6<D^mm, (r) 1 ~ 2^®S*J1^-^ 
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I 

I, 

t 

ttfc C 1 TJl^^/UXM^ ^ tlfc C 1 ~ 4 T/W=¥/^^b 

R^^''{l'(a) C.l'~4r/V^>'K (b)C 2~.4T/^>Jr-/K (c)C 2~4T/V 
^::^/K (d)/Npyi/Jl'^., (e)CF3. (^lOCFg, (g)v'Ty. (h)::^bn> 
5 (j)SH;' (k)S('0)„R^\ (1)NR^R^°. UOR^^\ (n)COR^\ (o) 
C O O R ^ \ t:tzfi (p) C O N R ' R ^ °^*^iLs 

I 

R^^ftC l~4T/^dr/K C 1 ~4 T/l^^'^rV. /Nny:/J^^-. CFg, O 

CFg. v^T/. .:^,hn, T^y. NH (Cl~4TyV^7U) . :£fc{iN (C 

10 R^fiCi) l~'5tH^)R^ncJ:oTg^^tLTVN5C5~l 0<^#^tjL< 
(ii) l~5^0R*'^^:J:oTe^^tLTV^S l~4#|©M^mT-s l~2ii<^ 

15 R^'fi. 

(a) C l—ST/V^^f/K 

(b) C 2 ~ 8 T/V<^^/^. 

(c) C 2~8T/V^::^/K 

20 (e)CF3. 

(g) i/Ty. 

(h) -hD, 
(j)NR«R^\ 

25 (k)OR'\ 
(OSH. 
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(m)S(0)„R'2 (fcfcL. 7^-/Uf-;^(«<„ ) . , ■ 

(n) C O R ' \ 
(o)COOR'\ 
(p)CONR^R'\ 
5 (q)NR^COR^\ 
(r)NR«COOR'\ 
(s)NR^CONR^R'\ 

(v)/Nn<5r>iF.^, CF3. OCF3. v-T/. - bn, NR«R^\ OR'\ 
= N-OR'\ SH, S(0)„R^2^ CORi\ COOR^\ CONR^R^ 
\ NR^COR^\ NR^COOR'\ NR^CONR®R^\ C3~10(7:> 

15 •?*3j:tJ«/:^/cli l~2jil<D5jit^ig-?-^^W-t-?> 3-1 0^<D^MtiL<{t 

fc/cL. (1) x^xx^mmmm^. Y^xxiz:^mmm't: vt^cR\ 

TJ?:^ haT-gm$nfc7:^c:^yHi^:b$T. (2) X. Y*5 i^Z ^^^^jg 
HTV^5C 5~1 0<^^^'b L< f*-m5t;g^*S"C-fc^c ) 

25 

2. X^s^^jg^-. Yd^^^il^-Tfo^), U:}3j;t/Z;6^^^i^^^^fc{i^ 
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15 ■e*$^^5^:65C4~6^m^T'fc6ff:^<^f£lal^c|B^CD'^b•a^!fe. 
7. (I) ^ 



( I ) 4'. ^ 





8. R^H}^ 
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!, 

(ii) 1 -v.s ft(7;)R ' ^trK^$ tbTv^;6:^)^t> U < Itmm^o C 2 ~ 8 T;w>^r:^ 

(iii) 1 ~ 5 R 1^ $ V N 5 ^5 L < «^llg^^<^ C 2 ~ 8 Tyl^^ ^ 

5 yi^s ■ ' ■ ' . 

(iv) lMR^R\ . . 

(v) OR% . 

(vi) l~5^1il^9R'^^TS^$^^TV^:5;^)^t>U< itmW:^(DC3-l 5©^^ 

10 (vii) l~5j@(^,R^^Tg^$t^.TV^5;6>'b,L<{^#fi^^01~4ili©^||^^ 

1 ~2:ii|(^^mir.^fc^ ctr/y^fcft 1 ~2ii(D^?rL^j!^^-^^^i-S 3 ~ 

1 5^(Dmm-hv<\-i~m^Mmm R^^*3j;t>*R^n^i«*(^iEiai 

15 

9. -j^^.(I) X'Tf^^fl^it^m^^ (I-i) 

20 -?-^fj©7K?P^o 

1 0 . ( I - i ) ^ 
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I 



.0: 

x'Tr^^ti^mn)^ c 4 ~ 6 ^mnx^h ^m-^(Dmm 9 izmi^co^t^niid. torn 

5 11. ( I - i ) ^ 

0: 

10 

12. R^/5SNR^RSTfc!3. ;6^o(a)R^y6S(i)7K^ii^•T*)l9^ R^i^^'Oi) 

(iii) 1 ~5^|^|<^R^'T'tt^^$tlTV^^/^)i^ t< {iil®^<DC 2~1 5 T/Kir 
^/K (iv) 1 '-5^<DR^^T'gi^^tLTV^5:d^t>L< (i«ig|^(7)C 2~1 5 

15 rJ\-^=^^^. (v) 1 ~5{|il©R^'-i:-gJ^$nTV^o^^tj L< {^^iS^c^C 3~ 

1 b(Dwm.h\^<\t~m.'^m.mm.. ^fi{i(vi)i~5^@(DR^«Tgi^$ixT 

t/c{li~2flii©i;it^i^T-lf-^^i-5 3~i 5Ao¥m'bL< fi-^^^m 

20 (b)R'';65(ii) 1 ~5fi(^R''T'Mi^$;Jx-CV^5:ii=»t> L< «ilMi^<^C l~l 
ST/l-^^/K (iii) l~5f|©R^^-Cgm$;txTV^;5;a^tj t<(t«Sg^©C 2 
~1 5T/l-<Jr=7K (iv) l~5iiOR^^-emi^$;h.TV^5/J)^t) b< {tilff^ 
(^C 2 ~ 1 5 Z7l-=ar:^yK ^fcft (v-l) C 3 ~ 6 (Dsmomw^mM-Xh "0 . 



385 



wo (12/053565 
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T/i-^/ks 1 ~ 5'{[§(DR ^ 'Tg^^$i^^:v^;5;6^'b b< ltmW:i^(DC 2 ~ 
1 57;W^:^/K (iv) i~5{|i<^R^'T'Ei^§tlT-V^-5;i^t>b<fi^g|^0 
C 2~1 ST/l^^^-JK M 1 ~5^©R^«t?ttl^$ttTV^S^^1>L< {^ilS 

5 i^(DC 3-1 5p'^m-h L< it-^^mmm. (vi) 1 ~5iig(DR^«-eg^$ 

I 

10 TKfnfeo , , 

1 3 . ( I ) X^Tjk^ti^it^mH)^^ ( I -ii) 



1 4 . -m^ ( I -ii) ^ 




20 T'^$tl5m;05C4~6^^mT-fcSif*O|£ffll 3^^l5^<^^k•a'tl^ 
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1 5. -i:^ (1 -ii) q^. ^ 




16. R^t^^R.^R^Xh^. t^-Dia)R^tHi):^mm'¥--Vh^. R^;6S(ii) 

r • 

I 

10 (iii) l~5^<^R^'t:-gm^tl.TV>5;6>>bL< itmM.^<DC2~l 5T/l^^ 
-/W. (iv) l~5i@©R^'Ta^$ixTV^^/6^t) t<(i^fii^<^C 2~1 5 
T/l^drc^yK (v) l-^smOR ^ ^-e«|^$iXTV>§ jji^t) t < f4ilSi^<^C 3 ~ 
1 5(D^^'i)L<«-^5C;^^ll. *fc«(vi) l~5®(DR^«-efii^$tiT 

(b)R';a5(ii) l'^5m(DR''xm^^flX\^^^f)^hL<itmM^OC 1~1 
ST/V:^^^^. (iii) l'^5m(DR''xm^^nX\<^^7!)^hL<itmW^(OC 2 
~l 5Ty^<^-yK (iv) l~5^(^R^^T'Mi^$nTV>:5/Ji=»tj t< fi^MI^ 

20 COC 2~1 ST/L'^^/K ^fc:(^(v-l)C 3~6<^^^(7)i&fP;^^^T'fc'9x 
R^;65(ii) l'^5m(0R^'XW:tk^tlX\f^^i>^-hL<itmW.^<DC 1~1 5 
Ty^=3e/K (iii) l~5jg(DR^'T'tt|^$^TV^S/ei>^L<(tMS*^<^C2~ 
1 STyV^^^K (iv) l~5fliOR l^T•g^$tLTV^6;i)='tJ L< (i^«i^<^ 
C 2-1 57/i-^=^/K (v) l~5li©R^8TMJ^$tLTV^:5;6=»t) t< fiilg 

25 m<^C3~l 5<^^^^>L<ft-m^^^^. (vi) l~5iiOR^«-egi^$ 
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5 • • '.■ 

1 7 . it^mi)^. 

(1) 8- ( 3 — O-'^/'VT ^ y ) -2-^^;v-3- (2 -7<9^;^--4-^ 

b^ri/^a^:^/!^) -6, 7 - v^t Kn - 5 H-i^^ P-^:/^ [d] f^y^d' 
[1, 5- a] t-ij ^v'^. 
10 (2) 8- (N-^^/l--N-n-yf-;^T5:y) - 2-7« f^v^7«^/l'- 3, 
- .(2 4 h^v'^i-zv) -6, 7 -v=t Kp - 5H-V^. 
xj^:^^ [d] t-^yn [1, 5 -a] 

(3) 8- (N-T'D tVl^-N- (2-t KD=3rix^5"/V') T^J) -2-;^ 

^/\^-3- (2-p<^7V-4-7< -6, 7-i^tKD-5 

15 H-i/i^'n-^:/^ [d] f^y^P [1, 5- a] t'lj^v'y, 

(4) 9- ( 3 — o-^/v-T 5: y ) -2-7^^;V-3- (2-^^/V-4-^ 
barv-:7^^/^) -5, 6, 7, 8 -X h ^ t Kd - t°7 ^ d [3, 2-b] 

(5) 8- [ (2S) -1, l-'J;^ V^^y'f^>-2-^jV] :\ T^y~2 
20 -7«^;v-3- (2-7<f-;v-4-;< f^v^ni::^;^) -6, 7-v^tKD 

-SH-v'iJ'P^^i? [d] f^yp [1, 5- a] t^y^v^^. 

(6) 8- (1, 3-v?^ h=3rv^7'n^^°i^-2-^yl') T 5 / - 2 -7^ 9"/^- 
3- i2-?if-/l^- 4- ?^ h^^yy :^~/^) -6, 7 -i/t: Kp- 5 H--> 

i^D^v^? [d] tf^yp [1, 5 -a] h-y^i;'^-. 

25 (7) 8-tf>^ (2-7« b^v'^f-.'l') T5y-2-^f-/V-3- (2-^f- 
^V_4_^ l^^.y^^^y^) -6, 7 ->^t Kp- SH-ViJ^ P-^^^ [d] 
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PCT/JP0]/1]581 



fc'yyp [1, 5- a] M'V^i^:^. 

(8) 8- {3-^yf-/^r ^ y) -2-7^^/^-3- (2, 4-v^i5^nn7 
a^:^;U) -6, Ko-SH-v^iJ'D'^:^^ [d] f^y'P [1, 5 

-a] t-y 

5 (9) S-i^^i-^l-T^y -2-;^^/l^-3- (2-^^-/^-4-/ h^i^y 
-6, 7-v>t Kn-SH-v'iJ'P^^^J' [d] t°7/c! [1, 5 
-a] t-y ^v'^-. 

(10) 8- (N-:i^^/V-N-n y) - 2 - ^ ^y^- 3 - ( 2 , 

4 - i?^ Dn7ai^;V) -6, 7 - v^t Kp - 5 H - Vi;^ p^:/^? [d] 

10 y^D [1, 5-a] t°y 5v^y^ 

(11) 8-v'-;xi^n:7'o tv^y^yi/T^y-2-7<^^v-3- (2-7^^-;^-' 

4 h^i^:7:3.:^;^) -6, 7 - v^t Kp - 5 H - iXi^ o^:/^ [d] k' 
y^xn [1, 5- a] \l'V^i^>. 

(12) 8- (S-^^'^^/l'T^ y) -2-/ ^^i^^^/^-3- (2-;^f^>U 
15 -4-^ h=¥i/:7 3i^/k) -6, 7 --J\l Yv:i- 5 H-i^i^ x:J^y^ [d] 

t'^yp [1, 5-a] h'V^i^y. 

(13) 8- (3 --Of^/l^T^ y) -2-y^7l^-3- (1, 3 -v^;^=3ri^x(' 
y^^-- S-'Y/l^) -6, 7-v?t KP-5H-i/^P-<>'^57 [d] t°7y' 
P [1, 5-a] t-y ^v^^-. 

20 (14) 8- iZ-^y'^^^T ^ y) -2-^5^/^-3- (3, 4-v'y h^V 
73^^/U) -6, 7-v^t KP-SH-v^iJ'P^^iJ' [d] k°7y'p [1, 

5- a] k-y^v^^/. 

(15) 8- (s-^y'^^^T^ y) - 2 -v-i^ p:/^yv- 3 - (2-y^/w- 

4-^ h^v'7 31^71') -6, 7-v'b Kp-5H-->>5' P^^-^ [d] t° 
25 y^xi [1, 5-a] tfy $v^V. 

(16) 8- {3-^y^^i-T%y) -2-^^/^-3- (2->f-/^-4-y 
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VdrV7ir^>k) -6, T-.i^^t Kn- S'H-V.jJ' [d] t'^^n 

(17) 8-,{3— <>-f-;l<T5;y) - 2— r yy.n (2-p«^^V- 
4-:^ h^i^y:^.=^M -6, 7-v?t Ka^5H-i/^a^:^^ [d] t° 

5 .tl, 5,^ a] t']) ^v?^. 

(18) ' 8- {2-^^/Vf=f-/UT^y) -2-7f>/^-3- (2-^5^/^-4 

-6, 7 -Z>}1 V'r:>-5H-iy^X2^:y^ [dj ^7 
[1, 5 -a] t°y ^v?^'. 

(19) 8- i3-^y=^/i^T^ y) - 2 -> ^yl'- 3 - (2-p<^ 
10 h^v^7:3i-y'l') -6, 7-i^t'Kn-5H-v'^P^:/i$' [d] ' 

t'^y^n ,[1, 5 -a] t°y 5:-:x^, 

(20) 8- (S-^^^f-zl^T^ y) -2-yf-/V-3- (2, 4-v^y^/l'7 
a^z^jU) -6, 7 -v't Kn-SH-v-i^ D^^^c? Cd] k^y^n [l, 5 

-a] 

15 (21) 8- ( 3 — o-f-zvT 5 y ) -2-yf-/l—3- (2, s-v^y^^yi'^ 

:tri/l.) -6, 7-v^t KP-SH-v'i^^P-^:/^?' [d] t^^^n [l, 5 
-a] M'V^i^y. 

(22) 8 - p y^;vT 5: y - 2 - y ^/w- 3 - ( 2 - y ^/u- 4 - y h ^ 

i/7 3i-;w) -6, f-v'k Ko- SH-v'i^D^y^J' [d] t^y^n [1, 
20 5- a] t-y ^ v^>, 

(23) 8- (N-^^yl^-N-v--:' py^/l^T^ y) -2-y^7^-3- (2 
-y ^/l'-4-y f=3riy7:3.r^/V) -6, 7 - v't Kd - 5 H-i^^ n^i^ 
^ [d] t'^yn [1, 5-a] t'D^v^V. 

(24) 8- (:/n/-^:/-i, 3-v^;e--;V'- 2 — Yyi^) T5:y~2-y^/^- 
25 3- (2-y9^/V-4-y h^i/:7 3i=/V) -6, 7-t^tKP-5H-V 

^n^^^'^ [d] t'^yp [1, 5-a] \fV^i>y. 
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I, 

(25) 8- (3'^-<>^5"/^T^/) -2-,l2-y])/^) -3- (2-p<^/^ 
-4-^ }^'%'Uy -6, 7-v=t Kp-SH-v-^d^^^^ [d] 
t'7y.D [1, ,5- a] fi; ^[v'y. 

(26) 8- (3— ^>'^7VT^7) -2->'aii/V- 3- (2-^^/1^-4- 
5 ?^ Y^^^ycc^'M -6, 7-v>t KP-5H-iX^P-<:/^ [d] h°yy 

o [1, 5 -a] t°y 

I 

(27) 8- (^-v^.^f-yl^T^y^i^y^) T S: y - 2 f-/^- 3 - (2-p< 
f-7l/-4-^ Y^i/y 3L=^;U)-6, 7-v>t Kp - 5 H- ViJ' D^^i^' [ d ] 
t°7y p [1, • 5 - a] t°y 5v^>. 

10 (28) 8- (N-^p^^/l'-N- (2-v'^^/>T5: y^^/l^) T^/) -2- 
{2-/^/1^-4-/ h^-yy^^^^i^) -6, 7-v^tKD- 

SH-v-i^D-^:/^ [d] fc°^y'p [1, 5- a] t°y5:v=>'. 

(29) 8- j(.N-^^/^-N- (2-v^^^/^T^ y^f^/l^) T^/) -2- 
?^^;]^-3- {2-:^=f-)V- 4-^ y^vy :^=-?v) -6. 7-v^tKD- 

15 5H-v-i?n-<^i57 [d] t°7/n [1, 5-a] fy^v^^-. 

(30) 8- (4 — ^:/5^7^T^/) -2-7«^/U-3- ( 2 -7? ^/I^- 4 

hdei/:7cii^/u) -6, 7 -i/b Kp- 5H-v^^ p^>^ [d] t'^y'p 

[1, 5-a] t°y ^v^^, 

(31) 8- (2-:/^/UT^y) -2-7<^/I--3- (2-7«^/l— 4-7« b 
20 ^ar^yy^^/U) -6, 7 -v^t Kp- SH-i/^ P^^^J' [d] b'^/P [l, 

5-a] t'y ^ v=>. 

(32) 8- (N-:/ntV^-N-i/i^P7'Pt:V^p<f-/l'T^/) -2-^^/1^ 
-3- (2-7<^/W-4-7< ^=3^^-731^^/^) -6, 7-v=tKP-5H- 
v-i^P-^^iJ' [d] t-yy'P [1, 5-a] fc-y^v^:/, 

25 (33) 8- (3— ^^'^yV'T^ /) - 3- (2-p(^7W-4-;^ h:^^^/^^!- 
}V) -6, 7-v>t: KP-SH-i/j^P-^^-i^ [d] t°7/P [1, 5-a] 
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(34) 8- [ (2R) -1-^ h^i^y^'^y- 2-^/^2 r^J-2-:^^)V 
-3- {2-i^=^JV-/i-:^Y■^^l/-7a^:=.JV) -6, T-v'tKn-SH-' 
-yi^n^^y^ [d] fy^n [i, 5-aJ fy^lv^^-, 
5 (35) 8- [ (2 S) - 1 fdrv-:/:?^:^- 

-3- (2->f";^-4 h=3rV7 3i-yU) -6, 7-v?tKD-5H- 
i/i^D^:/v$^ [d] t'^yn [1, 5 -a] fy^v?^'. 

(36) 8-v'i5'P-<:/^7l^T^ 7-2-^^/1^-3 - ( 2-^^/1^- 4 h 
^v-^ci^^^yv) -6, Ku- SH-i/iJ^n^^i^ [d] t'^i/o [i, 

10 5-a] t^y 5 v^^-, 

(37) 8- (3 -'<>'^/^T ^ y ) -2-^^/1—3- (2, 4 -v^y/U;^n. 
7ain/^) -6, 7-v^t Kn-5H-->^D-<^^iJ' [d] t°7y'P [1, 
5 -a] t°y ^ 

(38) 8- (3-^^^7UT^y) - 2- hU :77U;t-n7<f-y^- 3- (2^7< 
15 ^/V-4-^ h=3r-iX7^-/W) - 6, 7-v^t Kd - 5 H - v^i^ [ d ] 

fc'^y'n [1, 5- a] t°i;^v^>, 

(39) 8- (N-:x9^7^-N- ( 2 - ^ h ^->^f-/^) Z^7) -2-^^/1^ 
-3- (2-^^/1— 4 h^^f-v-^^n/W) -6, 7-v^tFP-5H- 
v^^P-O-^ [d] [1, 5-a] h'y^v'^, 

20 (40) 8 -v'^D^^v'yI/T^y-2-p<^/W-3- (2-7^5^/1^-4-7^ h 
^af-v-^ni^/v) -6, 7-v^t: Kn - 5 H- v'iJ' a^^'^ [d] [1, 

5-a] t°y ^s;^:/. 

(41) 8- (N-ya tVl/-N- (3-^^f-/P) T^y) -2-7^^/^-3 
- (2-^9^/1^-4-^ h^v^>':3.^/U) -6, 7-i/t Ko-5H~V^ 

25 n^^i? [d] t°7>^n [l, 5-a] t^y^v^^, 

(42) 8- ( 3 — <:/^/VT 5; y ) -2-y^/W-3- (4 - 7« f ^^v-^ zc::^ 
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/W) —6, 7-'i*?fc.KD-5H-v'i5'P^,^i5' ,[d] "dy^Jn [l, 5- a] 

(43) 8 - '(3 -^^f-/UT^/) -2-^y7°P tVV-3- (4-^p< h^i^ 

-6, -y-v^t KD-5H-v'iJ'D^Vi5' [d] t°y;/n [1, 
5 5- a] fy-^ v=>. •' ' ■ 

(44) 8- t -:/^/^r ^ 2 5^/^-3- (2-^^;l'-4-^ f'^S^v' 
yz^zz-M -6, Kn-5H-v'iJ'n^>'i57 [d] y^y^xi [i, 
5- a] t°y ^ 

(45) 8- (3-^^f-/^T^y) -3- ■(■2, 4 , .6 - MJ p< ^;U:7 oi::^/!^) 
10 -6, 7 -.v't-KD-5H-->:J'P^>'i? [dj fc°7:/a [i, 5- a] t' 

(46) 8- (1 DT'^/Uoi^yl.) TKJ-2-:^^)V-Z- (2-7^5" 
/U-4-7« |.dr,,>.;7,^-;^) 7-i/t Kp- SH-i/^ P-^:/^? [dj 
t°^yp [1, 5- a] t°y 5 v'^. 

15 (47) 8- (3 — <V^)VT^J^ - 2-:^^)V-Z - (2, 3-v^;^5^/U- 
4 b^i/7aic^/U) -6, 7-v't Kp- SH-v'i^ P-<^^i? [d] t° 

7y'p [1, 5 -a] t°y ^i/y-. 

(48) 8- ( 3 -^>'5^/P'T ^ y ) -2-y^y^-3- (2, 5-v=y5^/^- 
4 -y hdri/7 3^=i/U) -6, 7-i;?t Kp- SH-v'iJ' P^i^jJ' [d] t' 

20 ^yp [1, 5-a] t°y^v^V. 

(49) 8- (N- (2, 2, 2- h y 7/U;^P^^7^) -N - v'i:' P ^ a tVk 
;^5^/VT^y) -2-;>«5^/V-3- ( 2 -y f-/^- 4 -7^ b#t/73^^/W) 
-6, 7-v^l: KP-5H-v'i^p^>'^5' [d] t'yy'p [1, 5- a] t° 

y ^ v^y. 

25 (50) 8- (2, 2, 2- h y y/^i-p^n^^/l^) y-2-p(^;V- 3- (2 

-yf-/u-4-y h^v'y^ii-/^) -6, 7-v^t Kp-sH-i/i^ p-^y 
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^ [d] t-^yn [1, 5- a] fc'U^v^y. 

(51) 8- ( 3 --O-f-yl-T ^ y ) -3- (2, 6-v^7<^/^-4-7< h^v- 
:7:£=/U-) -6, 7 Kn- 5H-t/;J7 P^>j5^ [d] t'yy'n [i, , 
5-a] t-y 5v>V. 
5 (52) 8 - ( 3 -^>'^;^T ^y) - 3- (4, 6-i>7< ^^V- 2 f 

-6, 7 -v^fc Kd- 5H-i/^ P^>i5' [d] f^^D [l, 
5-a] t-y ^ v^^-. 

(53) 8- (3-^>'^/WT5:y) -2-;^9^/U-3- (2, 6 -i/^ 9^/1— 
4 -;^ }.^-.>7^zi/^) -6, 7-v=t Ko- 5H--iXi^ [d] t° 

10 [1, 5-a] t-y ^v^^\ 

(54) 8- {3-'<y^/\^7 ^y) -2-;^ ^71— 3- (2, 6-v^7«5"^W 
4-;^ h'^i^y =^=^^l^) -6, 7-v^t Kp- 5H-i/^ o^^iJ' [d] 
7>^P [1, 5-a] fc-y$v^^. 

(55) 8- i3-/i^/l-^yi^>-3-4^^) T5y-2-;^f-yU-3-'(2 
15 -^f-/l'-4 h^^rv':?:..;^/!^) -6, 7 - v^t Kp - 5 H-V^ P-<y 

^ [d] f^y'P [1, 5-a] 

(56) 8- (3-^:/9^/l-T^y) -2-7^f-;U-3- (5-i?PP-l, 3 
-v^;^-=^f-'l' 6 -^/I^) -6, 7-v^t Kp- 5 H-v-^ P-^:/i5' 

[d] f^y^P [1, 5-a] t-y^v^^-. 
20 (57) 8 - (N-^^/l^-N — <yi:^/U7Ky) -2-^^/1—3- (2-^ 
^;V_4_^ |.a{-^^:7 31:^/1^) -6, 7-v^t KP-5H--i^^P^^^^[d] 

fc'^y'p [1, 5-a] fc-y ^i;'^. 

(58) 8- (3-^:/f^/UT^y) -2-/TjI-~3- (2-i^PP-4-h 
y 7;^;rn^ h^fv-^in/u) - 6 , 7-i^t Kp- 5H-i^^ p-^:/^? [d] 

25 t-y^P [1, 5-a] t'y^v?:/, 

(59) 8- (3— <^^/V-7$y) -2-7<f-/V-3- (2-i?Pp-4-7« 
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-6, 7-i>t Kd- 5H-->>^ n^^-^ [d] t'yV'n' 
[1, 5- a] ^v>:/. 

(60) 8- (N-^:/v?>'l^-N- (2-;'< h'SriX^^/l') T^/) -2-^9"' 
/U—S- (2-p<5^yl^-4-^ h^v':7 3i=;^) -6, 7-v^tKp-5H 

5 -^/^P^>'^ [dj t'^y'n [1, 5- a] t° y ^ v^>, 

(61) 8- {3-^>f-JUT^y) -2-7^9^/1^-3- ( 2 b =¥iX- 4 , 
5-v'7<^/l'7 3i-/V) -6, 7-v?t Kp- SH-v-i? [d] k° 

[1, 5-a] 

(62) 8-7:r.;z/ur 2-7<^/i^-3- u-/f-/u-4-/ Y^^yy 

10 rcc^/V) -6, 7 -v^b Kn-SH-v'iJ'P^:/^? [d] t'^V'n [i, 5' 

-a] t^y^-^:/, 

(63) 8- ( 2 -7« 5^/^:731 cs/W) Tx,J-2-:^^fV-Z- 

A-:^ y^^yy aL:^;V) -6, 7 - v^t Kp - 5 H -v^iJ' o^:/jJ' [d] t' 
yy'n [1, 5-a] t°y 
15 (64) 8- {Z-:^'^}^^ T K J - 2- :^^)V- Z - {2-;^f;V- 

4-;t h^i^y=^=-/l^) -6, 7-v?t Kp- 5H-v^iJ7 n^:/j? [d] t° 
yy'n [1, 5-a] t°y ^ 

(65) 8- T5:y-2-p<^yW-3- (2-^^yU- 
4 h^^fv^^zc^/l^) -6, 7 -v>t Kp- 5H-v'i}' [d] t° 

20 yy'P [1, 5-a] h'V^i^^s 

(66) 8- (N-7:ii::^>'V'-N-yn tV^T5:y) -2-^^/1^-3- (2- 
7^5^/1—4-^ h^v'7ai=/l') -6, 7-i^t KP-5H-v'iJ'P^>'^ 

[d] f^yp [1, 5-a] t°y^v^^, 

(67) 8- (N-^Vv'/l^-N-rn tVUTS:/) -2-p«f-/W-3- (2- 
25 7«^/W-4-^ b=3r:y7ai=7V) - 6, 7 - t K P - 5 H- v'^i' P ^^/i^' 

[d] t-yy^p [1, 5-a] t°y$v>>. 



395 



wo 02/(»53565 



PCT/JP01/J158] 



I. 

(68) 8- (]Sr,',N-v^Ty/WT^y) -2-/f-,/V-3- (2-75^/^-4 
y^r^Z=f-M''~6, 7 -v^t Kn- 5 H-iX^ P'^^iJ' [d] 

y'n [1. ,5 -a] t°i; ^v?y, 

(69) 8- (S-^yf-^l^T^y) -2-;^f-/k-3- ( 2 - ;^ f-yl^- 4 - 

5 7<^yVT'^ y -6, 7--:^t .Kn- 5H-iX^ n-<>^ [d] t° 

7y^ti [1, 5 - a] t°y 5 v?^-, 

(70) 8- (1 -:7:3i=/^yntVUT^ y) ^2-7<5^/P-3- (2-^^/1^ 

-4-y h^ix:7cnc^/V) -6, 7 -v^t Kn- 5H-i/i:7 D^:/^ [d] 

I 

t'yy'D [1, 5-a] k°y 5:v>^. 

10 (71) 8- (N- (,2-7ai=/Urc5^/^) -M-T'p tVl'X^ y) -2-7<f- 

71-- 3- (2 -y 9^7l--4-y h^v-iy^:::^/!/) -6, 7-v^tKi3-5H 
-•i/i^^a^:/^^' [d] t°7y^P [1, 5- a] 

(72) 8- (N- (3 -7 3:=/wyD tVl') -N-yntVVT^y) -2-y 

^/iz-s- :(2-y^/^-4-y h:35Uv':73ir^/^) -6, 7-z^}iV^-5 

15 H--jyi^o-<>'iJ' [d] t'yy'o [1, 5- a] H'V 

(73) 8- (N- (4-73i=/k:/^/W) -N P kVl^T ^ y ) -2-yf- 
/l^- 3 - (2 -y 5^/1— 4 -y h^->:73.— 7^) -6, 7-v>tKP-5H 
-ViJ^p^^^ [d] t°7y'p [1, 5 -a] t°])^i^'^. 

(74) 8- (1 -7 2-7^^71^) y-2-^f-/V-3- (2-y 
20 '^;v-4-y h^v':7 3ir:^/v)-6, 7-i>]i Kp-SH-^y^p-^^^J^Ld] 

f^y^P [1, 5 -a] 

(75) 8- (l-yaL^^/U-a-^y^M 7 ^ y - 2-;<i^jU-3- (2- 

y^/V-4-y ^drv:7rn::^;^) -6, 7-v=t Kp- SH-v-i^a^^-i? 

[d] fc'^y'p [1, 5-a] t°y 

25 (76) 8- (N- (4-y^;^73in7k) -N-7°P fcVl^T ^ y ) 

/V-3- (2 -y ^/l^-4-^ h=3riy7:i:-/W) -6, 7-i:/tKP-5H 
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i 

-v':^.n^:^-5^'.'{d.] .t'yyn [i, 5 - a] k'V ^.i^ly, 

(77) 8- (4 -^^/l-:7ni:=./^) p< ^/I^-N-IT'P tVL'T 5: / ) -2 

-SH-i^iJ'D^ixiJ'id] t'^^c [1, 5 -a] 
5 (78) 8- (N-' (3 9^/^:7 oi^/V) -N-:/p tVL-T 5: y ) -2->^ 
/I'-S- (2->«^/l— 4-^ h^v'^zc-yk) -6, 7-v?tKP-5H 
-i/^nKyv57 [d,] fy^D [1, 5- a] fU^v^V. 

(79) 8- (N-.(4 -y h:3rv':7 3L-7V) 7^ ^'yl^-N - ^ n tVl^T ^ / ) - 
2-^^;u- 3- (■2-p<^7V'-4 K=3s^'>7 3i^;v) -6, 7-v?tK 

10 D-5H-.i/i5'D-<:/i5' [d] ^J-Ju [1, 5 -a] t°y^v^>, 

(80) 8-;(N- (4-i?nP7ai^/U) p< ^/l^-N -T^n tVU7 5 / ) -2 
-7«9^/U-3- (2-7<^/^-4-^ h^v^y^i— yl^) -6, 7-v?c:Kp 
-5H--i>'^.n^:x^ [d] fyy'p [1, 5-a] b°y 

(81) 8- (N- (2 -pf^yl^y^i^yu) -N-^ntVuT^y) -2-^^ 
15 /l'- 3 - (2 4-^ harSx:7^::^yV') - 6, 7-v^tKo-5H 

-v-^D-^:/^ [d] f^yp [1, 5-a] t°];5v=^^, 

(82) 8- {Z-^V^;VT ^ J) -2-/^^/^-3- (2 -i^^^-jUT ^ / 
-4-^^;Vt°y v^>- 5--Y/0 -6, 7 -i/t Kp- SH-v-^ p^> 
iJ' [d] t°7>/o [1, 5-a] b'y^v^:/. 

20 (83) 8 - ( (2 S) - 1 -y hdr^>-3-7:x^y^-2-ypfcVU) 

-2-^^/V-3- (2 -^^7k-4-^ h^V':7ai^7U') -6, 7-^/11 
KP-5H-->i^P-<>'i? [d] H'y^u [1, 5-a] fp^v?^, 

(84) 8- (N- (4 -y 5^/^f^::i-7i-/U) ^ f■/^-N-7°P tVWT 5: / ) 
-2-^f-/U-3- (2-p<^/l'-4-7« h=3fv':7^-/U) -6, 7-i/t 

25 Kp- 5H-Vi? P^:/i5? [d] t'7>^P [1, 5-a] h'V ^i^>s 

(85) 8- (N, N-v^7^^/l-T5:/) -2-yf"/l'-3- (2-p<^/U-4 
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h^'^y ^L^^/l^) -6, 7 -v^t Kp- 5H-v'i5'a^:/i5' [d] 

I 

y^p [1, 5- a] t°y ^iyy. 

(86) 8- (N-?i'f-/l'-N--^i^/Ur^y) - 2-/i^/U- 3- (2-/^. 
/W- 4 -p( bdrv-7^-7W) -6, 7 -v^t Kn- SH-i^iJ' D^>'^' [d] 

5 y'o [ 1 , 5 - a ] t°y 5: 

(87) 8- (N- /^/V-'N-Z^'f-jUT ^ -2- 
T^^/l'-S- (2-^^/^-4-7« h^^S^v'^cii::^/^) -6, 7-v?tKP- 
SH-v-i^n^^i? [d] t^yy^D [1, 5-a] ^i^l^. 

(88) 8- (N- (4-^^/^7c3i-/I/) 7«f-/V-N- (2-7^ hdr^yctf^yV) 
10 T^y) -2-;^f-7U-3- (2-p<f->'V-4 -6, 

7 -i/t Kd- SH-v'iJ' p^>--^ [d] t'yy^P [1, 5- a] h']) ^z:^. 

(89) 8- (N-ViJ'PT'PtVl'-N- (4-^5^7l':7 3i-/V') ^f-ZW-y^y) 

-2-y^/i'-3- (2-y h=¥^:y7 3i-7v) -e, 7-v^.k 

15 Kp- 5H--iy^P^i^iJ' [d] [i, 5-a] t'y^v^:^^ 

(90) 8- (N-v'^PT'ptv^y^/i'-N- (4 -y ^/u^a.^/v) y ^/l^ 

T^y) -2-y^yV-3- (2-y^zP-4-y b=3ri/7 3ir^/U) -6, 
7-i/t KP-5H-v'i5'P^^^5' [d] [l, 5-a] t°!J^v? 

20 (91) 8- (N, N-v^yp kVl-T^ y) -2-yf^/l— 3- (2-yf-/P- 
4-y hdrv':7ai:^/>) -6, 7 - v^fc Kp - 5 H-v'i5' P-O-^ [d] t' 
yy'P [1, 5-a] fy^v'^/. 

(92) 8- (N- (4-^5^/U7air^/l^) y5^;W-N- (2-7^"f-=/^) 

y) -2-y5^7^-3- (2-y5^>'U-4-y h=3rv'7:ii::i/^) -6, 7- 
25 Kp- 5H-v'i5'P^^t$' [d] [l, 5-a] t'D^v^y, 

(93) 8- (N-T'PtVW-N- (2-7'9^^/W) T5;y) -2-y5^;^-3 
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- {2-:^'^;v-A-/Y^i/yaL:=-;V) -6, 7 ->^t Kd-sH-v-j^' 

P-O-^ [d] \fyy'x2 [1, 5-a] t°U^v?^, 

(94) 8- {b- J ^JVT^J) - 2-:^^jV~Z- (2-^'f-/V-4-p« f' 
^V^^^/l^) - 6, T-v't Kp- SH-v-i^ D^y^J? [d] t°7/P [1, 

5 5-a] t'iJ ^v'^-. 

(95) 8- (N-->iJ7 n^>^7U-N- (4 ^/V^^^^^/l^) ;^5'y^T5:y) 
-2-7^5^/^-3- (2-;^ 9=-/^- 4 h#:X7:=i^/V) -6. T-i^'k 
Kd- SH-:^^ P^^iJ^ [dj t'yy^P [1. 5-a] t°y5:v?>, 

(96) 8- (N-v-^ py'PkVV^^/l'-N- (4 -;^^y^f-;^7::^=/V) p« 
10 ^/VT5;y) -2-7^^/1—3- {2-7«=f-/V'-4 h^i^y^i^/^) -' 

6, 7 -v^t Fp- SH-v^i? P^y^ [d] t'^y'P [1, 5-a] t°y' . 

I 

(97) 8- (N- (4 -:7/^;^P7i-/u) 7< ^/^-N--/d tVWT ^ y ) - 

2-7<^/^-3- (2 -7<f-/l--4 -p< hdri/y:^::^/!-) -6, 7-v^t'K 
15 p- 5H-'>i^ p^y^ [d] \i°y9x2 [1, 5-a] fU^ixy, 

(98) 8- (N--yi^ p:/^/!-- N- (4 -7<^/^y:t-/^) T^f-yi^T^y) 

- 2-7<f-/i-- 3- (2 -7^^/V-4 h=¥iyy -6, 7 -v>t 
Kp- SH-iXi^P'^yiJ' [d] t'^yp [1, 5-a] fU^v^y, 

(99) 8- (N-^i^/l^-N- (4-;<^yW7 3i::^;V') ^f)\^T^J) -2- 
20 7«^/^-3- (2 -7^^/1—4 -7^ h^i^y^^/L-) -6, 7-v>kKP- 

SH-iXi^P^y^ [d] f^/P [1, 5-a] M'^) 

(100) 8- (N-y'p fyl^-N- (4 - h !J yyk;^P7^^/uy^:^/l^) 
/l/T5;y) -2-7^^/1—3- (2-7«5^/l'-4-7< hdrv-yrnri/i^) -6, 
7-v^fc KP-5H-v'i^P-<yj5' [d] [1, 5-a] t'y^v^ 

25 y, 

(101) 8- (N-y^PtVi^-N- (xhytKpyyy-2 — 
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7-v?t:K.gr SH-v-i^^o^V^ [ d ] t°7 L 1 , 5- a] h']) ^i:^ 

(102) 8- (N--/^/l'-N- (2-7« h^^r-iyoif^;!^) T^/) -2-^5" 
5 yl/- 3 (2 -.^5^;W-4 h=3rv-:7,.ai^;k) - 6, 7-v=tKP-5H. 

_^>'^p^:Xi?, [,d] t°^y'n [1, 5 -a] h'V^i^y. 

(103) 8- (N-r/DtVl^-N-iXiJ'nT'ritV^T^/) -2-7<^/^-3 

- (2-y ^;W-4-;^ f=3riy7a.::^;P) -6, 7 - v^t Kp - 5 H- 
a-<^^i? [d]'h°^yn [l, 5 -a] h°V ^i^y. 

10 (104) 8- (N-v-i^ny^/UT^^/l^-N-' (2-7« hdri/^^/l') T^y) 

- 2-7^f-;>U- 3 - (2-p<^y^-4-7< -6, 7 -i^t 
Ka- SH-i/^ D^^^i^' [d] H'y^n [i, 5- a] t'D5v>^^, 

(105) 8- (4 -^7'^7VT5: y) -2-^^/1^-3- (2-^Pn-4- 
y h^riy^ain/u) -6, 7 -v^t: Ko- SH-xXiJ' n^:/^ [d] t:°7y' 

15 P [1, 5- a ] t°y ^ v=>. 

(106) 8- (N-v'^n-T'n tVl-yf-;V-N- (2-7'^y/l^) T^y) - 
2-^^/1^-3- (2-y ^yU-4 -y hdrv'^zn-/!/) -6, 7-v^fK 
n-5H-v-i^ P^^iS' [d] t'yy'p [1, 5 -a] t°y^v^y, 

(107) 8- (N- (2-y ^:^f-v'3^f-y^) -N- T^/) 
20 -2-^^/1^-3- (2-yf^7U-4-y h:^^-^^:^^/^) -6, 7-v^t 

KP-5H-v'i5'P^:/i5' [d] t°7yP [1, 5-a] h'V ^i^^. 

(108) 8- (2-:/^];/l-Z5 /) -2-;^f-/l--3- (2-^f-/l— 4- 
y hd5^iy7a^^/V) -6, 7 -i^t Kp- 5H-->^ p^^^^ [d] k'y^ 

p [1, 5-a] t-y^v?:/, 

25 (109) 8- (N-iXi^ pyp tVl^yf-zV-N- (4 -^^/^^ai::^/^) 

/v75:y) -2-7«^/^-3- (2-yf-/i— 4-y hdrv-:7ct^yH -e, 
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PCT/JP01/1J581 



7-v»t Kn-SH-Vii^n^Vi}? [d] t'^yn [l, 5-a] fy^i^^' 

(110) 8- (N-7"p tVv-N- (4- b y 7/W;tnp<^/i^:t=^v:7 3i-;u) ' 
5 -e, 7-i>l: Kn-5H-Vi5' D^^-^ [d] M'yV^ [l, 5-a] t° 

(111) 8- (N- (2-:/^DyW -N-v'iJ'PT'PtVV^^/^T^y) - 
2-^^/1,-3- (2 -i^ P P- 4 -P^ h=^v':7 3i^;^) -6, 7-v>tK 

p- 5H-->i^ p^^'i^' [d] t°7>^p [1, 5-a] \iV)^-yy. 
10 (112) 8- (N-yptvv-N- (3-^^/1^7 31^/1') ^f-/^T5:y) — 

2-^f-y^-3- (2-7«f-/^-4-p« h=^v^:7 3i^/V) -6, 7-S>tK 
P- 5H-Vi^ P-^^-^J^ [d] t'^yP [1, 5-a] t°y^v?:^. . 

I 

(113) 8- (N--/P tVl^-N- (2 -7«^/^:73i^/W ^^/^T5:y) - 
2-^5^;v-3- (2-7< 5^/^-4-;^ h^v-^oir^/l^) -6, 7-v't:'K 

15 P- SH-v'iJ^ p^^iJ' [d] If^yP [1, 5-a] t'D^v^y. 

(114) 8- ( 3 — O-f-zW-T 5 y ) -2-;^f-/W-3- (2-i5'PP-4- 
31 bdeiy:7nir:^7l/) -6, 7 - t K P - 5 H - P ^^iJ' [d] t'^V' 
P [1, 5-a] f!) ^ v^^. 

(115) 8- (N-7<f-/V-N-^=3ri//l-T5; y) -2-p«5^/^-3- (2- 
20 7<^/l'-4-7< h=^->73i::^/W - 6, 7 -i/t Kp - 5 H- i^i^ P-^^^iJ' 

[d] t°7y~P [1, 5-a] 

(116) 8- (N-T'^/l'-N- (S-^^^f^/l') T^y) -2-yf-/V-3 

- (2-yf-/l/-4-y h=^v'7ai::i/U) -6, 7 - i/ 1 K P - 5 H - v'iJ' 
P-^^^iJ' [d] t°7/P [1, 5-a] t-y^v?^'. 

25 (117) 8- (N-yf-zV—N- (4 'T'f^/l^) TS:/) -2-^9"/^- 3 

- (2-y ^/^-4-y b^v7ai::^/W -6, 7 -v^t Kp- SH-v-i^ 
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I 

x^^y-^ [d};f7i/n [1; 5-aO M'^^P'^, 

(118) 8 - (N-i^i> P7'^7^-N--/t3' kV^T^ i/) - 2 - 7< f"/!^- 3 - 

My, I 

-<:y'^ [d] t:'^>/D ,[1, 5-a] t°y?v?V, . 
5 (119) 8.- (N^-f y:7^f^;^-N- ( 2 -i<^ f^/vr ^ y ^^/U) T^/) 

3- (2-^5^/^-4-^ hdeiy:7 3.z::/V) -6. 7 -t>t 

I 

Kd- SH-i^^D^^/iJ' [d] t'yyn [a, 5-a] fc'y^i^^y, 2 

(120) 8 - (N-'T'n tVL'-N- ( 4 - ji^yi^) y^/^T^y) 
-2-y^/U-^3-. (2-i^DD-4-y h^v'^ai^/V') -6, 7~i;^t 

10 Kn- SH-v-^ D^^-i?^ [d] fc°7>/q [1,, 5-a] t°y5v^>-, 

(121) 8 - ■ (N-->i:' nyn tVi^y 5^yV-N- ( 4 - :7/U;;^-d 7 zn^/l^) y 
f-zl'T^y) -2-^5^/^-3- (2 p n-4 -y fdrv-^::^^/!-) - 
6, KD-5H-ViJ7n^>'i5' [d] t'^V'P [l, 5-a] 

~v ✓ ✓ > 

15 (122) 8- (3-<<>'^/l'T5y) -2-^^^./^- 3- (3-^np-5- 
h3):7/V;a-n^^/Ut°i;v?^-2-^/V) -6, 7 - v^t Kn - 5 H- 

n^^i^ [d] t^^y'D [1, 5-a] t°y$c^v, 2 

(123) 8- (N-T/f-ZV—N-yp tVWT^ y) -2-^^/1—3- (2- 
p<^/^-4-p{ h^^yy:^=^/V) -6, 7-i;'t Kn- SH-v'iJ^D^^'^ 

20 [d] t'^yn [1, 5-a] k'y^v^^^, 

(124) 8- (N-i^^ nyn tVW-N- ( 4 - 7/1^;^ n 37 yl^) y 9^;VT 
^y) -2-y5^7W~8- (2-i5^nn-4-y ^^^y:7 3lc^>'^) -6, 7 
-v^fc Fd- 5 H-->i5^n^>-^ [d] M'yy'xn [1, 5-a] t'U^v^^, 

(125) 8- (N-ynbVW-N- ( 2 - 7y^::^-D :7 ^-yk) y^/l^T^y) 
25 -2-p^'^/V-3- (2-y^7^-4-y h^^X^'aic^/l^) -6, 7-v't 

Kn- 5H-v-^ P^^i? [d] t°7y'P [1, 5-a] ^'y>. 
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I, 

i 

(126) 8-' (N--7''3tVl'-N- (3 --.^^^^t' ;^^)^T^J) 
-2-><»^-3- (2 -7<f-/^-4-^ h=3r->:7ct^yl/) -6, T-v^t 
FD-5H'^v'iJ',o^^i5' [d] M'yV^ [1, '5-a] \f])%'Jy. 

(127) 8-i^v'^i3 7'okV^>5^/V'T^y-2-p<f-yU-3- (2-^Pa 
5 _4 _6, 7 -v^t Kp- 5 H-iXi^ P^^^ [d] 

M'yy^u [1, 5- a] t-y ^v^^. 

(128) 8'- (N->r^/^-N-:/ntVl'T^y) -2-7<^;V-3- (2- 

i^nD-4-p« h%v':7ai^/V) -6, 7 -v^t Kp - 5 H-i^^ 0-^:/^? 

[d] t°7y^p [i', 5-a] t-y^i/:/, 

10 (129) 8- (N^i^iJ' prT'P tV^7<^/l^-N-yD tVUT^ /) -2-:^f 
yl/- 3 - ;(2 P P- 4-^ h=3rV73.-y^) -6, 7-v>tKP-5H 
-i^i^P-^^^iJ^ [d] t°^>^P [1, 5-a] t-y^v^^-. 

(130) 8-iN- (2-7'f"=^/U) -N-T'P tVl-T^y) -2-p<f-/l-- 
3- PP-4 f=3r->:7 3LZ^/0 -6, 7 -v^t Fp- 5 H--;>' 

15 ^P-O'^ [d] t:°7y*P [1, 5-a] t'U^v'^. 

(131) 8- (N-yf-zl'-N- (2-p< h^:y^^/V') T^/) -2-p<5^ 
71/- 3- (2 P P- 4 h^v':7^-yl/) -6, 7-i/tKP-5H 
-i/i^P^:/^ [d] t°7y~P [1, 5- a] t-y^v^^'. 

(132) 8- (N-i/^ p:/p tV^T^f-zl^-N- ( 4 - :7/l';r p 7 a^::^/U) 7« 
20 ^yi^T^y) - 2 - 7< f-/l/- 3 - (2-7<f-/l/-4-7< - 

6, 7-v^t KP-5H-->i:'P-<^i? [d] fc°7y^P [1, 5-a] t° y 

(133) 8- (3 -^^-^/l^T^ y) - 2-7^^-71-- 3 - (3, 5-i^i^PP 
t°yv?:/- 2-^/1/) -6, 7-v>t: KP-5H--i^^P^>'i?' [d] t:°7 

25 yp [1, 5-a] t-y ^i;'^^. 

(134) 8- (N-y^^/l^-N-^f^/l^T^ y) -2-^^/1^-3- (2-^?^ 
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n n-4 V^iyyaL:^/^) -6,7 -i^fc Kn- 5H-:^^ P'^^'iJ' [d], 
ifyy'ti [1, 5 -a] h'V^iyy. 

(135) 8- (N-i/^nyntVMf-/V-N- {4 - h V yj^:tu ;i f-zuy ^ 
5 oi^/l-) -6, Kd- 5H-v':i' D^>i5' [d] t'^^^o [1, .5 

-a] t°y$v?>. 

(136) 8- (N— <::/i//^-N- (2 -v^7<5^/^7^ y::i^^/l') T^/) -. 
2-?^f-Jl--3- {2-yi^^U-4-/ h^-yy -6, 

P- SH-v'i^D^^iJ' [d] h'yy^u [l, 5 -a] fy^v^^, 2 
10 (137) 8- (N-^:/i^;l— N- (2 -i>p<f-/^T5 y^^i^yl^) 7 5:/) -, 
2-/^/^-3- (2-:^' n n-4 h=3rv-:7:x^7U') -6, 7-v^tK 
D- 5H-->i^P^^^ [d] t°7/D [1, 5-a] \^V^i^y..2 

(138) 8- (N- (2-:/9^=^/^) -N-oi^/WT^/) -2-7«^>^-3 

- (2 -/^/V-4-;'{ h=3ri/:7:t:::^yl^) -6, 7 - v^t Kd - 5 H- v'i^' 
15 D-O^ [d] k°7y*n [1, 5-a] t-y^v^^. 

(139) 8- (N- i2-y^^::^;U) -l^ -auf-;VT ^ /) -2-/9^/1—3 

- (2 -1^ X2U- 4-;^ V^^^y :^=-M -6, 7 -v't Kn- SH-i/:^' 

n^:/^ [d] h'vy^u [1, 5-a] t°y5:>^^, 

(140) 8- (N, N-v^-/D tVL-T^ y) -2-7^^/1^-3- (2-i5'Pa 
20 - 4 b=3fi/:73.:^/l/) -6, 7 -i/t Kp- 5H-i/i> D^>'i5' [d] 

t°7y^P [1, 5-a] fc°y5:v'^, 

(141) 8- (N-7"Pf/^-N- (4-v-Ty 7a:^/P) p^^'/l'TS:/) - 
2-/^/1^-3- {2-?^f-/i—4~/h^i/y=^^/^) -6, 7-v^tK 
P- 5H-i>j5^D^:/^ [d] t'^i/p [1. 5-a] t'U^v?:/, 

25 (142) 8- (N-T'P tVl'-N- ( 3 -:7;U;^-P :7ai:^/^) ^f-ykT^/) 
-2-^^-71^-3- (2-iJ7 P P-4 -y h^^f-i/^j,::!/!^) -6, 7 -v^t 
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KD-5H-v'^n^>i5' [d] fy^P [l, 5-a] \i'V 

(143) 8-v'7°atVUT5:y-2-^f-/^-3- (2, 5 - v'jJ^ n n 7 

/l^) -6, 7-v?k Kn- 5H-v^^D^:/i$' [d] t°7>^n [l, 5-a]' 

5 (144) 8--:/yPtVWT5:y-2-p<^/U-3- (2, 4->^^utiya^=^ 
)V) -6, 7-e;^t: KD-5H--:y:i'D^>'<5' [d] t'^V'P [l, 5-a] 

(145) 8 - tVl^T =; y - 2 -^^/U- 3 - ( 4 - 7< ^^1^7 o-c^Vi^) - 
6, 7-v=k Kc7-5H-S^iJ'P^:/iJ' [d] k'yy'n [l, 5-a] 

10 ^v?:/, 

(146) S-v^yPtVl^T^y- 2-7^^/^-3- (3-yf-yl-7i::^/U) - 
6, 1 --yyiYn-^Yi--^^ u^v^ [d] t'^yn [i, 5-a] 

(147) 8-v^7°DtVUT5:y- 2-7< 5^/^-3- (2-;^^y^:7:t^y^) - 
15 6, 7-v^k KP-5H-i/^D^^j$' [d] t°7i^ci [l, 5-a] fy 

I 

(148) 8- (N-7°ptvu-N- (-<:/y^ [d] 1, Z-^y-^^VyV-^ 

^-/k) -6, 7 -i^t Kd- SH-v'iJ' P^:^i5' [d] t°7y'n [l, 5 
20 -a] t°y ^v^^, 

(149) 8- (N-T'atf/U-N- [d] 1, 3 -i:^:^^yy 5 
-^;^) :^f-;vr%J) -2-^^/1^-3- (2 -^5^ p p-4 b^v^:7 
:r::i;V) -6, 7 - v>t Kp - 5 H-iXiJ^ P^:/^?' [d] t'yy'p [l, 5 
-a] k-y 

25 (150) 8- (3 -^^-^^yl^T^ y) -2-^^/1^-3- ( 2 ^/V^ct::^ 
/l^) -6, 7-v>k KP-SH-v-i^P-^^iJ' [d] k°7/p [l, 5-a] 
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' ' ■ I, 

(151) 8:-^j^-^i>'^;\^7 ^y) - 2-^/^;U-'S - {3 - / f-Ji^y 
JV) -6, Kb-5H-v'^D^>'i$' [d] M'y:/^ [1, 5-a] 

5 (152) 8- (3 r"^^^^^T5 y) - 2.-pf 3 - { 4 - ?^ J- JVy =. 

\ ■ 

)V) ^6, 7 -v^k Kd- 5H-'>i!' P^^^iJ' [d] t°7y'p [l, 5-a] 

I 

(153) 8- '{%-'^l/^)Vr ^ ;) - 2- y^jv- 3- {2- ^^jV^y,-- 

i 

A-:^ Y-^-y-p -6, 7 - v^t Kn - 5 H-t/i^^ n^^^ [d] k' 

10 y^/p [1, 5-a] k-i; 

(154) 8 -. (N— <^v'/V-N-v'^ P^P kV^T^^^/l^T ^ y ) -2-7<9^ 
71^-3- (2 -7<^/V-4-p< h^riX^a^c^yW) -6, 7-v^kKP-5H 
-^yiPvi^ly^ [dj k°7i/n [1, 5-a] k^DSlv^y, 

(155) 8 - '(N-^>v>/l/-N-v^i> p^p kVkT^^y^T ^ y ) -2-yf- 
15 /W- 3 - (2 -iJ' P P-4 hdri/^oic^/^) - 6, 7-v'kKP-5H 

-^y^X2^:y^ [d] k'7>^P [1, 5-a] k°y5v^>', 

(156) 8- (N-:/^/V-N- {2-y^^:^;V) 7^/) -2-y^/V-3 
- (2-y^;l— 4-y h^v^7 3ir^;^) -6, 7 - v^k Kp - 5 H-i/>? 
xi^-y-^ [dj'k'^yp [1, 5-a] ey5v^>-. 

20 (157) 8 - (3 -^y^;VT^y) -2-yf-;V-3- (2-7«f^7V-4- 
7/U;rp:7::.:^/i/) -6, 7 -v^k Kp - 5H— >^ p^^^ [d] k°yy 
P [1. 5-a] k°y ^v^>', 

(158) 8- {Z-^y'f-J^T^ y) -2-yf-/l/-3- (2, 5-v^i^PP 
y=r.=.;V) -6, 7-v^k KP-5H-->i>P^:/^ [d] k°7>/p [1, 

25 5-a] k°y ^v?^'. 

(159) 8- {Z-^y=fJ^7^y) -2-/=f-jV-S~ (2, 4-v^yh=¥ 
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(160) 8-' {S-^y^;U7^y) -2-?if-jU-3- i2-yA:tn-4 
-^f-/W:7ai-/U)' -6, 7-v>fc Kn-5H-i>'^n^:/i? [d] h'y^ 

5 D[l, 5T-a]t°i;^ v^^, ■■ ' ■ 

(161) 8- (N-y'^f-zV-N- i2--f^^A') T^y) -2-?^^/^- 3 
- (2-'i57DD-4 h^^ev-^ai^/l^) -6, 7 -v^t Kn- 5H-->^ 
D^:/i5' [d.] k°7,y"n [1, 5-a] t°!J5v>>\ 

(162) 8- (3 2-y^;l'T^y) -2-7<^/'l'-3- (2-^ 
10 ^/l^-4-^/ - 6, 7-v^fc KP-5H-v^t^D^^i?[d] 

t'^y'D 5-a] h'V^i^y. 

(163) 8- (1 P^'¥v'yW:3:^5^/WT5:y) - 2 - ?i 'f-JU- 3 - (2- 
p<^/U-4-p{' h^V^7:r::iyP) -6, 7-v'k K D - 5 H- D 

[d] t-^y'n [1. 5-a] h'V^i^:^. 
15 (164) 8- ( 2 -^:x^yUT ^ / ) - 2 3 - ( 2 -p< 5^;^- 4 - 
^ h=3{^i/:7 3i^/V) -6, 7-v't Kn-SH-v/iJ'D^^^iJ' [d] 
o [1, 5-a.] t°y ^v^^-, 

(165) 8- ( 2 -^y^yUT ^ y ) -2-7<f-yV-3- (2-^5^/^-4- 
;i h^i^y^:^/\^) -6, 7 -v^fc Kn- SH-v-i^ P^^^t?' [d] H'v^ 

20 n [1, 5-a] b°]; ^Iv^^. 

(166) 8- (1 h^t/- 2-yn tVUT5:y) - 2 - p« f-zW- 3 - (2 
-p«^7l'-4-;>{ V^t/7 3i-/W) -6, 7-v't Kd- SH-i/ri^n^:^ 
^ [d] t-yy^n [1, 5-a] H'V ^i»^s 

(167) 8- (2-:ti^^/VT?y) -2-p<f-/U-3- (2-yf-A-4- 
25 7« h=^iy7:x;:^/W) -6, 7-v'k Ko-SH-i/^n^Vi? [d] 

o [1, 5-a] k'y ^v'^^. 
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(168) 8- (1, 2, 3, 4-Th7^ h^'^i-y^Uy-l-yC/U) 75/, 

-2-/^/V-3- (2 -/^y^-4-7« -6, -7.-v^t 

KD-5H-v/^P-<>i? [d] t°7y'n [1, 5- a] h']) 

(169) 8- ((IS, 2S, 3S, 5R)-2, 6, 6 - p« ^/Ut'i^iJ^ 
5 n [3. 1. 1] - 3-^y^;V) T ^ y - 2~ /"f-ZU- 3- {2-/f-/l^ 

-4-;^ h^i^y =!^:^/^) -6, 7 - v^fc Kp - 5 H-i/iJ' d^^^ [d] 
t°7;/n [1, 5-a] 5i;'>', 

(170) 8- (3 — ^^-^/VT^ y) -2-/5^/1—3- (2-;^^/L— 4-' 
o n 7acr^/V) -6, 7 - v't Kp- 5 H-->^ n^^^iJ' [d] t'^^P 

10 [1, 5-a] t-y ^v^^-, 

(171) 8- (3 -^V^/^TS; y) -2-7<5^/V-3- (2, S-v^^h^. 

v-^oi^/i/) -6, 7--:^t kp- sH-v-^ p^^'iJ' [d] t'^y'p [1, 

5- a] t'U 5^;^^, 

(172) 8- (3-^:y^/UT^y) - 2- pi^/]^- 3 - {2-^ h'^i^y 
15 riyv) -6, 7 -v't Kp- 5H-iy^ p-^^^ [d] h'^y'P [l, 5- 

al ^v^:/. 

(173) 8- (N-^^/l--N- (4 -t Kp^^v-^'^/W) 75/) -2-/ 
^/V-3- (2 -7<5^/^-4 -/ h^v-^^::^/!^) -6, 7-v^tKP-5 
H-i/^P^^iJ^ [d] b°7>/p [1, 5-a] \i'VKi>ys 

20 (174) 8 - (3 -^V^y^75y) -2-/^;U-3- (2-yh=3ri/-5 
yyp tVl^ 7:31^/1^) -6, 7 Vti- 5H-iy-^ n^y^ [d] 

t'^yp [1, 5-a] ^i^^y. 

(175) 8- (3— <^/^;U7 5; y) -2-/f-/^-3- (2-/h=^'>-5 
-7/^;tn7a.^y^) -6, 7 - v't Kp - 5 H- v-^ D^:/i$' [d] 

25 [1, 5-a] t°y 5v^:/. 

(176) 8- {-N-y^=^/u-N- (4-7;^;^P73i^y^) y^/V75y) - 
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■ ■ I, 

vi-5ii-'^^v^y^ [d] t-yy'p [1, 5 -a] t'v^i^y. 

,'.1 

(177) 8.^' '(S-^y^/VTS: y) -2-p(f-;V-3- (2-7^' f=3f-i/- 5 
-j57Do:7 3i::i;u) -6, .7 -v't Kp- 5H--^:J7o^>iJ' [d] t'y^ 

5 D [1, 5 7-a J t°y ^ v=>. ' ■ 

(178) 8- (N-v'iJ' n^n bVu^f-zl^-N- ( 4 - M; :7/U;t-p 

'yi^/UT^^) -2-7«^/l— 3- ( 2 - P P - 5 - ^ h =3r v':7 
- 6., 7 -v^t Kp - 5H-^>^ P^:/^?' [d] t°yy p [1, 5 
-a] M'V ' • .. 

10 (179) 8- (3'-^;/^/^T^ y) -2-7^^/1'- 3- {2-/^/1—4- 
l/Tjy^^)V) -6, 7 - v^h Kp- SH-i/i^^ D^>'^ [d] t'^V^P 
[1, 5-a] ^v^^-. 

(180) 8-v/N-7fp tVl^-N- (2 h^->:i:f-;^) T^7) -2-^ 

^/W-3- (2-i5'PP-5-p« b^v-^^t^y^) -6, 7-v^tKP-5 
15 H-Vi5'P^>'i$'' [d] f^y'P [1, 5-a] t^y^v^^', 

(181) 8- (N-^^/l'-N- (4-7<^/Vf';^7 3in7^) ^^/I^T^/) 
-2-^5^/1^-3- {2--!? "ciu- A- :^ V^'^yy -6, 7-v^t 
Kp- SH-v'^P^^iJ? [d] t°7y'P [1, 5-a] t'U^v^^, 

(182) 8- (3 -^:^^/VT^ 7) - 2 - 3 - ( 4 - 7< 

20 z^=.jV) -6, 7 -v^t Kp- SH-v':^' p^^iJ' [d] t'y/p [l, 5 
-a] fJJ $v^>-, 

(183) 8- (3-^>'^/^T5y) -2-;'{^;l— 3- (4-v?^^/VT$ 

yy^r^/P) -6, 7-v^t KP-SH-v^i^p^:/^ [d] b°7y'p [1, 
5-a] t:°i; 5 v?^'. 

25 (184) 8- (3-^:/5^/UT$y) -2-^^/1^-3- (2-^PP-4- 
;^^/^5^;f 7cn:^/k) -6, 7-v^t KP-SH-i^iJ'P^^iJ' [d] b°7 
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[1, 5- a] t^y ^i/y^ 

(185) 8- (N- (2-^ h^arV^^yl^) -N- i2-y'=^=^/U) T^V) 
-2-p(^/W-3- OD-4-^>=¥v'7i.=^/l') -6, 7--:^t. 

KD-SH-v'^a^^/iJ' [d] fc'^y'p [1, 5 -a] 
5 (186) 8- (N-:/otVV-N- ( 5 5^71^7 7 2 — f;l/) :^^)\^T 
^y) -2-p<^>'^-3- (2-^nn-4-;'« h=¥v^:7a.::^7l^) -6, 7 
-v>t Kn-5H-iXi5'D^>'i5' [d] \fy-/x2 [i, 5 -a] t'ySlv';/. 

(187) 8- (N — <>'v^yU-N-v^^ p:/p tV^T ^ y) -2-^^/1^-3' 

- (2-^np-4-7< h=3rv^7^-7^) -6, 7 - v= t Kn - 5 H-->^ 
10 xi^:y^ [d] f^y^n [1, 5- a] fc°y5v^>, 

(188) 8- (N-->:^' nyn tV^;^^/l/-N- ( 2 - 7« b v-^f-^W T 
y) -2-yf^/L'-3- (2-i5'nn-4-y y^-yy a^=^)V) -6, 7- 
v^t KP-5H-iX^P-<:/i5' [d] t°7^/P [1, 5- a] t°y^v^:/. 

(189) 8- (3-^:/^;vT^ y) -2-y9^/v-3- (2-^:^00-4 - 
15 y^x^^-y -6, 7 -v^t Kn- 5H-iyi;7 p^^^ [d] h°7y'p 

[1, 5- a] t°!J 5v^y. 

(190) 8- (3 -^:/5^;vT^ y) -2-y^/V-3- (2, 

- A-^ y^l/y a^=-)V) -6, 7 -v^t Kp- 5 H-Vi^^ P,^:/;5' [d] 
t^^yP [1, 5 -a] t°]J^i>^. 

20 (191) 8-v^:7'5';VT^y-2-yf^;^- 3- (2 p p-4-y h^iX 
^■i:^/^) -6, 7-v^t KP-SH-V^P-^Vi?' [d] t'^yp [1, 
5 - a ] b" y 5: -J'^^ 

(192) 8-tf;^ (2-y h^v-^^/^) T^y-2-y9=-/l'-3- {2-^ 
pn-4-7« hdrv-y^^/P) -6, 7-v^t Kp- SH-i/i^ p^>^? [d] 

25 t'^yp [1, 5-a] fc-y^v'V. 

(193) 8- (N-^f-zV—N-iyi^ P^P tVP7« 5^/1^7 5: y) -2-^5^/1- 
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-3- (2-i?D ^df'>7al::^;^) -6, 7 - t^t Kp n- 5 H-' 

v-i^P-^y^ [d] f^^^D [1, 5- a] k°y^v=^, 

(194) 8- (N-v-^ pT'd tVl^-N- (4 -i/T/ ^^-jVT^' 

5 v^t Fp- 5 H-v^i^ P-<^/^ [d] t^yy'p [1, 5 -a] k°y$i»; 

(195) 8- (N-v-i? P7°P bVk^^'/^-N- ( 4 - / 7 ^ ^ 5^ 
J\^T^J) -2-p<^/U-3- (2-:J'PP-4-^ hafv'7 3i::^yU) - 6, 
7 -i>k Kp- 5 H-iXi? P^y^ [d] b'^^P [l, 5-a] t°iJ5;i/ 

10 (196) 8- (N-T'^^/i^-N-v'^ pyp tVP;^^/VT^ y) -2-p<f-/U- 
-3- (2-^:^ P P- 4 h=3rv^:73.^yl-) -6, 7-v^t:KP-5H- 
i/^n^l/^ [d] h^^y^D [1, 5-a] fy^v^^, 

(197) 8- (3 — <:yJ-J^T?.J) -2-^=f}V-2,- {2 -■i' tt u- 4 - 
^ h^->;*/W7}<-/V7:£^/u) -6, 7-v^t: Kp - 5 H-i/i? p^^/^J' [d] 

15 t'yy'p [1, 5-a] h'V ^i^y. 

(198) 8- (N-:7'P.kVU-N- ( 2 - >'7U;tP :7 3i=/V) ^f-;i^T$y) 
-2-p<^/l'-3- (2-1^7 au- 4-;^ h^-yy :^=-/^) -6, 7-v^t 
FP-5H-iXi^ P^^^ [d] t'yy'p [1, 5-a] $,i^y, 

(199) 8- (N-T'ntVl^-N- ( 5 -7^ 2 -^/l-) 

20 /VT^y) -2-^^/1—3- (2-i^PP-4-y h^v':7ai::^/l/) -6, 
7-v>l:: KP-5H--i/i?P^>^ [d] t°yy'p [l, 5-a] M'V 

y. 

(200) 8- (N-:/p kVi^-N- :^y- s~^ju) y^/ur^/) 

-2-y9^y^-3- (2-^ PP-4-7« h=¥-^7aL::^yU) -6, 7-v^k 
25 KP-SH-v'iJ'P^^i?' [d] t°7>^P [1, 5-a] \^]) ^i^y. 

(201) 8- (N-^f-/u-N-yp tvi^T 5: y) -2-y^/i — 3- (2- 
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i. 

^X2ti-4-j^ }^^i^yai=-)V') -6, 7^i/t Kn- SH-i^iJ' a^^'i?' 
[d] t:T7^i(:i?' [r,' 5-a] t°y^v>>, ' ., ' 

(202) 8- ,(3-^:^^/VT5:y) -2-^f-;V-3- (2-:^nD-4- 
;«7/W^^-t'/V7:n;^7U) -6, 7 -v^t Kn-.5H-v':J7 [d] t° 

5 yy'v2 li, 5- h'V 

(203) ' 8- (3 -^yf-/^T$; y ) -2-^^;l'-3- (2-:^7UP-4- 

I 

(N-7<,^;V;&/W-^^^/^) 7ai::^/l^) -6', Kp- 5H-v'iJ' D 

[d]' t'^yn [1, 5 -a] t°y5:v^^, 

(204) 8- ( 3 SV^/VT 5: y ) -2-^^7>-3- {2 --i^ u - 4 ~ 
10 (N, N-^;5y^;^:*;W<?^^;l/) ^ii :2i/W) • - 6 , 7-v^tKP-5H- 

Vi^n^Y^ td] e^y'p [1, 5- a] ^i^y. 

(205) 8- (N-^^^yv-N- {4-y;]^^^yz>^=^ji^) y^/vT5:y) - 

2-7<.5^/l— 3- (2-i{7nn-4 h^v-^a^/V) -6, 7-i>tK 
o-5H-v'i?o-<^i$' [d] ifyy^ [l, 5- a] fp^v^^, 
15 (206) 8- -2-^5^/W-3- (2-i>Pa-4, 

6-v^y h=¥V7:>i=-7U) -6, 7 -v^t Kp- SH-Vi^^o^-S^/i^' [d] 

t°7 y^p [ 1 , 5 - a ] t° y 5 v?^, 

(207) 8- ( 3 -^^^^7^T 5: y ) -2-yf-7P-3- (2-^PP-4- 
T^y 7^-/1^) -6, 7->^t Kp- 5H-i/i^ P^:/^?' [d] t'^^P 

20 [1, 5-a] t°y ^i/:/. 

(208) 8- (3 -^^^^yl^T^: y) -2-yf-/t'- 3- (2-i>PP-4- 
y ^/l^T^ y 73i=/k) -6, 7-v^t Kp- 5H-v^^ P^:/^ [d] t° 

yy^p [1, 5 -a] t°y ^v^^-. 

(209) 8- y) -2-y^;v-3- (2-7J^/^^/^-4 

25 h'^iy 7 0^=^/1-) -6, 7-i;5t Kp- 5H-v^i^P^>t^ [d] 

y^P [1, 5 -a] H'V^i^y. 
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I, 

(210) 8- (3 -'<yi^jurr^y) -2-^9^;u-3- (2-i/7 y -4- 

Y^iyy'ki^jV) -6, KD-5H-V^D^^iJ' [d] ii^yy 

n [1,. ,5'— a], h°]}^i:^y, 

(211) 8- iS-Xy^/l^T^y) -2-^^>v-3- (2-Ji^/U-4- 
5 h^i^y -6, KP-SH-i/r^'P-^:^:? [d] H'^^ 

I 

n [1, 5- a ] t°y s:^;?^. 

I 

(212) 8'- (4— v:/f-/VT5:/) -3- ( 2 - p p - 4 h ^ 
-/V) -6, 7 -i^t Kp- SH-v'^ D^ViJ' [d] k'yy'P [l, 5- 
a] 

10 (213) 8- (N, N-v^T^DtVl'T^y) -3- (2 -i? n n-4 b =¥ 

v':7ai^/l-) -6, -7 -i^t Kd- 5H-v^i^. n^>:? [d] t'^^^P [l, 
5 -a] t°D $ v^^-, 

(214) 8-.><3-^:/^yl'T5:/) - 2 -7<^>'l'- 3 - 
yf;:=.;U-4-?i h^-'yy^=^^^) -6, 7 -i^t Kd- 5 H-v-i? D--^:/^ 

15 [d] fy^/p [1, 5- a] t^y^v^^. 

(215) 8- (N-i/^ PT'P fcVl'-N- ( 2 - :7/P;^P 7 ji^/l') ^ 'f'/WT 
S^y) -2-y^/U-3- (2-1^ uu-4-y V^i^y^=^M -6, 7 
-v=t KP-5H-iy^p^>'i5' [d] M'yy'n [i, 5-a] t°D5:v^>', 

(216) 8- (N-'>i^ pyp tVl'T^^/l'-N- ( 2-7/l/:^P7i=-y^) ^ 
20 5^/l/T^y) - 2 3 - (2-^5^ P P -4 h =3^^-7:11 r^yl^) - 

6, 7 -i^M Vo-5H-i^iyx2^y^ [dj fc'yy'p [1, 5-a] i:°V 

(217) 8- (N-v'iJ' PT^P tVl-7<^/l/-N-yp tVl-T^y) -3- (2 
□ n-4 h^^f^v-^^^::^/!^) -6, 7 - t Kp - 5 H- v-i^ 

25 [d] If^yP [1, 5-a] fy^v?^. 

(218) 8- (N-yPtVW- N- (4-p<f-7U7 3i=:/W ^^/UT^y) - 
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3- (2-:? f^V^rcn/v) -6, 7 Kp- 5 H- V 

^^^^■^ [d] t'^y^p [1, 5 -a] t°y$v?>. 

(219) 8- (N-^^/v^/l'-N-^XiJ' pT'd ^ /) -3- (2, 
. -^uu- A-:f^ y^-y-y -6, 7 -i^t Ko - 5 H-v'^ n^i^ 

5 [d] [1, 5-a] t'U^v^^, 

(220) 8 - (N-v-^ n^p t°;i-7<^yv-N- ( 4 - 7< f-yw^ ai^/u) > 
/V75:y) -3- (2-:i' P P-4 h'^rv'^:!!-/^) -6, 7-v'tK 
D- 5 H-v-^ P^:Xi^ [d] t'^yp [1, 5- a] t'y^v^:/, 

(221) 8- (N-yPtVt'-N- (4-7/^;tP7j^^/l') ^^/I'T^/) 
10 -3- (2-i^an-4-p« h^v':7 3i:^/U) -6, 7-v=tKP-5H- 

c/^D-<^^ [d] t'^y^p [1, 5- a] t'y^v^y^. 

(222) 8 - P yp tVl'T^ ^/WT ^y-3- (2-^PP-4-p<h=2r' 
i/^^.^;!^) -6, 7-i>l:: KP-SH-v-i^P-^^/iJ? [d] t'^^P [i., ' 
5 - a] t°lJ $ i?^, 

15 (223) 8 - (N-ViJ' p:/p tVl^-N- (4 ^yW7:E;^yW) 7« f-zV-T 5 
J) -3- (2-i{'PP-4-7< h^^rv'^:^^/!') -6, 7-v?t'KP-5 

Y\-'y^ xz^y^ [d] t-^y'p [1, 5- a] t-y^-^:/, 

(224) 8 - (N- V'iJ' Pyp tVl^T^f-Z^-N- ( 4 - h U :7/k;tP 7^ 
z!LZ^)V) :^=^}VT%J) - 3- ■(2-i?PP-4-7< h=ariy:73.:^/V) -6, 

20 7 -v^t Kn-5H-v'^P^>'^ [d] t°7y^P [l, 5- a] f D ^ 

(225) 8- (S-^^-^/V-T^y) -3- (2-i^ o n-4-7J h^v-^a^ 
=/V) -6, 7-i;?h KP-5H-^>i^P^>-i5' [d] t'y^P [l, 5- 

a] t-y ^i^^y. 

25 (226) 8- (N-i^^ P"7"P tVl'7<5^;l'-N- (4 -^/Wj^-p ^ccc^yV) 
^jvr^J) -3- (2-i^ PP-4-;?« h^v':7 3i::^;V) -6, 7-v^t 
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Kn- SH-i/^J^ n-<>'i? [d] t'^^n [1, 5 -a] t°!J ^v^^. 
(227) 8- (3 -^y^/l^7 ^y) -2-7<^/^-3- (2- (l-;'^^/^ 
- 1 -t Kn;3!->Xrc^^W) -4-> h^v-y^^yl^) -6. 7-i>t:Kn-' 
5H-i/>5'P-<>'i?' [d] h'yya [l, 5-a] fc'y^v'^. 
5 (228) 8 - {N-y'nii'jU-N- {4- hV y/^^^ /f-^^^^^yy =^^'''^) 
^5^y^T^y) -2-^^/1^-3- i2-i!^ uo- h^-yyy^:^M 
-6, 7-v?fc KP-SH-v-^n-^^^ [d] t'^^P [l, 5-a] f 
y ^ . 

(229) 8 - (3 — ^^i^/UT^y) - 2 - p< ^/I^- 3 - ,( 2 -i? cz p - 4 - 
10 ;>« h^i/:7rc^>'l-) -6, 7 -v^t Kp- 5H-iXi? P^:/i? [d] f^V^ 

P [1. 5-a] ^v^^/. 

(230) 8 - i3-'<y'f-r^7^y) - 2- :^^}V-3- (2-^h^v'-4 

1; v»-5--f>'V)-6, 7-v=t Kp - 5 H- P^:/i5' [ d ] 
t^^y'P [1, 5-a] t'lj ^v^:/. 
15 (231) 8- (N-y^/U-N-iXi;' PT'P h:V^7<^/^7 5: y) -3- (2- 
^ p p_4 _^ jsdriX^^i^/^) -6, 7 -i/t Kp- 5 H-i/^ P--^>'^5' 
[d] t'^y'P [1, 5-a] t°lj5v>\ 

(232) 8 - (N-:/PtV^-N- (4 -p^f^^V^ji^/W :^^)V7^J) - 
2-7*5^/1^-3- (2-i^ P P-4 h^i/^cc^/^) -6, 7-v'kK 

20 P- SH-Vil' P^:/^?' [d] b'yy'P [1> 5-a] yf^^'yl/^ 

(233) 8 - (N->^PkVV-N- (4 -i/T^ 7cc::^/V) p<^y^T^y) - 
2-p<f->'V-3- (2-^5' P P-4-P* h^i/73i^/V') -6, 7-v>tK 
p-5H--:^i^P^Vi5' [d] f^yp [1, 5-a] t^pSlv^;/, 

(234) 8 - (N-v-^J^ p:^p tVMf-/l--N-p<5"/^T^ /) -2-7<^/^ 
25 -3- (2 -j^ P P-4 h^v':7a^-/W) -6, 7-v^kKP-5H- 

iXi^p-^^'iJ' [d] t-^y^p [1, 5-a] t:°y 
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!, 

(235) 8 - . (N -^f-zu-n - n --f^jVT ^J) - 2 - t Kd ^i/pt ^/U 
-3- ■(2>^^;^-4 -t Kp^v':7 6, 7-v/tKn-5H 
-^yj;x2^y^^ Ca]'.k'7/n [1, 5 -a] b•JJ5v>^^ 

(236) 8- (N-^f-7l'-N-n-:/f^yVT$::y) - 2-t KP^i/7<^/V 
5 - 3- (2-^f^/^-4 h=¥^:x:7:ta:iyl>) -6, 7-v^tKn-5H- 

v-iJ^nXi^^ id] t-^yn [1, 5— a] t'lj^v'^', 

(237) 8 - (N-T^n tVu—N- {1 - :^ 4 % J )V) T ^ J) - 
2-;^=r}i^-Z- {2-y^'^;v-4-y^ Y^^yyz^^rjv) -6, 7-v^tK 
u-bH-^y^P^'l^^ [d] t'yya £l, 5-a3 t°!)$i;?>. 

10 (238) 8 - (N-ai^7l.-N-n-:/^/t-7 5;.V) -2-tKndrW^y 
p«^7V-3- (2 4 h:^^/?:^^^/^) -6, 7-v^tKci- 
5H-i/iJ'P-<>i5' [d] t°7:/p [1, 5- a] t°!J5:v^>'. 

(239) 8- [ (2S) -i-t KDdj^w^/:/^:/-2 — T5:y- 

2-7«f-/^-3- (2 -^'5^y^-4 ^=3f->7ai::^yl/) -6, 7-v^tK 
15 vi-bli--y'!7 n^l^^ [d] t°7>^n [1, 5-a] t°!J5:v^>. 

(240) 8- [ (1 S) - l-Vryr/nhVU-T^y] -2-7<^^^-3- (2 

b^^v'^i— yl^) -6, 7-v?t Ko- SH-v^iS' D^^- 
[d] t'^yn [1, 5-a] 

(241) 8- (N-^^/l'-N-n-:/^7UT^y) -2-v'Ty-3- (2 
20 -;^^yV-4-;^ h^^rv-^cc^^^/W -6, 7 -i^fc Kn - 5 H- v'iJ' 

[d] fy^^D [1, 5-a] t°y5:v?V. 

(242) l-v^T/-2-7<^/l— 8- (3-'<>'^/^T^ y) -3- (2- 
^ ap_4_^ |.arv':7 3ic^7U') -6, 7 Kp - 5 H- Vi? n^^'i^' 

[d] t-DP [1, 2-a] t°y 
25 (243) l-VT7-2-^^>'l'-8--:?7'Plf/^T5:y-3- (2-i5^PP 
-4-p« h^i/^ai^/U-) -6, 7 -v^t Kd- 5H-v'j57 D^>'^ [d] 
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I 



fc°Da [1, 2- a] fU ^v?^, 

(244) 2, 3-v^;^^7^-4-T^y- 1 - ( 2 ^/V- 4 h^v"^ 
-6, 7 -v>t Fn- 5H-ViJ7 n^i/^ [e] l:°n p [2, 3-' 

b] t-yv^^-. 

5 (245) 2, 3 -iy;<^y^-4-:^'^/U:^/i^7i^=^jUT^y-l - (2-^5^^^ 
-4-7« h^v-^^d^/W -6, 7--:>k KP-SH-i/i^a^y^J' [e] 
t'nn [2, 3-b] \i'Vi^>. 

(246) 2, 3-i>p«^/U-4-:7'ntVWT^y- 1- ( 2 - 7< 5^/1— 4 - p< 
h^:X7:3i^/^) - 6, h'u- 5H--^^ u^y^ [e] t°n p [2, 

10 3-b] fUv^^-, 

(247) 2, 3-v^7<f-/^-4- (N-:3i^;U;&/^73^"::^7l^-N-yp tVl^T 5:' 
y) -1- (2-7«^/U-4-^ h^Srv-^air^/^) -6, 7-v>t KP-5 
H-v'iS^P-S^/iJ' [e] t°PP [2, 3-b] t°yv^;/, 

(248) 2, 3- v?p< 9^71^-4 - n tVl^T^y- 1 - (2-7<f^;W-4- 
15 ^ h^v-^cn^/W -6, 7-v^t Kp- 5H-i/iJ'P^^i5' [e] t'P P 

[2, 3-b] t-yv^^-, 

(249) 8 - (4 5^/^T^ y) -3- (2, 6 - v^^ 9^/1^- 4 - ^ b ^ 
v'7ai:^y^) -6, 7-i/t KP-5H--:x^p-<^i5' [d] t'^y'n [l, 

5 - a] H'V 

20 (250) S-i/^PtVl-T'^y-S- (2, 6 -i/^ ^71-- 4 h =3f- ^7 ^ 
::^/^) -6, 7 -i^M Vu-5H-^yii^ [d] fy/P [l, 5- 

a] t-y 

(251) 8- (N-^^i^ P7°n tVl^T^f-zl^-N-T^P kVl'T^: y) -3- (2, 

6- v?^^yU-4-^ b=3E^v'7;cr^/P) -6, 7 -v^t Kn - 5 H- v'iJ' n 
25 ^y-^ [d] t°7>^n [1, 5 -a] fy^v?^/, 

(252) 8- (N-^:/v^/^-N-i/^ p^p tVl^^f-zwr^ y) -3- (2, 
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wo «»2/(»53565 PCT/JPOl/llSSl 

I, 

i 

6-t>^^/^-'4-^ b'^V:73i:^;V) -6, 7 ^i^.t: Kd - 5 H- p 
E'dKb'^yp [1, 5- a] t'lJ'$v^>',. ' 

(253) S-i.CN-v'iJ'czT^n tVV^^;k-N- {A - ^^'f'JVy :^=.;y;f~i-fV) 
T^y) -3- (2, 6-v^p«5^/L'-4-7« K^v<t7 3^:^/V) -6, 

5 t Kp- 5H,-->i^ n-^^^ [d] ^'y^^'ll, 5 -a] t'U^v^^, 

(254) ' 8- (N-T'ntVl— N- (4 -7;^:^'^ ^'^^ ^>"^) T^y) 
-3- (,2, .6 -v'^^/U'- 4-;^ h^iy:?^::^/^) -6, T-v'tKn- 

. SH-v-^n^^^ Cd] t'^y'P [1, 5- a] t°.];5:i>^. 

(255) 8 -v?v^^p.:7"n tVl/y^yUT5:y-3- (2, 6-v^yf-/^-4- 
10 y b=ar->7a^^/W)' -6, 7 -v^t Kp-5H-->^ P^^^J' [d] t'^i/ 

P [1, 5- a] t°y 5 v>>. 

(256) 8- {N-^^;l^-N-i^i^mzfti\i';U?if-/UT^ y) -3- (2, 
6-v'y5=->'V'-.4 h^v'7a.::^7V-) -6, 7 - t K P - 5 H - Vt^' P 

[d] t'^y^P [1, 5- a] M'VKi^^s 
15 (257) 8 - (N-->j^ d:/p bV^^5^/l^-N- (4 -:7/W;a-P73i=/V) y 
^/^7 5:y) - 3- (2, 6-v'yf-/V-4-y ^=¥V7al:^7^) -6, 7 
-v?h KP-SH-v-y P-<^i^ [d] t'yy'D [1, 5 -a] \i'V ^i^y. 
(258) 2, 3 -v^y^/^-4- (N-:3^f-/P-N— <:/^/^T5y) -1- (2 

-y f-/i/-4 -y ^=3r■=y7:3l::^/^) -6, 7--::^t Kp- 5H-;yy P--^> 

20 [e] t°PP [2, 3-b] t° JJ -:x^;6^b3i{mSlt*©|ElS 1 i-lBit© 



1 8 . 'fb-a^^;^^. 

(1) 8- is-^y^^juT^ y) -2-y^/i'-3- (2-yf-/i'-4-y 

25 h^'yy:^=-/l') -5, 7 -i;^!:: KP-f-^y [a, 4-d] t'7>^P [1, 
5-a] t-y ^i^^y. 
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wo 02/053565 PCT/JPOl/1 1581 

!, 

(2) 9- ( 3 -XC/f-Zl'T ? y ) -6-^,7< Wk-'S- (2-;'«f-/V-4-;^ 
h^i^y^'^M -2, B-iyt V^-i-::^/ [3, 2-d] t'^ya [l, 
5 -a] t^y 

(3) 8- (3-^y^>'^T^y) -2-7<f-/^-3- (2 -7*9^/1^- 4 

5 h^v-^^x^/l^j -5, 7-v^tKn-:7n [3, 4-d] t'y^n [l, 

5- a] t°y 

I 

(4) 9-' (B-^yf-jUT^y) - e-^ii^/U-b- i2-;^^;\^- 4-}^ 
Y^iyyz^=r;V) -2, 3-C/tKD-yn [3, 2-d] t'^y^ [l, 
5-a] t°y , 

10 (5) 9- (3 ^xy^y^TS: 7) -6-^^/1^-5- ( 2 4 - p< 
h:3fv'7i^7^) - 2, 3-v^tKD-t°on [3, 2-d] t^y^n [l, 

5-a] t°y 

(6) 8— ryyntVl^T^y- 2->^yl'-3- ( 2 ^/l^- 4 - 7« h ^ 
v':7 3L^;V) -5, 7-i/t:Kn-7P [3, 4-d] t'^^n [l, 5- 

15 a] t°y ^v^^'. 

(7) 8 - [ (2 S) -1, b^iX:/i5'y-2 — r/l-] T^y-2- 
;^^/^-3- (2 -7<^;^-4 h=3rV:7ai^7l-) -5, 7-v^tKP- 
yu [3, 4-d] t'^y'D [1, 5-a] t°lJ5:v^y, 

(8) 8- (1, 3-v=^ h^;^7'P/>°y- 2-^/V) T 5 ^ - 2 -7< f-^^- 
20 3 - (2-p^f^A-4-^ h^->':7^^/I/) -5, 7 -v^t Kn-7P [3, 

'4-d] \£yVn [1, 5-a] fiJ^v^^^ 

(9) 8-bf;^ (2-^ h=¥iy^^/W T5;y-2-.^f-yV-3- (2-^9^ 
jV-A-}^V^^yy^^^^) -5, 7-v>tKc-7n [3, 4-d] \fy 
yn [1, 5-a] fc°y ^v'^', 

25 (10) (5RS) -8- (3-'<^'^/WT5:y) -2, 5 - v'p^ ^yP- 3 - (2 
-p<5'/^-4-^ h^v-7:t:^/V) -5, 7-v^tKD-7n [3, 4-d] 
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wo »2/«53565 PCT/JPOl/11581 

t'^yp [1, 5 -a] \:'V^i». 

(11) 8- {3-^y^;i^T^J) -2-/f-/i^-S- i2-/i-;i^-4-?^ 
h^iyy:^::^/^') -5, 7-v^tKn-t°Dn [3, 4-d] t^y^^n [1, ' 
5 -a] fi; ^ v?^. 
5 (12) 8- (N-ynbVl^-N- (2 - h ^iya^i-jU) T^/) -2-^ 
9^;V-3- (2 -^^;U-4-p« h=3{^V:73i::^;u) -5, 7-v>tKD->' 
D [3, 4-d] t'^y^n [1, 5- a] t'D^v^^-. 

(13) 8-v^i5'n7'DtVl/T5:y-2-^^/W-3- ( 2 - ^/W- 4 - ^ b 
^l/ya:.=^/U) -5, 7-i^tKn-:7P [3, 4-d] t'y^P [1, 5 

10 - a] 5 v^^. 

(14) 8 - (N-^f-yW-N-v^;^ D^D tWT 5: 7 ) - 2 - ^ 3 - (2' 
-p«^/V-4-7< -5, T-v^tKu-^n [3, 4-d] 
h^^yn [1, 5-a] fc°!) ^v=^. 

(15) 8- [ (2R) -1-^ h^iXy^iJ'^- 2 -^7^] T5:y-2-^^7V 
15 -3- (2-p«^y>-4-7« h=3rv-:7^-yl-) -5. 7 -v>t Kp -:7 p [ 3 , 

4-d] t'^y'p [1, 5-a] t°y5:v^>. 

(16) 8- [ (2R) -1-/ h^^yy^^y-2-^;U2 T ^ J -2-:^^)V 
- 3 - (2-;^f-7V-4-^ h:3ev':7^^7^) -2, 3-t>t KP-;7n [3, 
2-d] \fy-/x2 [1, 5-a] 

20 (17) 8- (N-v-^ p:/p tV^7< ^/^-N- (4-7^^/1^7 31^71') 7< ^71^ 
T^y) -2-7*^7^-3- (2-7<^7^-4 b'3rv-7 3.c^7V) -5, 
7-v'fcKn-7D [3, 4-d] fyy^D [1, 5-a] fc'D^v'V. 

(18) 8- (3-^>'f-7VT5: /) -2-7«f-7U-3- (2-i^nn-4-^ 
hdfiy7cii-7U) -5, 7-^<?l:KD-7a [3, 4-d] t°7/P [1, 

25 5- a] 

(19) . 8- (N-v'iJ' P7"o tVl^-N- (4-7«f-7V7ai-7V) 7<f-7WT^/) 
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wo 02/(153565 



PCT/JPOl/1158] 



-2-7<5^yl— 3- (2-^ h^v-^cc:^;!^) -5, 7-':^t' 

KP-7D [3, 4-d] t^yy'P [1, 5-a] ^i^>s 

(20) 8- (N-iX^n7"o tVU^f-/l— N- (4 f-/U7 3i:^/W 
T^y) -2-p(^/V-3- (2-^DD-4-;^ ^=a^v'7 3l^/^) -5, 

5 7-v=t:KD-:7o [3, 4-d] fy^u [l, 5-a] ^i^^s 

(21) 8- (N-:/D tVW-N- (4-7yl'i-p:7^-/^) ;^^/i'r?y) - 
2-7«f-/i^-3- (2-^0 0-4 h^v"^ 31 ::^/V) -5, 

P-:7P [3, 4-d] b'^y'n [1, 5-a] t°y^v^^. 

(22) 8- (N-v'tJ' P^n tVMf'/L'-N- (4- /'f/U^^ry a^^M ^ 
10 ^/VT5:y) - 2 -7*5^/'^- 3- (2 -iJ' D D-4 h^v'^oi^yV) - 

5, 7--^tKP-7P [3, 4-d] M'yV'^ [1, 5-a] t°i;5v=>-; 

(23) 8- (N, N^v'T'p tVUT^y) -2-p?^/^-3- (2-:J'Pp- 

4- 7« h=3fv-7 3i::^/V) -5, 7-v>tKP-7P [3, 4-d] \fy:/n 
[1, 5-a] ^v'^', 

15 (24) 8- (N, N-v?7'^/VTS: y) -2-7<^/^-3- (2-i5'PP-4 
-p< h'^ei/^cr::^/!^) -5, 7-v>k Kp-^p [3, 4-d] k'7>^P [1, 

5- a] t°y $v^>, 

(25) 8- (N-T'n tVl^-N- ( 4 f-/I^:7i::i/W p^^^/vr?/) -2 
-7<f^/l'-3- (2-:J'nP-4-7< h=3{^v':7ct— /P) -5, 7-v^tKn 

20 -7P [3, 4-d] t'^yo [1, 5-a] t'D^v^^, 

(26) 8- (N-7'^^/l^-N-7°P tVl^T^y) -2-^f^/^-3- (2-^ 
pp-4 h=3rv/7::c-/l^) -5, 7-v'kFP-7P [3, 4-d] \f 

[1, 5-a] t°y 5v>^. 

(27) 8- (4— --^f"/UT^ y) -2-^9"y^-3- (2-^pp-4-7« 
25 ^dpV7rc^y^) -5, 7-v^t:KD-:7P [3, 4-d] fy^D [1, 

5-a] t°y 
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wo ((2/(153565 ' PCT/JP()]/1]581 

' ' . I, 

I 

(28) 8- (N-y'^jV-N-'^^/VT^y') - 2-:^^)\^-Z - (2->J7D 

p-4-'^,|>:3ri/7':3i^/V') -'5, Y-v'.tKP-r^p [3, 4-d] t'y 
[1, 5-a] t'); ^V'-y^ 

(29) 8 - v^i/i? P//D.tVU7« ^yl^T 5; y - 2 - 7« ^yU- 3-(2-:J7np- 
5 4-^ -5, 7-v^t.,KP-7n [3, 4-d] t°7y'P 

[i; 5-a] ,t°y ^v^^-. 

(30) 8- (N-iXi^ p-/n tVU^^'/l'-N^T'a tVuT^ y) -2-:^=}-)V 

-3- (2^i>DO-4-p< fdrv-^^^yV) -5, 7 -v^t Kn-:7n [3, 
4-d] f^^P [1, 5-a] t°!j^v^>-. 
10 (31) 8- (N- (^-r/f-^/l-) -N^T'PbVVT?:/) -1-y^)V-Z 
- {2-^UU^4-;^ Y^iyy:^=^/\^) -5, 7-i/tKP-7P [3, 

4- d] f7)/P [1, 5-a] M'V^i^ys 

(32) 8- (N-y^/l—N- (2-7« h^i^^^/W) T5:y) -2-^^yV 
-3 - (2-^PP-4-7« fdri/^^^yl^) -5, 7-v^b Kn-^n [3, 

15 4-d] f^y'p Cl, 5-a] 

(33) 8- (N-T'P tVl^-N- (4 - h y 7;V;^P7«^/V;^^v'7:t^/>) 
T^f-yl'T^y) -2-7< 5^/^-3- (2-i:7nn-4-7« h=3f^v':7 3i^7^) 
-5, 7-v^t:KP-7P [3, 4-d] M'yyn [i, 5-a] M']} 

20 (34) 8- (3-^:/^/^T^ y) -2-;^ ^71^- 3- ( 2 -i^^ p n - 4 

b:^?^->7^^/L/) -5, 7-v^tKP-:7P [3, 4-d] t°7y'P [1, 

5- a] t°y 

(35) 8-(N--iyi^P7'PtV^7^f-/^r^y-N- (4 -7/l';;^-P7 3i::^/U) 
T^f-Zl^T^y) -2-7<^/V-3- (2-i:'PP-4-;^ h^i^7^^/V) 
25 -5, 7-v?tKo-7n [3, 4-d] f7>^o [l, 5-a] fU^i? 
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wo (12/053565 PCT/JP01/115X1 

!, 

(36) 8- (N-'-<>^v^/^-'N- (2-v^7<f-/l<T5:ya:f-/^) T^/) -2 
-^f-;!^-^- (2 D D - 4 h^ix^cn^yu) -5, 

-7D [3'; '4-d] ■t°7yn2 [1, 5 -a] ^x^y. 2 

(37) 8- (N- (2-:/5"-/^) -N-^f-;l>7Sy) - 2 - p< ^'/l'- 3 - 
5 i2-^ t2xa-4-/h^iyya:.=^M - 5, ' 7 - v^t Kn -7n [3, 4 

-d] 5- a] k°y$v?^. ' 

(38) 8^ (N- (2-7'f-^/H -N-v-i^nyntVl^pff-zUT^y) -2 
-^9^/1^-3- .(2-i? h=3r->7:ii::^7l/) -5, 7-v^kKn 

[3, 4— d] k°7y'D [1, 5^. a] t'^.^v^^-. 
10 (39) 8- (N- v'^DT'DtVl'-N- (4 ^</^f':t7ni::^/U) ^f-/^T 
^y) -2^y^/l^-3- (2 -ci' D P- 4 h^v-^aic^yl/) -5, 7 
-v?tKn-7D [3, 4-d] t'^y^P [1, 5 -a] k°y5v?^. 

(40) 8- (N-^T'D tVU-N- (4 -^^7Vf-:t:7::i::^7U) ^7UT 5: y ) 
-2-/f-;l^-3- (2-i;^DD-4-y f^ariyy^:^;^) -5, 7-v^t 

15 Kn-7P [3, •4-d] k^^y'D [1, 5-a] h°V ^i^^. 

(41) 8- (N-v'i^DT'PtVV-N- (4 -7/l';tn>'3ic:^7P) ^^'f-jVT^ 
y) -2-yf-/^-3- (2-:^'PD-4-y b^^^y:!!:^/^) -5, 7- 
v>tKD-7D [3, 4-d] t°7y'p [1, 5-a] k'il^v^y. 

(42) 8- (N-T'PtVU-N- (3-:77P;a-P7ai-;W) 7«f-7l'T5:y) - 
20 2-^^7U-3- (2 -^^7 P P- 4 h^iy:7:t-/ix) -5, 7-v^kK 

P-^'P [3, 4-d] t'yyu [1, 5-a] h']) ^i^y. 

(43) 8- (N-yptVu-N- (-<:/y [d] 1, 3-v^;f^yy>'-5- 
^/^) y^/l^T^y) -2-yf-/l— 3- (2-i5'PP-4-7^ h^^rv-^cn 
:::^/l^) -5, 7-v^tFP-7P [3, 4-d] k'y^/P [1, 5-a] k° 

25 y^t^^s 

(44) 8- (N-^^'i?y^-N--iyiJ' PT'p kVW^^/l-T^ y ) -2-p<f-/l' 
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wo (»2/»53565 PCT/JPOl/1158] 

-3- (2-i^an-4-7< V^Z^ya^^-M -5, T-v'fc Kn-7n [3,, 
4-d] t°7y'n [1, 5- a] t°y5i/>s 

(45) 8- {N-:/^;U-N- { 2 -yf-::^^!') T^/) - 2 f-/k- 3 - 
(2-^DP-4-^ h:^!^^/^^^-/^) -5, 7 -v't Kt^'-^D [3, 4 

5 -d] t'^y~D [1, 5 -a] ev^i^y. 

(46) 8 - a tVl^7< ^/^T 5; y - 2 - p« 3 - ( 2 - ^ f-yV- 
4-^ h=35^v'7:x:^/U) -5, T-v^tKn-yn [3, 4-dJ 

[1, 5-a] t-y 

(47) 8- (N-7'^;U-N-:t^/i.T5:y) -2-^9^/^-3- ( 2 ^ 
10 71^-4 -7« 7^-/1^) -5, 7-i>kKP-:7p [3, 4-d.] t°7, 

[1, 5-a3 ^v?^', 

(48) 8- (N-:7^~^/V-N-7'i3 tVl^T^: y) - 2-p{^/U'- 3-.(2-7< 
f-7^-4 hdrv':7ci.^/l-) -5, 7-v^tKD-7P [3, 4-'d] 
7y'D [1, 5-a] h'V 5v^>, 

15 (49) 8- (N, N-v^T'o tVl^T^ y) -2-p<^/^-3- (2-^^71^- 
4-^ ye^i^y -5, 7-v>tKn-7P [3, 4- d^'^y^^ 

[1, 5-a J t-y ^v'^'. 

(50) 8-^7^ (2-^ h^v-^^yl^) y- 2 -^^71^-3- (2-^n 
p_4_^ |.d5^cy;7-^-yi^) 7-.:;;^ Kp_:7n [3, 4-d] 

20 y^P [1 , 5-a] t°y ^v^y, 

(51) 8- (N-T'^yi^-N- (4 ->'7W;d-P7^c^/i') :^^)VTxJ) -2 
-^f-/V-3- (2-i>PP-4-;^ b^v^^ctr^/l^) -5, 7-i>kKP 
-17 P [3, 4-d] t°9y^P [1, 5-a] t°y$-^^. 

(52) 8- (N-^'-^y'V-N- (4-7/V:tP7;c=7U') p«f-/kT^y) -2 
25 -^f-Zl^-S- (2— ^^>'^-4-^ h^i^^zc^/U-) - 5, 7-'V^kKP 

-:7P [3, 4-d] t°7y'P [1, 5-a] fy^v>y. 
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wo «2/»l535f.5 PCT/JPOl/11581 

■ ■ . !. 

i 

(53) 8- (N-caf^/U-N— (2 M .T'K /) - 2 -7< 9^/^-3 - 
(2 -^»1^-4 h=¥iy:7^^/^) -5, 7-v^tKn-7D [3, 4 

- d ] t:°7'>^n ,[ 1 , 5 - a ] t° y ^ v^y. 

(54) 8- (N->^n tVW-rN- (2-:/^y/l>) TS:/) -2-^^/U-3 
5 - (2-p<^7V-4-^ h=¥-^:7^:::i;W -5, 7--^tKP-7P [3, 

4-d] h'yy'u 11, 5- a] t^U^ v^^^' 

(55) 8^ (N-7"i3fcVV-N- (4 -7«f-^^f=-:t:7cc-/U) p<^;^T5y) 

-2-7^5^/1^-3- (2-p<^/^-4-^ b^i^yo^^/l^) —5, 7 -v^t 
KD-7n [3, 4-d] ii'yy^ [ 1 , 5 - a ],. t° P ^ v^^. 
10 (56) 8- (N^.T'ntVU-N- (^:/y [ d] 1, 3 - v^;r=3r V 7 5 - 
^/V) ^f-7VTS:y) -2-;<^/l'-3- (2-7<^/^-4-7^ h^v':7ciL 
^/l^) -5, 7-i/tKP-7P [3, 4-d3 t'^y'n [1, 5- a] t' 

(57) 8- (N-^^'v^/lz-N- D^D tVU7«,f^/^T5; y ) -2-7<5"/^ 
15 -3- (2-7<V/^-4-7« -5, 7 - v't Kp -:7 P [ 3 , 

4-d] f^yp [1, 5- a] b:°y^v?>\ 

(58) 8- (N-v-^ P^P tV^p<5^7U-N- ( 4 - h P :7yl/;rD ;^ 

^/l^) P«^/V7 5.y) -2-7<5^/V-3- (2 -^5^ P P-4 h=3f-v^:73i 
c^/l^) -5, 7-v^t: Kp-:7u [3, 4-d] t°7>^P [l, 5-a] 
20 y ^ v^>'. 

(59) 8- (N-i/:^' PT'P tV^p«f-/I^-N- ( 4 - h y :7;W';^D 7« ^/W7 3i 
::^/^) p^f-y^TS:/) -2-p{^/l— 3- (2 -p<^/^-4-p« h^^/^j:. 
-yl-) -5, 7--^tKP-7P [3, 4-d] t'^y'P [1, 5-a] fc° 

y 5: v^-. 

25 (60) 8- (N-T'PkVV'-N- (4 -ixr 7 ^ai^/l') P<^7VT^y) -2 
-T^^/l'-S- (2-?<f^/^-4-^ h=3fv^7:j^^/^) -5, 7--^=1:Kp 
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wo (12/053565 PCT/JPOl/11581 



--yn [3, 4-d] t°7y'P [1, 5- a] fy^v^V". 
(61) 8- (N-v-i? n^P tV^-- N- {A-V )\^irxiy aL^)V) :^=)-)\^T% 
y) -2-7«^/'^-3- (2-:J'Pn-4-p« b^Srv-^oi^/^) -5, 7-' 
■i^tKn-^n [3, 4-d] t-y^o [l, 5- a] t'U^v':/, 
5 (62) 8- (N-iXiJ^ n-/D tVV'-N- ( 4 -7;V^p 7 3l=^;V) ^^^'VT S: 
y) -2-yf-/l— 3- (2-^^/l--4-y h=¥i/7cc;^/k) -5, 7- 
v^tKn-7u [3, 4-d] [l, 5-a] fy^v^^-, 

(63) 8- (N-iXi^ tVuy f-yl^-N- (4 -7;V;^n7 3i::^;W) 
/l^T^y) -2-y^/V-3- (2 -y^7^-4-y b^v':7cc::i7U) -5, 

10 1 [3, 4-d] t°7:/D [1, 5-a] t-y^e;?:/, 

(64) 8- (N-T'ntVV-N- (2-^ T 5: 7 ) -2-^^ 
7^-3- (2-:J'nn-4-y b5¥v'73i::^7V') -5, 7-v^tKP-:7P 

[3, 4-d] t'7>^P [1, 5-a] t'ySlv'^. 

(65) 8- (N-:/Pt:VV-N- (2-^ h=3r>-^f^yk) T%J) -2-^'^ 
15 71^-3- (2-^^71— 4 -y h^v-^^^/l^) -5, 7-v^tKP-7P 

[3, 4-d] t:°7^/P [1, 5-a] h'y^v^V. 

(66) 8- (N-:3i^/V-N- ( 4 - ^ ^ ^/V) ^ ^/l^T 5: 7 ) - 
2-y^yW-3- (2-^PP-4-y b^V7:3i^7W -5, 7-v=tK 
p-:7n [3, 4-d] t'^yp [1, 5-a] t°y^v^^. 

20 (67) 8 - (N-^f^/l^-N- (4-y^/Vf^;t7:t:::^y^) ^ 5: ^ ) - 

2-y^/W-3- (2-7<f->'^-4 h^i/^:!!::^;^) -5, 7--i^t K 

p-:7P [3, 4-d] i^^y'p [1, 5-a] fy^v?:^, 

(68) 8- (N-7'^/V-N- (2-y h^Srv-^^yw) T^y) -2-^^;^ 
-3- (2-y^;U'-4-y -5, 7-v't Kp-:7p [3, 

25 4-d] f^yP [1, 5-a] fy^S^V, 

(69) 8- (N-i/i^pyptv^y^7u-N-7°p tv^7 5:y) -2-y^^u 
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I 



-3- (2-^^71^-4-^ h^iyy^L^/U) - 5, Kn-:7n [3', 

4-d] t-yy^P [1, 5 -a] h'V ^i/^. 

(70) 8- (N-T'atVV-N- {5 - /f-Jl^y y :y- 2 JV) /'^jl^T^' 
y) - 2-/^/U-3- (2-^nn-4-^ h=3rv'7^^>'U) -5, 7- 

5 vkKn-7P [3, 4-dJ t'^^P [l, 5- a] t'y^v^^'. 

(71) 8- (N-:/PtVW-N- (5-y 2— T/V') T^^v'^r^ 
y) -2-y^/U-'3- (2-7«^/U-4-y h=¥v'7:t=7U) -5, 7- 
v^tKP-7P [3, 4-dJ t'^yP [1, 5- a] t°y^v>>, 

(72) 8- (N-i/^ PT'P tVuy f^/l/-N- (2-;^ h^iy^i-M T5:y) 
10 -2-yf-;V-3- (2 f-;V'-4 -y f'3rV:7:t=^/V) -5, 7-v^f 

pp-yp [3, 4-d] h'^ytJ [1, 5-a] t°])$v=>, 

(73) 8- (N-T'P tW-N- (4- h!) 7yU';^pyf-;l'^=¥i^7;t::^y'P) 

-5, 7-v/tKP-7P [3, 4-d] t°7yP [1, 5-a] t° U 5; i/ 

15 

(14) 8- (N-:7"n kVl'-N- (4 -:7y^;^p :73^=/U) 7<5^7UT5:y) - 
2-y^;U-3- (2-y5";l--4 -y h=^->':7rc-7l.) -5, 7-v^tK 
P-7P [3, 4-d] [1, 5-a] h°y$:v'>\ 

(75) 8- (N-v-i^ P7"P tVl-y f^/U-N- (2-:/5"^/^) T?/) -2 
20 -yf-/l^- 3- (2-7^5^71^-4 -y h^^rv-yji^/^) - 5, 7-v^tKP 

-7P [3, 4-d] t'yy'P [1, 5-a] fy5:v=^. 

(76) 8- (N- (2-7« b^^v-^f^/U) -N- (2-:/^^/^) T^/) - 
2-y5^7U-3- (2-y f-yl— 4-y h=¥v':73i:^y^) -5, 7-v'kK 
P-^'P [3, 4-d] f^yP [1, 5-a] fD^v^^-, 

25 (77) 8- (N- (2-^ hdj-i/ai^/^) -N- {2--f^:^M T^/) - 
2-^^/1^-3- (2-i57PP-4-y h=^V7a.^/^) -5, 7-v>tK 
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n-:7n [3,/ 4-d] t'^yp [1, 5- a] ii'V^'Jl^. 

(78) 8, ^ 4N ^^-v^/W- N - v^i^ P kVkT ^' ^ ) -2-/ f^/U- 3 - 

(2-iJ7DP-4'->«'h^:X7.:i^:::^/k) -5, 7-v^tKn-7D [3, 4 
-d] h'yy^u 5-a] k'y$v». ■ 

5 (79) 8- (N-^^v^^V-N-v-i^ p:/p tVVT^ y) - 2 3 - 

(2'-7«f-y^-4-;^ K^^rv-^oi::^;!^) -5, 7-i/bKP-7P [3, 4 
-d] f7>^P [1. 5-a] 

(80) 8- CN-v-i^ PT'P tVM^/^-N- (2-^ h df^ v-^^^yu-) T^y) 
-2-/f-;l^-3- (2-i^ nP-4-^ h=3rv'7^=/V) -5, 7--^t 

10 KP-7P [3, 4-d] t°^>^P [1,- 5-a] h']) 

(81) 8 - '('3 -^>f-/^T 5; y) -2-yf-;l--3- (2, 5-v=:i7Dn- 
4-^ hdrv^7 3i-y^) -5, 7-v?tKP-7P [3, 4-d] t'y^P 

[1, 5-a] 

(82) 8 - (N--y^ u-^-a tVl/-N- ( 4 - v'T 7 :7 31 ^yl^) ^ 5^;^TS: 7) 
15 -2-yf-/l'-3- (2-^:^ PP-4-y h:^^/^^!^/^) -5, 7-i/t 

Fa-:7P [3, 4-d] t-y^o [1, 5-a] t^U^v^^-, 

(83) 8- (N-iyi^ p:/p tVl^-N- ( 4 - v-T / 7 31 r^/l-) 7<.f-/l/T =; y ) 
-2-^^/1^-3- (2-y ^/V-4-7« h=¥-:y7 3^^/^) -5, 7-v>t 
KP-7P [3, 4-d] h'y^xn [1, 5-a] fy^v^^. 

20 (84) 8 -Zyy^f-J^T^y-2-^^/V-3- (2-/i^^V—4-/ 

-5, 7-i^tKP-7P [3, 4-d] t°^y'P [1, 5-a] 

(85) 8- (N-^f-/l— N-i^i^ pyPkVVT^f^/l^T^ /) -2-7<f-/l'- 
3- (2-^PP-4-;^ S^V:7 3.^7U) -5, 7-v^l: Kd-7p [3. 

25 4-d] t-^y'c [1, 5-a] fy^v'^, 

(86) 8- (N-^f-zL'-N-v'^ P^P tVuy f-yl-T^ 7) -2-^^/1^- 
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3- i2-;>^^/U-4-/ 'h^^yy:^=^A) -.5, 7--:>fcKn-7P [3, 

4- dJ t:°'^:i^^n [1, 5-a] t-y^v?^-. 

(87) 8-'-('N->/i5' D^n tVV7«^/^-N- (4-1^7^7^=^/^) 
T^y) -2 -^'^7^-3- (2-i5'aa-4-^ hdri/:7ai^;U) -5, 

5 7-t^tKP-t7P [3, 4-d] t'^yp [1, 5-a] h']} ^i^^. 

I ■ ' 

(88) 8- (N-^->i^ P^P tVMf-7l'-N— (4-v'Ty 7ai^/>) ^f-yV- 
T^/) '-2-^^yV-3- (2-;^^/l'-4-p< b^V^^::^/!^) -5, 
7-i>tKP-7q [3, 4-d] fy^P [l, 5-a] fc°y5v>^, 

(89) 8- (N-T^PtV^-N- (5^;^:7ic:^-3— I'/V) ^^/^T^^) - 
10 2-7«^/U-3-'(2-^PP-4-^ h^->73L:^/^) -5, 7-v^tK 

P-:7P,'[3, 4-d] t^^y'P [1, 5-a] 

(90) 8- (N-7"PtVV-N- (5-7<f-/V'f-:^7^>- 2-^7V) ^ ^/l^ 
T^y) - a-r;^^/!-- 3 - (2-i?PP-4-7« h^iyy:^:^/^) -5, 
7-v'tKP-:7P [3, 4-d] t'^yp [1, 5-a] k'y5v=^, 

15 (91) 8- (N-yf-/l'-N-Vi^pyptVV';^5^/UT^y) -2-7<^yV- 

3- (2-^PP-4-^ h=¥->:7air:7^) -5, 7-v^tKP-7P [3, 

4- d] t'^y^p [1, 5-a] t°y5:v^>', 

(92) 8- (N-yf-/U-N-v'^pyPtVU'7«5^/^T5y) -2-^^/1^- 
3- (2-p<^yV-4-7« h=3ri^7;c=/P) -5, 7-v^tKP-7P [3, 

20 4-d] t^y^P [1, 5-a] ^i;^:^, 

(93) 8- (N-7"pfcVu-N- (5^;d-7ct:y-3-^/i') 7<^/vT5:y) - 

2-7<^7l— 3- (2-7^ ^/^-4-y h^v':7:t^/^) -5, 7-v^tK 
0-7P [3, 4-d] t°7y^P [1, 5-a] t°y 5 

(94) 8- (N-yp tVl—N- (5-;^^/Uf':^ys^y-2-4/l') 

25 T$y) -2-^^yU-3- (2-^^71^-4-^ f^v':73i::i/l') -5, 
7-v^tKP-7P [3, 4-d] t-^yp [1, 5-a] f]) 
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(95) 8- (N-T'PtVV-N- (2-7/^;^P7 3i-;V) /f-zl^T^y) - 

I 

2-p<5^yl/-3- (2-i5'nn-4-^ b^v'7::i-;V) -5, 7— v^^fcK 
P-yp [3, 4-d] t°7y'P [1, 5-aJ ifV^iy:^. 

(96) 8- (N-yptW-N- (2-:7;l';e-P7ai-;V) ^f-;VT^y) - . 
5 2-7^^y^-3- (2-7<^/^-4-7< h^->7:3^^yV) -5, 

P-7P [3, 4-dJ fc°7y^P [1, 5 -a] t°p5:v^^, 

(97) 8- (N-:3i^/^-N-yp tVl'T^ /) - 2 ^/W- 3 - ( 2 
f-yl,- 4 h=¥v7a^c^/V) -5, 7-v^t:KP-7P [3, 4-d] 
y^u [1, 5- a] t-y ^v^^-. 

10 (98) 8- (N-Ji^/V-N-yp tVl^T^ y) -2-7<^/^-3- (2-i? 

p a - 4 -.-^ b^v'7^^/W -5, 7-v^bKP-7P [3, 4-d] • 

7y'p [1 , 5 - a] t°y ^ v?V, 

(99) 8- ( 3 — V^/l-T ^ y ) -2-y^A'-3- (2, 6-v^y^7U- 
4 -y f=3rV7i^;V) -5, 7-v>tKP-7n [3, 4-d] e^y'p 

15 [1, 5-a] ^v'^', 

(100) 8- (N-:xf-yV-N- (4 -:7/I^;rP 7 ^^^/V) ;^^/^T'^ /) - 
2-y^yV-3- (2-y5"/^-4-y h^v^:7=c:^/l-) -5, 7-v>tK 
D-:7P [3, 4-d] t°7y'P [1, 5-a] \i°V^i^>. 

(101) 8- (N-^5^yv-N- (4-7/1^;^ p:7i-7V) y^/uT5:y) - 

20 2-yf-/l'-3- (2-i?PP-4-y f^v-^zt^/V) -5, 7-v^kK 
P-7P [3, 4-d] t°7y~P [1, 5-a] 

(102) 8- (8 -^:/f-/VT5; y) -2-^5^/1^-3- (2-i^PP-4, 
6-v^y f^v^:7:x::i/k) -5, 7-V^fcKP-7P [3, 4-d] f^y' 
P [1, 5-a] t'y ^v^^. 

25 (103) 8 - (4 -^yf-/VT^y) -2-^f-/l.-3- (2-^f-/U'-4- 

y ^=arv'7cn-/^) -5, 7-v?tFP->'P [3, 4-d] t°7y'n [l, 
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5-a] t°y 

(104) 8- (N, N-v^ya tVVT=: y) -3- ( 2 n n - 4 h ^ 
i/y^^jV) -5, T-v'tKn-^n [3, 4-d] f^y'o [l. 5- 
a] 

5 (105) 8- (N-Vi? n^n tVl^p^f-yi^-N-y n tV^T ^ y) - 3- (2 
-^x2X2-A-:^y^-yy :^=:-jV) [3, 4-d] 

fc-^yo [1, 5-a] ^v^>'. 

(106) 8- (N-^:^v^/l'-N-^>^ PT'n tVl^y ^yl^T 5: y) - 3- (2 
-^17 np-4-y h^v':7^-yu) - 5, 7-v?fc Fn-:7D [3, 4-d] 

10 f^yo [1, 5-a] t-y^v?^', 

(107) 8- (N-^/i^^ nyp tVl^yf-zV-N- ( 4 - ^ ji:^>'^) ^ 
?VT%J) -3- (2-^ P D-4 -y h:3rv:7 3^=/V) -5, 7-v^tK 
p-:7D [3, 4-d] t:°^yu [1, 5-a] t'P^v'^, 

(108) 8- (N-:/n tVl--N- (2-7^^^/^) T^/) -3- (2-:^' 
15 un- A-:^ Y^-yy ^:=-jV) -5, 7 - v^t Kp -:7 n [3, 4-d] \f 

yVxi [1, 5-a] t^y ^ 

(109) 8- (N-7"f-/W-N-'>^n7'D tVl^T^^yUTS: y) -3- (2- 
^pp_4_;^ |.drv^7:x^/^) -5, 7-v^tKn-7n [3, 4-d] 
"dyVu [1, 5-a] t°y ^v^^, 

20 (110) 8- (3 -^:/5^/WTS; y ) -3- (2-i^ nn-4-y h=3rv-:7 3i 
^71^) -5, 7-v>tKP-7n [3, 4-d] f^yn [1, 5-a] f 

(111) 8- (N- ViJ^ a^P tVl^yf^/V—N- (4-:7/k;^a7ai— /V) ^ 
^/VT^y) -3- (2 -:;7np-4-y h^i/7ai=/l.) -5, 

25 [3, 4-d] t'^y'D [1, 5-a] t'D^v^^, 

(112) 8- (4-^:/5^/l^T^y) -3- (2-i^n2D-4-y b^-y^^ 
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-5, y-v^t Kn-7n' [3, 4T-d3 f^^n [l, 5-a] 

y> ✓ 1^^^ ^ 

(113) 8- (N-i/n kVl—N- (4 7<f-/^T5;y) - 

3- (2--^ tiX2^4-^/ h^l^y -5, 7-v^tKn-7P [3, 
5 4-d]:t°7yp [1, 5-a] k°iJ5:v>^. 

(114) ' 8- (N-7°ntVU-N- i 4 - 7 /l-:^ u y ::l =^ /U) :^^)VT%J) 
-3 - (2-^5^013-4-7^ f^v-^oi^/U) -5, Kn-7n [3, 

4- d] t°7y'o' [l / 5-a] t:°iJ^v^^. 

(115) 8-v?v>^pypl::V^7«^/V'T5:y-3- ( 2 - p p - 4 - 7< h ^ 
10 v'^o^::^;!-) -5,, T-'^'t KP-:7n [S, .4^d] t'^^P [l, 5- 

a] t-y 5; v^:/. 

(116) 8- (N-v'iJ'pyp tVW^^/l^-N- (4- MJ 7/W';d-P7«5^/V7 
^::i/V) 7<f-/UT$/) -3- (2-;J'PP-4-p< hdft^^rt^/W) -5, 
7-v^tKP-7P [3, 4-d] t°^yp [1, 5-a] fc^y^i/^-, 

15 (117) 8- (N-v'iJ'PT'P tVl^-N— (4 - > 9^/V7ai-/l^) ;^ ^/l^T 5: 
y) -3- (2-i5'PP-4-y Y^-yy a^=:-)V) -5, 7-v^t Kp-7 
P [3, 4-d] t°7yP [1, 5-a] t'y^v^^-. 

(118) 8- (N-yPtVU-N- (4-v'Ty y^i^/W y^/l'T5;y) - 
2-p<^yl'-3- (2-iJ7DP-4-y V^v-^o.::^/!^) -5, 7-v=tK 

20 P-7P [3, 4-d] t°^y^P [1, 5-a] b°y5i>>-, 

(119) 8- (N-iy^PT^P tVl-y^/l^-N-^^/VT^ y) -2-p{^7W 
-3- (2-^^/U-4-P< Y^-yy z^::^)V) -5, 7-v^t Kp-:7p [3, 
4-d] t'yy^P [1, 5-a] t°y^i?y, 

(120) 8- (N-i/i5^P>^PtV^y5^/^-N->^/WT^y) -2-^5^/1^ 
25 -3- (2-i57 PP-4-P^ b^^E^iy^cn::^/!^) -5, 7 - v^t Kp - 7 P [ 3 , 

> 4-d] k°7y^P [1. 5-a] t°y^i^:/. 
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(121) 8- (N-7"t3 tVV—N- (2-^ h=3rW ? y^^/l^) T^^) -■ 
2-^f-/W-3- (2-^f-;U— 4-7« h^v-^rc^/k) -5, 7-v>fcK 
o-7n [3, 4-dl h'yyu [l, 5-a] t'y^v?:/. 

(122) 8- [ (2S) -1 h#W 5 2--Yy^] T^y-2 
5 -p<f-/^-3- (2-7<f-y^-4-7< h=¥v-7:n:=^/^) -5, 

-yu [3, 4-d:i t'^yn [1, 5-a] h°y5:v^:/, 

(123) 9- (3 — <:yf'JUT^y) - 6-^f-/V-5- {2-;if'jU-4- 
/ h^iyy ^=^Ji^) -y^ [3, 2-d] t'^yn [l, 5-a] f.y ^ 

1 9 . w^^mt^. 

I 

(1) 8 - t KD^i/- 2 -^^/l— 3- (2-7<f-/W-4-^ b^v'^ ji^ 

/V) - 6, 7 -v^t Kc?- 5H-v-i? [d] \i'yy^u [l, 5-a] 

15 t°y$v>^. 

(2) 2-7^^/1^-3- (2 -7<f-/^- 4- 7< h^xX7^^/U) -8- [ (2 

5, 4R) - 4 -7^ h^i^- 2 h=¥iX7<f^/^t°P y 1 --Y/l^] - 

6, 7 -v^t Kn-SH-v'i^'D^^'iJ' [d] f7y't3 [l, 5-a] t° y 

20 (3) 8- (1, 2, 5, 6-x h^t KPt'y-^/L') -2-7^^/V-3- (2 
-7<f-/l— 4 h=3rV7::c::^y^) -6, 7-v^t Kp- SH-v'jJ' n^:/ 
[d] fy^D [1, 5-a] M'V ^^Jl^, 

(4) 8- (1, 2, 3, 4-T h7 t Kp^ y^ry y 2 — Y/l') -2- 
y9^;v-3- (2-^^/1^-4-^ b^v-^oic:^/!^) -6, 7-v^tKD- 

25 5H-:Xi^P-<i/i5' [d] M'yVxJ [l, 5-a] t°y?i>y. 

(5) 8 - ( (3 S) - 3 -y h=¥v'y9';u— 1 , 2, 3, 4-Th7tKP 
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i, 

i 

5 -a] t;y ^v^i^:' ' 

(6) 8- {4-y^=-/U\:r^yi:^>-l-^Jl^) -=2-y^/W-3- (2- 

5 y f-y^-^4-y -6, ,7 ^'v^t Kn- 5 H-v'i^ n^>'^ 

[d] k°7y~D. [.l. 5- a] b-y^v^^, 2' 

(7) 8- (4- (2-^nD7::^:^;U) t°^7v^^- 1 -^^l') -2-y^ 
yU—S- (2-yf-/W-4-y h^v-iycc-zW -6, 7-v^tKn-5H 
-v'^D-<^i5' [d,] t°7y^P [1, 5 -a] M-V^iy^s 

10 (8) 8- {3-^h^iy:ti/l^^^^^l--l, 2, '5, 6 -X t Kn fy 
/U) -2-;y^7l/-3- (2 -y^/l--4-y b^i/:73i— -6, 7- 
i;^t Kn- SH-iyiJ'n^^'^ [d] h'yyti [i, 5 -a] fc'ys:^?:^. 

(9) 8- (3 - (3-p<f^/^- 1. 2, 4-;a-=3ef-i/Ty— >'l'-5--l'>'l') 
-1, 2, 5, 6 --r b7t Kn t°i; v^7^) - 2-y^y^-3 - (2-yf- 

15 >'^-4-y -6, 7 5H-iy^ u^y^ Idl 

fc°7yn [1., 5 -a] b°y ^v'^-, 

(10) 8- (4- (4 -i? n -l, 2, 5, 6-xb7t:Knt° 
yi/yu) -2-^^7U— 3- (2-^5^7^-4 b^iy^i^yv) -6, 
7 -i^\iV^-5H--y^u-<l^^ [dl t°^yn [1, 5-a] i;°y^v= 

20 

(11) 8- (3 -^>'f^/l';^=¥v-) -2-p«f-y^-3- (2-y^y^-4-^ 
hdf^-Syyrncr/i.) -6, 7-v^t Kn-5H-i^^n-<^>^ [d] t'y^P 
[1, 5 -a] t°y ^ v^^-. 

(12) 8- (3 -^y'f-/\^:i-^iy) -2-/f-J^- 3 - (2-:^nn-4-y 
25 h^iy^ai::^/^) -6, 7 - v^t Kd - 5 H- n^^-^? [d] f^yn 

[1, 5 -a] t°y $v>^. 
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I 

It 

(13) 8- (4'-^7'.f-^V;^=3rv:) -2-^^/V-3- {2--!^ au- 5-/ 
h^v^73.'^>^) -6, 7 -v^t Kp- 5H-v^^ n--^:/i? [d] h'yyu 
[1. .5.-^ a ] t;°y $v^y. 

(14) 8-^y7'o tVl^;t:3rix-2 3-, (2-^5^ DD- 5-;^ h'^e 
5 v'7ji-7W -is, 7 -v>t Kd- SH-t^iJ' p^:/;?' [d] t°7y'P [l, 

5 -a] h'V 5v?V. 

(15) 8^(1, 6 -^:7'i?i>^:/-4 -^/l^) 2-7^^/^-3- (2 
D P- 4 h=^iyy ^^/l^) -6, 7 -i^t Vu- 5H-i^^ u^y 

^ idl [1, 5- a] h'V ^i^y. ' 

10 (16) 8- (3-^;Xf^/^^;t) - 2-^5^/1^-3- (2-i{7 HP- 5-^ h 
-6, 7-v^t Kp- 5H-v'i5' n-^y^ [d] t'^^P [1, 
5 -a] t-y ^v^^-, 

(17) 8- (:4-:>^^^^y3^^M -2-^^/U-3- (2-y f-/l'-4-7f 

h^v-y^i::!/!^) -6, 7 - v^t Kp- 5 H- v'.^:^ P^^^ [d] b'yy^P 
15 [1, 5-a] tfy 

(18) 8- (2, 4 -v^^ P P^cr^yl') -2-7^^/^-3- (2-pf^/l'- 
4 b^Srv-^cn::^/!^) -6, 7-v=t Kp- 5 H-v-i^ P^^^ [d] 
7y*P [1, 5- a] 

(19) 8- {3- hV y^l^yttn -2-p<^/^-3- (2-^ 
20 f-/\—4-/ h'^^yy^^/^l-G, 7-v>t Kp- SH-VjJ' P^^^Cd] 

t°yi/p [1, 5 -a] ^ v^^-, 

(20) 8- hdrV73i^/V) -2-^^/1^-3- (2-^^/W-4- 

;^ h^iX 7^-/1-) -6, 7 -v?t Kp- SH-V:^' P-^^^iJ^ [d] t"^/ 
o [1, 5-a] fy ^v^^-, 
25 (21) 8- (3, 5--Jii^ muyaL=::.;U) - 2 - 7^ f"/!^- 3 - (2-/^/\^- 
4-;^ V^iyy^=^-f^) -6, 7-i/fc KP-5H-i^i^p^:/i5' [d] t" 
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y^/xi [1, 5-a] fc°y ^v?^'. 

(22) 8- {2-:^^iVy :^:=-jV) - 2 - 3 - ( 2 - ^ ^/l^^ 4 - 

Yi^irl/y -6, KP-5H-v';i'o^:/i5' [d] t'^^P^ 

[1, 5-a] ^^)%'J^V. 
5 (23) 8 - \^7-^ (^ h -^-ytSiX^if^^-M f-/^- 2 - ^ f"/!^- 3 - ( 2 - 

4 ]>drv/7:3.c^7U) -6, 7 -iyt Vu-5H-iy^ u^l^^ [d] 
t°7i/n2 [1, 5-a] 

(24) 8- (1 -t>^f-/^T^y- 1, 3-v=;d-'^y-2-7'^/U) - 2-7«' 

3 - (2-^f-/U-4 h=3rix:7ai:::i>W) -6, 7-i^t:Kn-5 

I 

10 H-i^^ X3^:y^ [d] h'yyrn [i, 5-a] fy^v?^', 

(25) 8- (2, 4 -i/^^y - 3 -^y^fy-i^) -2-7^5^/^-3- (2-.-^ 
5=-/V-4-^ hdrV7aic::yU') - 6, 7 -i^t Kn - 5 H- v'^ D^^iJ' [ d] 
t°7i^P [1, 5-a] f!) 5:v^>. 

(26) 8-t'^ p< f-yl^- 2 - 7< 5^/1^- 3 - (2-:^?D 
15 n-4-^ h^iy:7a^^7V) -6, 7 -v't Kn- SH-v'i:^ p^^'iJ' [d] 

fc°7^/n [1, 5-a] 

(27) 8- (1, 3 -t Kndrv^- 2 -T'n tVW) -2-^f^/l— 3- (2- 
p<5^yL'-4-7< h^iX^a^::^/!^) -6, 7 -i^t Kd- 5H-iy;J' a^^iJ? 

[ d ] y P [ 1 , 5 - a ] t" y $ v?^^. 
20 (28) 8 - ( 1, 3 -v^7< b^i^-2-yPtVV) -2-^^/1^-3- (2- 
7(5^/W-4-7« h^v'^oi^/V) -6, 7 -i/t Kd- SH-v-^ P--^:/i5' 
[d] t°7i/P [1, 5-a] t°y 

(29) 8- (N, N-v'7<5^>'^:*/W^^-l';U7{f-yV) -2-7^5^;W-3- (2 
-^5^/1^-4 h^i^^oi:^/!/) -6, 7-v^l:: KP-5H— i/i^P^> 

25 ^ [d] f^yp [1, 5-a] fc-y^i/:/, 

(30) l-v^Ty-2-7«5^/^-8-t Kp^->-3- (2-^PP-4-^ 
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-6, 7-v=k Ko-5H-i/t^^a-^:/i5' [d] t°in p [i; 

2 - a ] if]) ^i^^Tb^ hmitti^miK(Dm.m i iictm(oit^!^. tom^^'o 

I 

5 2 0. 'fb^i^:^^ 

(1) 6-^f-7l/-5- (2-7<^/^-4-7« h=^v^7a:^7k) -9- [ (2 
S, 4R) -4-7< 2-7« h=3riX7<f"7H:°n y v^^^- l—l'/l'] - 
2, 3-v^hKP-7n [3, 2-d] t'^^n [l, 5-a3 t^y^v^^^, 

(2) 2-^^;i'-3- (2-^5^;v-4-^ V^v-^aici^yv) -8- [ (2 
10 S, 4R) -4-p« h=¥V-2-7« b^Vp<f-/H^oy v^^- l-^^V] 

5, 7-v^kKc3-7D [3, 4-d] t'^yn [1, 5 -a] \i°V^i^>'. 

(3) 6-p<^y^-5- (2-7«f->'^-4-7« h=^v':7^^7W -9- [ (2 
S, 4R) -4-^ h^iX-2-^ N:^!^^^;^^-/^:'^]; v^^'- 1— f/l^] - 
2, 3-v^tKP-fc°on [3, 2-dJ h'yV'm [i, 5-a] t° U 5 

15 >s 

(4) 8- (3 — ^:/^/l'i-=¥v') -2-;<^;W-3- (2-^t3P-4-^ 

b^->:7:xri;U) -5, 7->>tKP-:7n [3, 4-d] t'^^P [l, 
5-a] fy ^v^^-.- 

(5) 8-}f':^ h^v';&y^:^^^/^) p^^^/i— 2 3 - (2-^p 
20 n-4 h^iy7:r-/^) -5, 7-v'tKP-:7P [3, 4-d] 

y p [ 1 , 5 - a ] t°y ^ v=>';ii^b®fi*ttaii*©f&ffl 1 ra«6(^<ii'^^x 
2 1 . mM(D^m 1 }ciE«fe(^-iS5t ( I ) v7T^^fi^it^<i^. ^(dm^^ 
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2 2 . — jl^5t ( I ) 




a) 



v^xnza^h^.nn^Lx. cr\ nr'\ ^m^. ^mm^. 



10 (i)7K*M-?-x 

(li) C 1 ~ 8 T/l^^yV^ 

(iii) C 2 ~ 8 T/l-<>--/K 

(iv) C 2~8T/l'^^>'^, 

15 (vOCFg, 

(viOv-zy^ 

(viii) :=■ b a ^ 

(ix) NR^R^° (m^s R^i^XXlR'^it^n^tim^LX. 
20 (ii)C l~4T/^=3r;v^ 

(iii) c 3 ~ 1 0 (D^mi^ L < it-m^mmm. 

(iv) 1^4:m<D^Mm^. l~2i!(?D^^jr>^^ioj;Tj^/-^fc{ll~2#I 
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I, 

(v) c ~ 1 0 (ow-^ hL< itr.m^^mm'^\ t> u < n i ~ 4 

i- :& 3 - 1 0'^(D^m 1> t < ll-m^^'^9IT'mm$ tifc C 1 ~ 4 7 
(x)OR^^ (Scf. R^Mi 

I 

(ii) C 1 ~47;w^;i-. 

(iii) C 5 6 (^^*^. 

10 (iv) 1 ~ 2m'(D^mWs^. 1 {li<0i?^l^-1^:fc i n/^ tut 1 i@<OiS^m 

^- ^.^^-t 5 5 1 6 M <^itlim> * 

(v)C 5~6(Dj^^i^^L< {11 ~2lilCDa*®^. 1 

$;Jx/cC 1 ~4T7V^/V^^:b-to ) ^ 
15 (xi) S H, 

(xii) S(0)„R^2 nflO. l*fc{12^^^L. R'^lt 

(i) C 1 ~4T/V=^/K 

(ii) C 5~6(^^*S^ 

(iii) 1 ~ 2#I(D^*M^v 1 {li(7)®^^M^*5J:t>V*/t(l ifilOliSIIJ^ 

(iv) c 5~6©;^*st> t< fii~2fi(^)g»j^^. imommm'f'i^ 

(xiii) COR^\ 
25 (xiv)COOR^\ 

(xv)CONR^R^\ 
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(xvi) c 3 ~ 1 0 (Dwmh u < itz^m^mmm. 

(xvii) i-Amommw.^. 1 --2m(Dmmmi'^xu/^fcit i --2m(Dik 

(xviii) ^^n^l^m'i-. CFg. OCF3. i^ry. :^hP. NR^R^\ OR 
5 i\ =N-OR'\ SH. S(0)„R'\ COR'\ COOR^\ CONR 

^R^ \ C3~i o©^m^jU< fc^J;t/i~4|@©^miF,^. 

10 R^'tt 

(iii) C 2~4T/^^::^/K 

(iv) C 2~4T/l-=^:^;K 

15 (v)C 3-1 0(7)^^^L<fl-m^^m^s 

(vi) i~4ii©^mMT-. i--'2m<Dmmw^^i^^xf/i^fziti'-^-2m(om. 

(vii) c 3 ~ 1 0 (D^Stj L < (li:^5i:^m^T% 1 ~ 4^©^mir.^-s 

1 ~ 2m(ommm^i^xn/t.fcit 1 ~ 2<@(^iitiij!g^^-g^^-t5 3 ~ 1 0 

0: 
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I 

It 
* 

(i) 1 ~•5.'^Ii^R.'/T'tt^^^tl■CV^5/5^t> L< «iEgi^<Z)C 1 ~8 

(ii) l~511i<7)R>^T'g^^.$i^TV^S;^)^t>L<'^i^Sg^^<^C 2~8T/V^c^ 

5 yv. ■ ^ ■' ' ■ 

(iv) NR^R^ im^. R^ioi:tm^{i^tim^4Az:L-r. 

10 (ii) l•~5•^liOR^'T'S^^$ttTV^S■;i^t>L< ft^g^^C 1~1 5T 

(iii) 1 ~5te<^R ^^T'«^tLTV^-5:6^tiL<{i^ig^<^C 2~1 5 

(iv) l~5iil(DR''TEI^$HTV^:5:6^tiL<{i^«|^OC2~l 5 
15 T/l^'¥c:^/K 

(vi) 1 ~ 5 m(DR ' «•T'tt^$nTV^-5 b < itmM^O 1-4 111(7) 
^*J^T-> 1 ~ 2tlO^*Il^^*5J;t>V*fc{i 1 ~2^«^M^^^^ 
20 ^-r^ 3-1 5M(^^mt>t<«-m^»m^**5i-„ ) . 

(v) OR^ (m^. R^it 

(i) 7K^l^^. 

(ii) C 1 ~ 1 0 Ty^=^/^^ 

(iii) C 2 ~ 1 0 T/l^'!r:^/K 
25 (iv) C 2 ~ 1 0 T/l^^^/^N 

(v) l~5^@|(^R''T■g^$tLTV^;5;6^t^L< [i^M^<^C3~l 5© 
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(vi) 1 ~5{|il(^R ''-efii^$;^^TV^:5;6^t) t< ttilill^t^ 1 ~4j®(^ 

5 (vii)AnyyJF.T-. CF3. OCF3S v/T/^ -hn, NR^R^\ O 

=N-OR'\ SH. S(0)„R^\ COR'\ COOR^\ 
CONR^R'\ l~5^(DR'^T'ffi|^$tlTV>^35^>bU<{ti^g|^(^. 

c 3~i o(DMmhL<n-m^^mn. ^xxii--5m(DTi'^-x:m^ 

L< tt-S5t»^;5^b3i(m'5Sl~2j@Tgi^$tlXV^5C 1~ 

(vi) SH.. 

(vii) s(o)„R' im^. nimmtmcMM^mt>L^ R'lt 

15 (i) C 1 ~ 8 T/^=¥yv^ 

(ii) l~5{@<DR^«T'S^^$t^TV^-5;el^'bL< liMm<^C3'~l 0(D 

(Hi) 1 ~5|@(^R''-t:-g|^^;JxTV^6^^t) L< l~4iSl(D 
^^E^. l~2#<t>^»l^.^*5j;t>y*fc{ll~2^Sl(Dl^^jf.-7-^^ 

(iv) l~5i®(^R^«-Cgm$tLTV^;57l^tj t<(iilSI^«7)C 3~1 0 

(D^m n~m^^m^r\ * 1 ~ 5 ^(T) r ^ « x^m^ ^ t^r v^ 

/^;^ctii~2ili(Da^l^^-^^^i-S 3~i 0M(O^^hL< it- 
is m^^^^T'gJ^^^fcC l~4T/Udr/V^St:>-ro ) . 

(viii) COR\ 
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(ix) COOR\ 

(x) CONR^R\ 

(xi) NR*COR\ 

(xii) NR«COOR' R^ittt-mtmCMM^^t^L, R'{i, 
5 (i)7KiSJm^-> 

(ii) C 1 ~.8 T/l'^/l^. 

(iii) C 2~8Ty^^^;K 

(iv) C 2~8Ty^=¥-yK 

(v) 1 ~5^1il(DR^«T'a^^$nTV^5:i^^L< {^*!lgJ^<DC 3~1 0(D 

(vi) 1 -SilDCOR ^^T■a^$rbTV^§^^tJ b< nmWi^(Dl-^4m<D , 

(vii) /^P'^^»^.^. CF3. 0CF3. ->ry. ^v^. nr^r^°. o 

15 =N-OR'\ SH. S(0)„R'\ COR'\ COOR^\ 

CONR^R ^\ 1 ~5^iOR^'-CS^^$tbTV^:5/6^4> t< f^^ffiffi^O 

C 3-1 O^^mtj t< {i-^5C;^|f^^ :fc^J;01~5ili©R^«-egJ^ 

■7-*3cJ:U«//*ytfil~2^omitM^=^^-^W-r'5 3-1 O^tD^SI'b 

.20 U< {i-S5C^mm/i^b^^^i^SSl~2fliT•*^$;3^■tv^<5C l~ 

(xiii) NR^CONR'»R\ 

(xiv) l~5^i^^R'^■Cam$tL-CV^-5^^t>L<(lilg^^<^C3~l 5 0)^ 

25 (xv) l~5i@(DR^^TS^^$HTV^?>;i^^L<{«®m(Dl~4i@<^^|IJll 
l~2j@(D^»i^-?ioj;a/*fc{tl~2^g(^a^l^-?-^-a^-f ^ 3~ 
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R^^{t(aV>C2^-:^E^-, (b)CF,3. (c)0CF3,' (d)v'T/. ie)=^ht2^ 
(£)NR^R%. (g)'OR\ (h)=N-OR\ (j)SH. (k)S(0)„R\ (1) C 
OR^ (ni)COOR\ (n)CONR''R^ (o)NR«COR\ (p)NR^CO 
OR\ .'(q)NR.PCONR'R\ (r) 1 ~.5lll<7^R ' 'Tftm^ttTVN^d^t) U 

R ' 'T'^^$ tLTV^:S;6^t) U< f^«ig^(D l' ~ 4i@(Dg^J®^, 1-2^11(7:) 

^^ig^-*5it)«/*/i« 1 --2m(Dm.nB^^^^i-^ 3 ~ 1 5 ac^:^^^^ 

R ^ ^ (d) q 1 8 r^^^^K (b) C 2 ~ 8 T^U^^JK (c) C 2 ~ 8 T;V=^ 
=/K (d),C 1 ~4T/l-=i^V (C 1 ~4) T^l-^/K (e) ^^ p -ir>I^.^ , (f) 
CF3. (g)OCF3. (h)v'T/. (j)^hc2. (k)NR^R\ (l)OR\ (m) 
SH. (n)S(0)„R\ (o)COR\ (p)COOR\ (q)CONR^R\ (r) 

NR^COR^ (s)NR'COOR\ (t) N R ' C O N R ^ R \ (u)l~5{i(D 

R2°T'tti^$KTv^S/{i^^L<{i^iS^<^c 3~i o<^:^mt>b<(ii:#^ 

^^^x (v) l~5^<DR2°T*g^^$^TV^?);6^'bU< {*Ma^0 1~4#0 

m^i^^s 1 ~2fiii(Dgi^ig^jQj;(j^y^fc« 1 -2m<Dmnw-^'f-^^^i- 

?)3~1 OM©#^t>U<lli:^^^m^. (w)^^n>f>0^, CF3. OC 
F3. v^ryj =bP. NR^R\ OR\ =N-OR\ SHs S(0)„R\ 
COR\ COOR\ CONR''R\ NR^COR\ NR^COOR\ NR 

«coNR^R\ l~5^sl©R2"-e@^^$tLTv^5/^»^tJL< nmm^(oc 3 

t < {t#Sffim(7) 1 ~4 t!(7?g^M^s 1 ~ 2{®(^^*jrr.^*o j:t^y* 

fdfi 1 -2m<omMm^^^^ir^ 3 ~ 1 oM^^^ii t < n~m^^Mm 

56^b@l*tt6S 1 ~ 2#T'g^^$tfCV>5 C 1 ~ 4 T/V'^r/l^^^^U 
R''fi(a)/NP^>ig-f-. (b)CF3^ (c) OCF3. (d)-iXTy. (e)^hP. 
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(f)NR^R^\ (g)OR^\ (h) = N-OR'\ (j)SH. (k)S(0)iR^\ 
(l)COR^\ (m)COOR^\ (n)CONR'R'\ (o)NR^COR'\ (p) 
NR«COOR'\ (q)NR'CONR^R (r) 1 ~ 5 ia<^R ^ «T'ffi^$ tt' 
TV^:5^^t>b< ««i®^©C 3-1 5 L< (^H^^l^^a, tfz\t 

5 (s) l~5^i(DR^'-C-ffi1^$^XTV^?)}6^'bL< (i^S^(Dl~4tl(D«Jg 

1 5 ^(Dwmh t < 

R'^{±(a)C l~4 7/^^/K (b) C 2 — 4 T/^>r::^7K (c)C2~4T/^=^ 
-/K (d)^^^<^Vii•?^ (e)CF3. (OOCFg^ (g)'>Ty. (h)^hD> (j) 
10 SH. (k)S(0)„R^\ (1)NR«R'\ (m)OR^\ (n)COR^\ (o)CO 
OR^\ (p)CONR^R^\ (q) C 5 ~ 6 <Z)^mm> (r) 1 ~ 2 {gKD^Hii^-: 

I 

^■*5 J; D«/^ « 1 m(D&m^^-s^'r S 5 ^ {1 6 a (D^^STtt^ $ 
15 tL/cC l~4T/^^/^l:-gJI^;3xfiC 1 ~ 4 Ty^:^?-/^^;^ 

R^^«C 1~4T/^=¥7K C l~4T/^='drv, /^P<f>'J^^^ CF3. O 
CF3. v-T/. T^/. NH (C 1 ~4 7/1^=^/^) > ^tzitN (C 

R^«(i) 1 ~5^c^R^'(;:J;oTg^$tlTV^6C 5~1 0<D^^4iL< 

20 

(ii) l~5^©R^^fCj:oTg|^$tbTV>^ l~4#|©^*ii-?. l~2iil 

R^'«. 
25 (a) C 1 ~ 8 T/^=3r/^. 
(b) C 2 ~ 8 T/K>-^/I/s 
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(c)C 2~8r'/V^^/K 



(e) CF3.,\ ■ 

(f) OCF3. 

5 (g)'>T,y. . 

(h)::ibo. 

(k)OR^\ 
(l)SH. 
10 (m)S(0)„R,V\. 
(n)COR^:^. 
(o)COOR^\ 
(p)CONR^R^", 



(q)NR^COR^\ 
15 (r)NR'COOR^\ 
(s)NR'CONR'R'°x 

(t) c 3 ~ 1 0 (Dwm hi-K n-M^^mm. 

= N-OR^\ SH. S(0)„R^\ COR'\ COOR^\ CONR^R' 
\ NR^COR'\ NR^COOR^\ NR^CONR^R'\ C3~10(^) 
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I 



20 ^OfSffl 2 2 {;:fB«(^«^iJ*3 J; T>V* (t]^^»Je 
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m 60.0 



m 

u 
I 

I 



50.0 
40.Q 
30.0 
20.0 
10.0 



(8) 



vehicle 



(8) 



1 



(8) 



** 

JL 



(8) 



30 



(78) (mg/kg.p.o.) 

**p<6.01 (Mann-Whitney U t^^) 



m 2 



[Hi 



7.0 



6.0 



iHl 5.0 

'6 4.0 

I 3.0 

h 

A 2.0 

I '-^ 
0.0 



I. 



(8) 



1 



(8) 



(8) 



vehicle 



1 




30 



1126^2 (78)(nng/kg,p.o.) 



*p<0.05, **p<0.01 
(Mann-Whitney Ul^S) 
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